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ABSTRACT Glycoside antibiotics, a category of compounds widely used clinically for anti-bacterial and
anti-cancer, are catalyzed by antibiotic glycosyltransferases (Gtfs) in vivo. The sugar moieties are transferred
to the corresponding aglycon by Gtfs, often work at very late stages of biosynthesis of antibiotics. The posi-
tion, type and number of sugar moieties incorporated to the antibiotics have great impact on its bioactivity.
This article provides an overview of the categories, functions, characteristics of Gtfs, their applications in

combinatorial biosynthesis, and the prospects for research.
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MAERBETEBK E FERTHEMUE, £
MERLEYAHRERESTEE KA T RE RLEER
BRSO I B0, (B A T3 HT 4 B L% B 85 (antibiotic
glycosyltransferases,Gtfs) 4 R ML VLE T &
A, BESARRENSESRBRREMXA=WH
SR, AR L. XERASEES 5B MR
B FIRAL B mE A EEY. B EER
ERNTEZER, AR MEREEN EREIR
TR RS ZoE . B miig Bk
MAENERERER - FBEMRNER FITET

4% H %9 : 2006-10-31
EEBT BB L ETF 1976 4,08 L. BRI -HEWRERB.

Glycoside antibiotics;

Glycosylation

RWAERWPFENM B EXBBEOELRE. FE
F BB ERTEEN T E R EHR.
1 BEERER
MEBERNAEEAEEYD AR P LS T SLEMK
BMBEFEEAEREL . EX—EY RN, EREE R
HEHPHEEUAE DUEMERENERE S
A E AT B4R € 0 C- N-F1 O-# (Fig. 1). ¥
HEAMERNEYERERP BELBEERSEG
BB E—%, A & & K (vancomycin) . ¥ % fiI T
(teicoplanin) A EHE A R 7EE YA BABIESIARE,
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Fig. 1 The C-, N- and O-glycoside antibiotics

BHENERNERAIH EEZEATE, —LEELIW
FEZHEEKRREN S R, WE R T (ramop-
lanin)™); 55 — 2 2 M DNA {2 JE 8 & 75 5, WH £
E 3 (novobiocin) P!,
2 BELARERPRENEIEEA
BREANEAMEXEEERAEUT=AFTE:
B M EYRKEE.CRGTEDEEITER
WEFFEE L M T AR FKERNTHRMEE,
HARMAEFLERTH-EAK LA N-Z B A 8% ik (N-
acetyl-glucosamine,GIeNA) I E R TEHER LA H
R B  MTHW. A40926 Y& BER DK
H & B & %% B B (mannosyltransferase) ¢ R iR 5l
mannosyl-PP-Css #E ¥4 , R AL LA R R T
AW, B ERARTAEN—F B REFILEH.
AT HEE & (oleandomycin) = B . BEEEB
BOleD FhESHAEREEA. ERRERAEY
KRG MAERSWE BFHBTB KB EREE, FH]
KR EHDT . LRI BRI ERPLEEL,
LI BT A MetAl®,
3 BEHBE
WERBBAEEYERAELELOEEEIIAR
MEESTF DEAEKR.ER.JEM/NGTF L B
=Y RABRELEYEDE. AR K Gtls FEF
FE—RE5REREYABMEXN Gtls, ERMITRER
ANEREYARMEHEREEL, BEMAE.

ERMBEHBENRERNEEHRATET .
BEEXMMAEREYEREERENEABR, MK
KEFCRDET 100 BMAEREY SRR
EEBMER . FIAMEIXEEERENEDR
BTHEEBEERK. KEIHEEABEEEBRA
#iE C WA E & H &A™ (glycine-rich) B 5F X, &R
FRWHELET UDP-B M UDP- BB BREX B
F, %% GenBank RIEM M AR T 119 FHEERE
BErE 50, Al PAUP 4.0 Sk F 17 R G047, LR S
WHREHIH (Fig. 2), #HARASITERRY B
EEBMERZRFEZXRNTIE, T 6R1R ER &
HEBTH A M2 oh 8B, #l 40 , EryC I #1 MegC 1 ,7EH
HBAKFERFA 83. 4% M —BHE, 88 1R 5 A # # AL
#,UrdGT1b #1 UrdGT1lc ER E TR B AR FE#
(BB N%—BHEERM{UE L AMEERREA
AIAAANERER . AREMNIEBEARAFRNCHE,
UrdGT1c ¥ # L-3 47 Bk¥E (L-rhodinose), UrdGT1b
8B D-HHEE (D-olivose)!' ™, 44k C-C.C-N 5 C-O
BHBERAEEEBE, EXENFHMEERK
FrHEAAENER, W Asm25(HLERB K
4 Y& BUE 2 AL C-N BB L Gls)P,
UrdGT2(S B RAY A BERPHEL CCHEERE
B Gtis)U GHB(HT B B R AV A NG B Pk
C-O ¥EHE A Gts)!™,
ENGERNEBHIBRS BEERBEGB K
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Fig. 2 A dendrogram of different antibiotic glycosyltransferases
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NEE R UDP-EE BTN A ERERBITHER
MERLEXHAEEHHAREN, ZBREERAIS
WE, FETFEHEEN B TEGE UDP-EHER
ZHRBM ., BEABBANEANSHEHTRITE
AR AR,

Gtfs MR EHFER .- F— ENEREY S
BEBREEEER X—SEREHGEY AR TR
BB RIE RN, HR ) 45 M 5 5 4 80 1 B |T DA 3
HHMBFIEEA S W R NEEERM . Gifs #ALHHE
HEBRNF.CHNCIEBI =ZHRBREHFNEZHR
FEE AT EERTHCLUBE LHTBEERY. R
BEERUE . ERTRENBRESS. 52, X%4H
MEERBBTLUALELNCHES BT RER
e EE LB C-O B, (X8 FI5b, N 7E rebec-
camycin®#l urdamycin" AT E Y FEEE EE T
CNMCCRIFEHFRESASNULEY. REFRH
YMG PFREFREBEDSERBN T HLERBE N
HRUAY - HEMPTHBEELRER2ENN 5
H A G EMED. 7 urdamycin BAEY S P, T
BEHTRENCIRETFHBANREL FHALFE
C-C Bt EME R, (B2 C-N i C-C BB A K
EEBBHASREERREBRIRANTR.

3.1 Gtfs W R #F 5.

MWMEYEHRMTR Gtfs HERNARTERAH
BEFHTEET, A EREALANN FHERE
REFEE SN TDP-ZACHSHBER, ML
MRTEEART AT4AENdE. XERRg
& TRAH daunomycin BB RO REZATES
% (pikromycin) Z & B S. venezuleae Flurdamycin B9
PR S. fradiae FHEFE (- Z MR HNBEMEE
RSB ITTH B IR KT E R,

ABI—FHEREARMNE EFRAERRE Gifs,
XA HEBEFRIEESEE S. erythraca B FEiK oleGIT
HE P4 3-O-rhamnosyl-6-DEB, 3% tyiM2 A 7=
# 5-0-desosaminyl (tylactone )18, ‘

PR FH Gifs AR MBS TFRBRYENHE,
Salas AFRARIEL THELRE . ZRLILKRET
elloramycin £ S REFKRFHNHEESREFRE&
(Cassette) MIVEEH BB EE o« MCGT £ —E BRI #
FER, REBEBEEBBHEY EHEEBAT
EHBBEREXRERRE T HFRENEERY
BEENELE,FIW,C. cyanogenus FH) UrdGT 22"
i3k B S. spheroid NCIMB11891 #) NovM®, /& &
5E,FEE B L Gtls S EHE S 2B KA RALH 85

AR A YR A AT I AE B R BB 0 SR g
BEXBaHm B, BT SRANBEY T k4™
AREEG XA Y, iR R B0 R
(PK), IE B HEF K (NRP) f1 74 & #) PK/NRP i 4
R LN EFE LS R,

(2)Gtfs WFESBIR  Giis IRIMFRIKE A &
T Giis, ZHANBEHREMBEELRE. B TFHE
FHEZBBAEAASERE REREBREMTE
B.HURRELZURBEREFNEREYW E. coli
B#H S. lividans PHITRB\RBHEHBY, BLF LA
BIh I 5, 21 NovM B IKTE S. spheroides F KB IH
TR, LLEMTERTE E. coli hEB AL, FEid
1h2G BN A Y B2 4L B9 B R 7 4 TDP-D- &8
HEMUEHS, LEMEHERERSHEE,. T
B ARG A R RS &, AR B
BEZHNAT HEBRMEH R T2 5K1B , novobiocic
acid & LA BRAE AL BT A B R B RO F 4R 18 BRI Z 5,
AR EEET LUE S 28 R emRBE. m
{b2 4 B daunomycin, carminomycin (FEZ F &) fi{d
SR & (bleomycin) B fif A 412~
4 BERBHEASEMERNER

MABGEFEEFFURRAEZKRELSYH
HEBAIANMINER. RO LEEHEY S LAY
EYMER. ZK—-FE % BRMER. L KRG
BOERMEML, B TRAZEETENE R RN
LR LB RF B BEHASEEELN LAY ERE
BEX™,

FHPEF I Salas IRA B LB T RIIWEERT
EMEERERREFEAHZEE BRNERLT
BYTHTH. ELEa FHERHNTUEHERT X
B EHEE Streptomyces albus PESHEE BB
A oleGII, T A& B L-% #7 Bk #F (1-oleandrose) fJ i
B)5 .5 4% E N B Berythronolide B) , T8 4 4%
HEBBER dnCT R HI ALY AR L-BHH
(L-olivose) By B #. pOLV W LI h A =l B R
(tetracenomycin C)-#71,

Staurosporine (T FHIB) KM S E R H—
AN G F F— A R IR A 031 e BT R B A L
FEEEBRD, BEE— N EWE NI ERE rebecca-
mycin i} ¥ staurosporine Kb & WEY & HEH,
DEEETKATEHET 30 f staurosporine I {7 4
Y, BB TR Gifs B RHEH —E X
fE,Salas IRABE R ERIHELEYESRERE.
Gtfs ZH (staN # staG) Fil staurosporine B 4 ¥4 KL,
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HE R AT KA 07 5| Rk 2R b A0
H,ABEEBBEEAEYERPHMMNAEET &
R EBHEHAEY A REET=FWBEEALT P EY
FL¥ER AU,

4.1 ERFLEEAEEIT)

BArEeBT ey BEYERARI T £8
B B g ROE M IE A A R UERIC S BR# 4> 2 B
HATRBR A R, AN REERBBERE, ]
) 40 iR 9 TR AL BOBE 4 F AR W R AR AU 80 R )
BERFHHER. SMFTRCEEREZETEHK
N4 & E (erythromycin) 9 ¥ K & & (plicamycin) .
urdamycin ., 7% & & (methymycin ) §1 % & & (pikro-
mycin) 18 B 5 5,

BOh—FREFRBEATESIIRE LNRER
EEERUEYERELAYNENERLERERSE
Gtfs, 5 EENAR T BEBETBENEER. KEF
AP fE TR AT LGB A B R ek
HEASFEEERX SR, RERESYHTRER ELE
KRBT HEBERTEN A orentalis WEH girE EAR
PR Rk A47934 BB HE S. toyocaensis AT
3K . TR T ¥ B A47934 flF P17,

Gifs FE AR BRI EERLNFECRET L,
MAZRIBRN T ERERERRLNNEFARE
X, X — AR AL T &4 18 urdamycin FIF-RKE
EH R,

4.2 FEREFEERIERT]

AEAEKNBEAERY B TFHEEARTLRE
BR.FERBS - THARETREYERERNE
PPIREELREEEERMBEREP, ELEYE
i . B FRURESIHBE-IRENERAL
PEE N FRR RS, AE & USRAREEAC
BHRRCSEN—MEEN T LR B EE,

5 BEHBEOMRNSR

B, EHIKNEYERAREPBRT Gifs &
AU EEIARXLGs KEEFRIT LB MHEH
. NDP-BEE AP Cin, T MES 5 5 N-%
(AGV /GtiB,DVV/Gt{ AT, 534~ B 24 #2544 (AR ey
FIREZT—RB.BREAMLESBNEHNERE
WA BT, H i, DNA shuffling B(H1 3% B < 1l
BEAE AT LI B E R IR Gifs, BB KX S o fn
MENEDREFE. RARGHETRLEYNEHNE
BV, AR EE T ROIEREEER.

BZ . EEVERPARBEEAMEN S HHET
ERE=NER,

(DRI EERBEE BIEHAEYIRE
FHOAEREY LB EEREBOEEE, I8
AT EBBRANA. MEESERENFS]
WE,Gtfs W B LB FHM RAAFREGMIT
FoA) N-2% C-3R i) Gifs R THBEERLEKR,
BAEREMERAREN R, TN EN ZAEHRT
FHRELEEMADI,

OBRIBENKEYE XLELEVEREHR
M E 3 F G E KB % (aminocoumarin scaffolds) ., JE
B (NRP) DU RS B LM R E, BR, &
B HIT CN,CCREARARTH -
MR,

GOEIHBRAENLEYE BUKEERMS
UDP =% TDP MM AR . RARZEHM M2
EEUE,RFTRERNEE . ZEENEP B
EREXBNCEYNREGEER EBREKK
(NBEEFENT)EFERERTHELE, A TDP-D-
1 TDP-L-% 8 C AT AW TE B h £ E B R &0,

6 RE&

Z45RIEEERATIRESHAEREY S BAER
MR BE, ERANTHRERTEA I EELEY
BN EERBHANMMERR BANH BT
MELERURAGEYERNNAEFRE PR
W, WAEMRARABE L SHEYNERENR
%, Al — B BRTE AR SE R B P AR R AL = W TE W
EEFEHAHRUAD . EUZHARERERTIERHN
WE B R RS RR s m R
FERERA.BAHTARLRBEELERERS
MR B, B R R RN —BBEE.
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