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I . Macrolide antibiotics DW&IT « HEf « (kNS « FOE

1) BE4n macrolide antibiotics &2\ T @D review

HKE R
R KEEEBE N

Ay vECY iz B1r 5 propionylmaridomycin i
By samoniss e LT, B4 macrolide ¥4 #
(erythromycin, leucomycin, oleandomycin, spira-
mycin, josamycin, mydecamycin 7z &) ORIL, HE
i, koA, R 2w TSR R R L, BFO
BREEMA T, x4 LMESC 2PV THUTICORS,

[DI R -

LR macrolide #DOWIR, PEfEOFEELTH
FHONDZ LIZUTOEE Y THD,

AR —HRITAE

A vRYUY ATHHEINS propionylmaridomycin
PENHETHSHDT, koD macrolide HDFENDHF]
DOWTHRS L, 1EOH L 800~500mg 53, A
CEOEES LIEE, KEABC, Hieh 07y $h
Zbh, AFYFORKENLDLDTIIINGL L DERRD
hizdb Db Hot,

Hista L O FEETIR IV, T R TH S
&, —REERC, BB ER 1meg/ml ITFO SO
MEWEE DR D T,

AELETHLELIRELcE R D, HDHHED macro-
lide #ITIL, 7o 2—AdhHE s ied LAV IFIRE
MRxbhb, SHBMPEECOVLTULE DR ET
HREETH 5,

Rep X b EM®E & LT OEILERIL, % macrolide
LA, BBRETH H10%% = % % EIRER
D DI\,

R B, —CmPBEC L T h BV
ERxbRhb, ZOZ LIXADHAE X D EBHERBRCTI
TEVWERZ bR,

PR N R

Macrolide HiAEFNMAEE2ME THHEH X v
Y s BA LTI ENEOAT WS, T DT &
1%, % macrolide F|DGEHNNM, & ICEEBMEL
DORRITE X B FRI TV B A, FEAOFEIL,
mPRECHLT BENREIEWERLLOID, £

DFRAEIX Tablel D Lk b, —fc, M, 1B FCEE
B EFBITT 5,

D Th, 2L, XFVERBZLIDLDIL,
FEETHD, oz b, MELCHE DD LD
FHETHSH (Table 1),

Table 1 K~z r 74 FHOEBRRME
EM F>B=i=@\E>mng (75 b)
LM i>E>F=8=m® (7 vy F)
oM BE>mH>F=8>mnK (79 )

F>E>=g>mnE (5 v )
B>E>F=>mnw (v $)

SPM F>E>M=E>mK (v b)
Ac-SPM B> > B> F=mi (55 b)
i>B=E>F=mE (%)

M H>B>E=F>mE (5o )
Mydecamycin | =[li=F=m©KE=H (; ‘i ;:)
pepi=f>uznw (377)

D Y

LAF, macrolide HiAHEDORFHWTOWTDONRD,

Erythromycin

Erythromycin %> macrolide #| & F{FELIHE,
5 7+ vErho OH #0124 7\ erythromycin B
3 X O cladinose DAY D IC mycarose D> erythro-
mycin C 235525, B LTiX, erythromycin A
PFEALETH D,

KB DT b 820D component D% Gl iUAR
CXn e, HEEMEITITIZE A L £, erythromycin
ANRKENTHDZ XM TS, Lk 2> TRH#
1% erythromycin A {ZDOWTHB T LITitb,

Erythromycin &2\ T 5 T % R#EHIE N-
demethylation T, ROBHTLLLN,
thylerythromycin #3&H &, F7: propionyleryth-
romycin — erythromycin 2725 & & b HEI LT
% (Fig. 1),

N-deme-
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Propionylerythromycin Erythromyolm

PEL S =Propionylerythromycin
laurylsulfate

WU B, in vivo 123\ T D propionylerythromycin
DORENT erythromycin BT/ B3, Fhll £+
AERIT W EWSHIDHBES HS b, Fig. 2 1%
Iy MFREY 2 R4 b & 1M
incubate L7-&% & ® biocautogram R XUF o bIT
erythromycin 200 mg/kg D5 #3043 L 020
O L b i Licd DD bioautogram TH 5,

iz 8\ T, erythromycin X b Rf D/ /¢ spot
NERbBI BN, Zihhd N-demethylerythromycin D7

erythromycin

Fig. 2 Thin-layer chromatogram of

erythromycin
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EM EM  inwitro 30" in vivo 2hrs,
20mcg 2meg  Rat liver Rat lung
c. H2504 homogenate 200mg/kg(p.o.)

Bioautogram( S.lutea)
CHC1-MeOH-NH40H(40 : 3 : 20), Spotfilm( Tokyo kasei)

Fig. 3 Thin-layer chromatogram of
erythromycin estolate
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PELS EM PELS
20meg 20mcg 2mceg

in vitro 30" in vivo 2hrs.

Rat liver  Rat lung

P homogenate 200mg/kg(p.o.)
c. H2SO4

EtOAc-MeOH (1:1), Spotfilm(Tokyo kasei)

b5, THTHS, Fig. 8 (%, erythromycin
estolate D [FfE D bioautogram T 5. Erythromycin
estolate #% erythromycin B X T35 (Fig.
2, 3),

Kitasamycin

Kitasamycin (2% B4 Ay, Ay, By, 5, Bs, B, D 6
B4y complex ThHhot-H, 1961ELIRRIL, HEEEE
DIBWBRENERAZIN, Ay, A Ay, As, Ag, Ar, Ag Ao
DEFAMNLBN, AswELHL LALHEANROILRT
WBEWLS, L7eaioT, 1961ELIRTORS T O m s
B, BBREREOMMITEISE DI,

19614E LI DRAMC DT D M EE, THEFRET >
Wik, AULOB|EEXSET IRV,

Acetylkitasamycin (%, MAREEE &% & < BAFRA R
{0 BLAROMBIZ W CHESNLONIL 5 TH
5, ZDLDRDWTORBIZEA L LLR TR,

Kitasamycin Do ThH, TRBEDHHEL
BTt Th 5%, mycarose D R, % -OH #Hicix
Db D, HBHUME demycarosylkitasamycin, D
RO R L ELVHEEZI R TN DY, ThbdSHR
DOHBEHNENEETHEZATHS (Fig. 4),

Erythromycin #fAFIOF+ ¥ = 4 b TOD
bioautogram, fifi-C® bioautogram #* %4 % &, Fig. b
DERHRBPHEL HZLRTVB I ENRLLRB,
F D% 4 DM OV TESHOBEIT E Biclr,

Oleandomycin, triacetyloleandomycin

Oleandomycin 3 X O'% D 5 H {4 triacetylolean-

Bioautogram( S.lutea)
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Fig. 4

Kitasamycin A3  Ac  i-Val
At H i-Val

A«  Ac n-But
As H n-But
As  Ac P:
A7 H P:

As  Ac Ac
A9 H Ac

Fig. 5 Thin-layer chromatogram of
kitasamycin
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KTM KTM
20mcg
c. H2S04 Bioautogram ( S.lutea)

CHCIl3—MeOH — NH;OH(10: 3 :20), Spotfilm(Tokyokasei)
KTM(kitasamycin)

in witro 30" m vivo 2hrs.
Rat liver at lung
2mcg homogenate 200mg/kg(p.o.)

domycin XZIEHE—PHLELHh T3,

Triacetyloleandomycin &5 o, PFAREY 2 %A1 b
& incubate L, £ ® bioautogram % &XT&H % & (Fig.
D, OM DAFX, rUSMT RE kW 5 1D0DR
Ry bRZBRB, ZDHDI,
domycin TH 5 Z LW HEEZI N 5B, Triacetyloleando-
mycin #35 o, MZEELEDIFD bicautogram T
(X triacetyloleandomycin & oleandomycin D AR
v PZBRB,

Zhboz ki3, 3T CELMER HIZ X 2oTHESR

11-monoacetylolean-

Kitasamycin I‘; H

< g 3 CHsCHO CHs
HO eyl \,CHs i HO\ N
o ng ; ‘CHs
0 0 i OHE O o QH
CHs i CHs  HsCO CHs
OR: 7T SN OR:
0
No”
R1
Ac Demycarosyl kitasamycin

hTkb, REPIL, 11-monoacetyloleandomycin »3
%L bR, FOfllic 2/, 11-diacetyloleandomyecin,
4”7, 11-diacetyloleandomycin, 2’-monoacetylolean-
domycin, 4’-monoacetyloleandomycin 7x & H°
xbhd L5 (Fig. 6, 7),

Oleandomycin @ N-demethylation T2\ TDHR
HEHBR TR,

Spiramycin, acetylspiramycin
Mo 3DDRK
4yH360 ¢ 26 : 26D EIG I B D7 complex TH 5,
D Ry R

spiramycin [ ® R, © monoacetyl,

Spiramycin {¥, spiramycin [, 1,
Acetylspiramycin (%, spiramycin |
dDdiacetyl,
spiramycin I ® R; ® monoacetyl, R; ®propionyl
fAD complex TH %, 7 v MFAEL =54 b & incu-
bate -$% &, acetylspiramycin {¥ spiramycin, X
bz mycarose DX 7 neospiramycin iZ7g5b &
Wb T %,

% spiramycin 1, 1, [ ORFBEELLTLLH
FETI\WDT, OB & DBIfR, & component D
Bt ), % component DE|4 & bioautogram & DEJ
FiELT LTI, ROV TORE b
Fooy TR GBROBFHOLEEND L ZHTHS (Fig.
8, 9),

Spiramycin & 2O\\TiX, £ O H &%, erythro-
oleandomycin, kitasamycin 7g &‘0:1:{: LT
DT LRHES), mMARED DR
acetyl {bLAZ iz X?

mycin,
2g LB,
DHRNIDH S LRIRA,
lgicieoTub,

ek macrolide F|DEEBEDOHRDFTOWT b
FTLLBETRRVWARD D, b2V TLRBED
YL & SCHRFAVBBETH B0 L,
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TAOM
27,4”,11— Triacetyloleandomycin

Fig., 7 Thin-layer chromatogram of
triacetyloleandomycin

TAOM OM  TAOM in vitro 30'in vivo 2hrs.
20meg 20mcg 2mcg  Rat liver Rat lung

homogenate 200mg/kg(p.o.)

/7 ~

c¢.H2S04 Bioautogram(S. lutea)
Benzene-Acetone(1 :5), Spotfilm(Tokyo kasei)

Josamycin, mydecamycin

B3 LV josamycin, mydecamycin 12O\ T
RO I Z el T B,

Josamycin DWW Tk, KESOHELDH, £D
Rz DT in vitro, in vivo DEFRI K = Itbhh

11-MAOM oM
11—Monoacetyloleandomycin

Oleandomycin

TV, Z0H, IHE<H LWRELDDSH LR T
%o

Mydecamycin IZ2\ T §,, mycarose ¢ propionyl
EoOFhnid oL, mycarose @ propionyl FHAt
X, 57 b VRO OH Hinieofed D L 2
DORBYNBZOFENTED, FrEL R4 bED
incubate TILHE[HE, SMEATEHEEOREMYLELALNS
W),

L E v

LIk, #& macrolide F|DORBIZOWTHEKRDENR %
N LT, £ OREAC DWW TSI,

—fi#iz macrolide FNIFFicTRBE 513, Fo
RE D EERCT B THER Y LT T L2350,

LIchi2T, FAPED in vitro ki 2HEH DO
EDHE L OTERKFHET 2 & &XETOME)RH %,

2E D, REMYOMEEEL IS BIo$ D25, FEshk
HIFD5ZCBAANTH &2 L H, LicdiDT
macrolide H|DFEi% 3B 1CHic> TULRBO B 1
XD TKYITHD, propionylmaridomycin & 2\
THEFOZ L2 X 5,

Rt & %L, HIIRBLEEL TOREREOR
Big L E LD TERICMBEIEL DI S,
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Fig. 8
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Fig. 9 Thin-layer chromatogram of
acetylspiramycin

L ; . .
AcSPM SPMAcSPM in vitro 30" in vivo 2hrs,
20mcg 20mcg 2meg  Rat liver Rat lung
¢.H2S04 homogenate  200mg/kg(p.0.)

Bioautogram(S. lutea)
EtOAc—MeOH(1 : 1)Spotfilm(Tokyo kasei)



