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2 op g9 gdolth, mrhE # AAGH A, 2EERaTs g AEgdRaFs oyguts
(Staphylococcus epidermidis)©]th. 4 2A]okE]o 2EME R 3T 20 =E5E 9dAde] At =T

A d
U2 AAFE A, WA= AR mE o] QU

o2 AAFH A, S o], FEpol(£. coli) #A, Sol. HZHE(Y. pestis) 74, <ol. dH2FE 7}
(Y. enterocolitica) 7%, ¢tol. FEFHIZ2ZZAIA(Y. pseudotuberculosis) 73, oF1#|7FEIBFE oFE]:-w}
o| Al ¥l A | €k~ (Ageregat ibacter act inomycetemcomitans) 74, OFE] tmup A Z 2R FRY o)
(Actinobacillus pleuropneumoniae) 7, B 22U} H2F A X~(Bordetella pertussis) 74, H]. dEhd|=
A2 (B. parapertussis) #, Wl. BE2IVMEIFHB. bronchiseptica) A, M UIERE (Acinetobacter) 7t
o, Y23Zd ol (Burkholderia) 7, AW FE2aZdgjol MwAdA o Burkholderia cenocepacia), 2=
Hx-E2¥Rus BEIG ol Stenotrophomonas maltophilia) 7+Q, A A Shigella) #F, T ZFdBAD
eF(Klebsiella) 73, AW SdBAde} wRUol(Klebsiella pneumoniae)®]Tth.

2 AA Gl A, Selad-EA HEAE ofFRIE B/Es et gobA e oA Fojdn.
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A AGA B A7) 71 el os) dAE edlag-gA HAEAE WA A Fosta, A7 AR

o wheol Fh}.

=99 a4
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= 2a 9 be o o $-2ZHE 9] PNAG = dPNAGO] sk, 9A olMEste wu-aFZAF (9GlcNAc)
| el e gEgel A UEd 2exelt,

= 3a ¥ b 11GlcNAc =+ 11GIcNHol ek, Z3E 9GIcNAc H= 9GlcNHo thaf @A hd o] A3t o
ERIEE EDIEY
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T 4 2uiEle] B7], &, WAl FHF FAL Fofl 257t 208 IdEHH A 9GIcNH,-TT HAE ik
E7] @ 9GlcNAc-TT HEAS Foirs E7jolA #HAe IS o] &3k o, o}9-d9-2 5 MN8 =g o}

o ApEe viehd o,

i

= 5 evkE]e] B2, 5, wAle] HF FAF Foll 457F 289 FEA I A OGINL-TT HAAE FontE
27 E 9GlcNAc-TT HAAE e E7)dA s ddH S o] &3k o2&, o2 $-2 #5 Mg ¥

o] AdS JEMY, ES HnE ), FAFE ExolE (IS AT F7F 2AF F 100 kDae] dPNA
Zp2 o] Fox AHEA| Walo] ha WA A (051)0] 93 HAg vte ol AES e

= 6-82 TT¢} H3te A olMEste T H-ofAE3tE 9mer 28 LFFZAF (9G1cNHy) (9G1eNH,~TT) ol
g3k 7] A (Eg= Dol 93k oA, of¢d$~ #F (= 6 © 8, LAC (NT, USA300); &= 7, SF8300
(NT, USA300))9] AbEe wlmast Tf=ojtt, HE 93], 34T S0l (THe A F7F 24" o
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T 9-162 TT9 H3d oA opAdstd i v]-old a3ty 9-mer L IFFFAMN 3 B7] 94 ("E
= 2"= BXFE) 3 o, ol #FE (& 9, NS (F&d ddHF (CP) 8); & 10, LAC (7+¥ &%
3 (NT), USA300)): %= 11, SF8300 (NT, USA300)); %= 12, FRF(Newman) (CP5): = 13, PS80; %= 14, d#lol&
Z(Reynolds) (CP5); = 15, #olm= (¥ E53); & 16, dolE= ((P8))2 APES gt gfxolr},
g 98], 3dd Shol= (THe A= F7F 345 oF 100 kDa9] dPNAG wAFE o] Folzl A W4l
of oiall WAIgE g3 (051)0l 23 At vheglole] AFE S e,

16a= HF WAt 657 Fol dojx 9GINH-TTl W =71 Aol od 239 PNAG-FA o] =2fo] «

F (o], =eko] J B o], Feko] P) (PNAG-57 o], Zwto] 5 (o). &F&ho] M= obd)el APES yeRd 17
Lot}

[K
o

=17, 18 2 19%, TT¢ A" 9-mer v]-olAE3lE S nZFFFA (9G1eNH,-IT, = 2)o] tiel st
22x10 (% 17), 2 x 100 (% 18) T 2 x 10" (% 19) CFUS] o] . o} S#| S #3 LACRE 7w 7] 244
b Aol upg-zo) Fojy ddHo g WAsE Fo] o, o}y ﬂ%—‘?— T A ool I A A

To Axs vERd g Zolt),
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AN BrFmd s FdAel el W, oA vs 538 #15,567,610% (.29 (Borrebaeck) 5ol
olg), v 53 A565,354% (LAEMZ1(0stberg)oll Al 9), ml=r 538 #15,571,893% (¥ 7 (Baker)
SO Al sol®), & [Kozber, J. Immunol. 133: 3001 (1984)], I[Brodeur, et al., Monoclonal Antibody
Production Techniques and Applications, p. 51-63 (Marcel Dekker, Inc, new York, 1987)] % [Boerner et
al., J. Immunol., 147: 86-95 (1991)]el 7RAlE W = 3ol o) AAHE 5 A,

o|

A Bxega2d FAE A7) A3 T4 Wi 019] of, o]zt A= A IFAE AT # U= EWH
=AY &8 WYste] & AxT £ Aut (JE 59, &3 [Jakobovits et al., PNAS USA, 90: 2551

(1993)1, [Jakobovits et al., Nature, 362: 255-258 (1993)], [Bruggermann et al., Year in Immunol., 7:33
(1993)] 2 w= 53] #5,569,825% (EW|ZZ(Lonberg)ol Al dojg) Fx).

R, QIZE @Al de B uE b 2HoRRE - "z Fste] dE 5 9l
S Adsto] dddel Add wiF =4 stell Aam AHshs AxE A4
drg ol AgARel Aol e} ~aedsta, ol FRYE 4 . FE wWdes
Eeged s AT 5 Y, B Y] T 2 Ao A B EE Ads il

st ke f@e) gAle AP A At

=
| 23U, o2 FAHHA= F=t.
s o

o 2 A9 Fc @Ho] Hojy o]#fdt dHe 3oz HE HU)
wEZA AAEE, ol ¥ Aol nls] @ u-5olxel % AFS vl (F4 [Wahl et al., J. Nucl
Med. 24:316-325 (1983)]). d& Bof, &d-2 A 59 "= 59 xﬂ4 946,7783.9l 7]

A 44 % s
A8 3
@

s}

A el wabA FEE 7 Aok oy g

7 9ol xgEn. dEd b 3 9 Eddls &l

o] 3k HAET} (& o], 12 ¥4 oIEX sty weld el 1o Agst=dl
£ Z2te A S M 49 (W 9l =rRl A S glshr] g k) <

al., Nature 341:644-646 (1989)] Z=x). <#xl A T 2 A4 7P 9L 7|22 A%} Fv & &
Azsh7] gk WS g3z dHA Ao, od& 5o Fol(Moore) 59 W= 53] A4,462,3343%. 90 7] A=
o] ok, A dH AL 2 AASE JAstE gE FE EdE o2 S99 ¥3 [Tijssen, Practice and
Theory of Enzyme Immunoassays (Elsevieer, Amsterdam, 1985)] (Fab w¥#), & [Hochman et al.,
Biochemistry 12: 1130 (1973)1; [Sharon et al., Biochemistry 15: 1591 (1976)]; °l&2]3](Ehrilch) &9

o2
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[0182]
[0183]

a: CFsC00Su, TEd.

3;‘:11—/%1 .

A Ak (2)9]

B/

olo
)

[0184]

J

<l

g2 2ve (50 mL) o=

doba Ay AzvtEady (55

A)
=

o
o

=
2

o ARE

ol ~HZ (2) (359 mg, 9B5%)= F
— 23 —

Z2 o 2ol E|o]E (431 mg, 2.02 mmol)e] &) 3aldd (355

ojmd Ex

tol, 274

°©

N

=

Martina Blomster; Haeggstroem, Jesper; et al.; Chem. Europ. J.; EN; 4; 9; 1998; 1698-1713]) (237 mg,
h=i]

gZ=zz2de (4 nl) 5 2F (1) (& [Hogg, J. Heather; Ollmann, Ian R.; Wetterholm, Anders; Andberg,

1.46 mmol)
ol el olAHO]E 9:1)
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[0186]
[0187]

[0188]
[0189]

[0190]

[0191]
[0192]

[0193]

[0194]
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'H NMR d] ] & (300 MHz, CDCly), § 2.00 (m, 2 H, B-
CHy), 2.33 (5, 3 H, CH3COS), 2.68 (t, 2 H, J 7.4 Hz, y-CHy), 2.81 (5, 4 H, 410|729
2 CHp), 2.96 (1, 2 H, J 7.1 Hz, a-CHy). '*C NMR Hl 9]l (62.9 MHZ, CDCly): 5 24.7 (B-
CHy), 25.6 (%410 ¥ =] CHy), 27.9 (y-CHz), 29.7 (a-CHy), 30.7 (CH3COS), 168.0 (CO-
ON), 169.2 (£41 0|7 = 9] CO), 195.4 (CH3COS).

A 2. 4-HE=ZIY 4-opd eI REYolE (3)9] 4

o a 02N o
A she —— 0oL Hnsae
3

1
g2l 2. AA Aok (3)9] 4. ar CF,C00pNp, EtsN.

g2 det F A (1) (233 mg, 1.44 mmol) (=3 [Hogg, J. Heather; Ollmann, Ian R.; Wetterholm,
Anders; Andberg, Martina Blomster; Haeggstroem, Jesper; et al.; Chem. Europ. J.; EN; 4; 9; 1998; 1698-
1713]) % 4-HE=ZHY EZEZFLZoMAEHOIE (470 mg, 2 mmol)e] &de] Eo|dolyl (400 ub, 2.88
mnol)S H7kstar, &S A2olA 243t b uwkedlty. ERES (2)°ﬂ el 71 vkl 2ol st
L, &7 ol =H= (3) (385 mg, 94%)& Ae7hd Ad ARvEIYY (F574 - " ohAlHC|E 92:8)¢] ¢
3 Tejakitt.

'H NMR 46| €] (300 MHz, CDCl3), § 2.03 (m, 2 H, B-CHy), 2.36 (s, 3 H,
CH;COS), 2.68 (t, 2 H, J 7.2 Hz, y-CHy), 3.01 (t, 2 H, J 7.1 Hz, a-CHy), 7.28, 8.26 (2 d, 4 H,
w5=). °C NMR vl °] ] (62.9 MHZ, CDCls): & 24.7 (B-CHy), 28.0 (y-CHy), 30.7
(CH;COS), 32.7 (a-CHy), 122.5, 125.2, 145.3, 155.3 (&= C), 170.4 (COO), 195.5
(CH:CO0S).

Al 3. Ad Aok (2) Ee ()& AREFE FFtE (6) B (D] 34

Ac
BzO 0
BzO. o
PhthN |BzO
Bz0 o _~NHZ
PhthN 8
4
2E=3
BzO Q
820 H
PhthN 820 :
PhthN | g NE(\/\

lb
H
H"C') Q
H2N Hog&o: H
H HaN :\/\/N\or\/\ s
6 2

AcNH | Ho Q H

o~
AcNH 8 N\/\/\SM

o}

H3-2] 3. Ezk=e] 4. ar 1) H, PA(OH)./C, MeOH/THF 2) (2) X (3), EtsN, CHClys b: Nofly - H:0, EtOH,

A; ¢t DTT, NaHCOs;, Acs0, MGOH/HZO
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[0196]
[0197]

[0198]

[0199]

[0200]

[0201]

[0202]

[0203]

[0204]
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g5 (4) (F& [M.L. Gening, Y.E. Tsvetkov, G.B. Pier, N.E. Nifantiev, <Synthesis of oligo-B (1—6)-
glucosamines corresponding to the fragments of the surface polysaccharide of Staphylococcus aureus>
Carbohydr. Res. 342 (2007), 567-575]) (110 mg, 0.023 mmol)Z MeOH (3 mL), THF (6 mL) % 1 M HCl (0.2
nL)] EFEC §3A1T, PAOL/C (110 m)E A7H5HAth. AR ETRLS F2 BAISl 11 59
aRkEth. FulE osta, &iE FEAHT. FFES CHClL (2 mL) 2 DMF (1 mL)9] &350l &34
7]aL, olojA AZA A<k (2) (12 mg, 0.046 mmol, 1 mLe] CHCl, 5 &) = EtN (100 x0)S #H7lekich. 30
Folow M7, FFA7A, A td Ay A2efEad T (55<0/Me.0, 4:1)el A
|AIA, (5) (98 mg, 98B%)E FA LXEZA FH3AY. HAY EYS, Hoztd g5stE =9 NR
sAERN 7] FAC BAH Az EA FAFA,
'H NMR (500 MHz, CDCl3): 5 1.88 (m, 2 H, B-CHg), 2.21 (t, 2 H, J 7.2

Hz, 7-CHa), 2.31 (s, 3 H, CH;COS), 2.88 (t, 2 H, J 7.1 Hz, a-CHy). '*C NMR d] o] € (125 MHZ,
CDCls): 5 25.7 (B-CHy), 28.5 (a-CHa), 30.6 (CH3COS), 35.1 (y-CHy).

F (5) (95 mg, 0.02 mmol), EtOH (5 mL) = NoH, - H:0 (0.5 mL)e] &E&ES 3HF3lo] 147 Fot

A AcOH F A A IE 3=zetEa#wa] (TSK 2 E23 (Toyopearl) HW
(6) (28 mg, 86%)< F53Isitt. A A=ZnELYY A Fdd= SH-F
A= 22=38F 2= o)

AL 58 5 doevy (FF-EA9d & A=d), &4 Tl Bad Fol A7) SH-FeAs deshs

gemee AgEdn (¢ NR g ofd) shelg).

o

Hosle 99
wWukslal, ololA EEA7)aL, 0.1 M
40S, 2.5 x 40 cm)oﬂ AEAA, 9FFH

m

r_{

'H NMR (500 MHz, D;0): § 1.95 (m, 2 H, B-CHy), 2.32 (1, 2 H, J 7.2 Hz, y-CH,SH), 2.71 (t, 2
H, J 7.1 Hz, a-CH,). '*C NMR dl¢] € (125 MHZ, D,0): § 29.7 (B-CH>), 35.8 (y-CH,SH), 38.5
(a-CHa), 42.1 (y-CH,SS).

Aok 2 HAED: CllyNyg0sSoll thak AR 543,234 [M+3H], =A%) 543.243 [M+3H]”

995 (6) (15 mg)S E/MeOHE E3%HE (2 mL, 1:1 v/v)ol &8iA7]a, HEIQE#HO|E (15 mg) = NalCOs (20

ng) e WISt AHE EFRES 5¥ FQ WAL, ololA oldEN F4E (100 4 A7, 308
e s A4 T, 0 SHADG. AIES 010 £4 A1 A4 A BF 2mekEads (15K

A 29 HW 408, 2.5 x 40 cm)oll 93] BA|stA, ow%@}E AXRE (7) (15 mg, 95%)S F53819T}.

'H NMR (500 MHz, D,0): § 1.75 (m, 2 H, B-CHy), 2.11 (1,
2 H, J 7.2 Hz, y-CHa), 2.43 (s, 3 H, CH;COS), 2.75 (1, 2 H, J 7.1 Hz, a-CHy). °C NMR d|°]&l
(125 MHZ, D;0): 8 25.7 (B-CHy), 28.5 (0-CHz), 30.6 (CH;COS), 35.1 (y-CHa).

Aok~ ANE A ColaNg0eSol ta AR 1024418 [M+2H]”, 232 1024.427 [M+2H]"

Aol 4. A7 Aof (3)S ARESE Boshy dte (5)] A

25 (4) (60 mg, 0.013 mmol)=
PA(OH),/C (60 mg)E 718kt

o¥sla, gujs FdAHY. AFES CHCl, (2 mL) 2 DWF (1 mL)e] E8HEd] &ar]7]aL, oloja AZ A
¢k (3) (20 mg, 0.07 mmol, 1 mLe] CHCl, & €9) 2 EtN (50 p)S H7FSISY. 2043 &, &3S &5
doz A7, FFA7]a, Ag7Hd AY A2vlEdy (FF90/Me 0, 4:1) AEAIA, (5) (37 mg,

68% )5 FA WUILETA S5}

MeOH (1.5 mL), THF (3 mL) 2 1 M HCl (0.1 mL)9] E3HEd L3A7]L,
A ER/ES F2 ZH7I8 1A St ambeigit. SiE
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[0211]

[0212]
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Ao 5. g ste] 7 H3he 913 egteo] Al ik, A AoF (8)°] A 8Ibed AT

JK/SAc

BzO’
BzO.
PhthN BzO
PhthN 4

Ac

BzO ©
BzO o
PhthN |BzO
BzO.
PhtAN | N\(\s‘“’
10
,V
H
Hg Q
o
HzN Ho
H
HN g Nj("N NH;
11

W32 4. =] 4. ar 1) Hy, PA(OH),/C, MeOH/THF 2) (8), Et:N, CHCly; b: NoHy - H:0, EtOH, A.

5%%F (9) (150 mg, 0.026 mmol) (&3 [M.L. Gening, Y.E. Tsvetkov, G.B. Pier, N.E. Nifantiev, <
Synthesis of oligo-B (1—6)-glucosamines corresponding to the fragments of the surface polysaccharide
of Staphylococcus aureus>> Carbohydr. Res. 342 (2007), 567-575]1)Z MeOH (1.5 mL), THF (3 mL) 2 1 M
HCl (0.1 mL)] &3H&Eo &3fAl7]aL, PA(OH),/C (150 mg)E #7Istglth. A" £FEES T4 9718k 1
AlZE F wdkekgith, HujE o Fdeta, &ujE FLAIZTH. JARFES CHClL (2 nl) 2 DMF (1 mL)e] &3
ol &aAI71aL, olojA A Aok (8) (30 mg, 0.1 mmol, 0.1 mL®] CH,Cl, 5 &) 2 EtN (50 u)& H7}
silth. 1A ¥, ERES EFQLoR IMATa, wFA7]a, A7 ddE aEvtESORY (R4
/MesCO, 4:1)oll 2-&A1A, (10) (132 mg, 89%)S T LI EEAN £5319T).
"H NMR = o] ¥] (500 MHz, CDCls): § 2.38 (s, 3H,

CH;COS), 3.53 (s, 2H, CHaS); 3C NMR gl o] €] (125 MHZ, CDCl3): 8 30.2 (CH3COS), 32.9
(CH:S).
B353tE 595 (10) (100 mg, 0.017 mmol), EtOH (5 mL) 2 NoH, - H,0 (0.5 mL)2] EEES 3F3lol 1A &

lar, ololA FEFA7]a, 0.1 M 4 AcOH FToA A HE AZ2vtEadd (TSK 2 23 HY 40S, 2.5
cm) o] @%*174, FHF (1) (32 mg, 93%)<S 53t

'H NMR &l o] € (500 MHz, D;0): 8 7.17 (s,
1 H, CH=N); *C NMR tl o] €] (125 MHZ, D;0): § 134.6 (C=N-NH,), 167.4 (C(0)-CH=N).

Aok~ E B CulloNOwol E AAEX] 951.438 [MHH]', =742 951.448 [M+H] .

e
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[0214]

[0215]

[0216]

[0217]

[0218]
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Aol 6. ek ae] b et 93 k=0 Azl dfgh, A Ao (12)9] AT AT

N
BzO C\ A
BzO o)\/\s ¢
PhthN BZO
PhthN 4
9 \
BzO °
BzO
PhthN |BzO'
BzO SAc
PhthN | 4 Nﬁ(\’
13

"/
‘ vkl A4

g 29E

g3 5. 3= 4. ar 1) Hy, PA(OH),/C, MeOH/THF 2) (12), EtsN, CHCly; b: NoHy - HO, EtOH, A

5%% (9) (100 mg, 0.017 mmol) (&3 [M.L. Gening, Y.E. Tsvetkov, G.B. Pier, N.E. Nifantiev, <
Synthesis of oligo-B (1—6)-glucosamines corresponding to the fragments of the surface polysaccharide
of Staphylococcus aureus>> Carbohydr. Res. 342 (2007), 567-575])Z MeOH (1.5 mL), THF (3 mL) 2 1 M
HCl (0.1 mL)] &3&Eo &3fAl7]aL, PA(OH),/C (150 mg)E F7Fstglth. A" £FES T4 9718k 1
AZE ot wkslgltt. HuE oFsta, &uE TEAFHY. ARES (Ll (2 ml) 2 DMF (1 ml)e] &%
o] &afA7IaL, olojA A7 AleF (12) (15 mg, 0.061 mmol, 0.1 mL®] CHCl, T &%) R EtN (50 )& A
Ak, 1 E, EES BFA0E SR, A7 HA 49 assead (g
/MesCO, 4:1)oll A-8A1A, (13) (87 mg, 85% )<= T WEFEAN £S5t

'"HNMR dlo]§ (500 MHz, CDCl3): §2.33 (s, 3H,
CH;COS), 2.52 (m, 2H, COCHy), 3.15 (t, 2H, J 7.6, CH,S); '’C NMR d|°]€] (125 MHZ,
CDCl): & 25.2 (CH3COS), 29.2 (COCH>), 35.9 (CH.S).

H353E 5935 (13) (80 mg, 0.015 mmol), EtOH (5 mL) % NJH, - HO (0.5 mL)9e] EES 3tFslol 127 &
oF nRklaL, o]ojA FHFAIZIAL, 0.1 M 4 AcOH FellA A HEF a=2vlEadd (TSK 2 EQF HY 40S, 2.5
x 40 cm)oll H&A1A, mEl AHES HF =FES F5IAUY
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[0220]
[0221]
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[0224]
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Aol 7. 3E Faol=et e (6)9] /Al - "TT-9NH," o] A%

o o
wad o Br
s NH;)n T N/OJK/\H*,

SBAP

] -
H
N, gFEE
{S/\/\n/ NN E]TZ}E
pH7.2 (o] =
I 1 6
TCEP

Br H o Ty
S o S

W|Y-TT

N

pH 8.0

Ti}‘é‘
oy TEE)

FFE E20E9 E 69 A ("TT-9NH,")

=
olo
1
(o))
Ach
N,

= ()3l i

HAE ELo)E (120 W 3 4 mg, 9NE 400 po] pH 7.2 &= (0.1 M YEH *
NaCl, 10 mM EDTA)S.Z 34 A]7]31, DMSO (80 uf) & SBAP (2.6 mg)e] &9 H7lsta, &

J 2A17F B¢t olFulol ettt WhEslA] &S SBAPE pH 8.0 #Wd &= (0.1 M YEF £~
Q

[e]

= FE
oft

[}

% > o

— =

¢ T
¢

“EOJ%

i)

to O mdg K,

o Mol
TR

= =
> ol
N

NaCl, 10 mM EDTA) M PD-10 A& ARSste] AAs L, Adw Wg @] 3.5 mL
AR

i
o Mz
=

12
HU (@2
off
Ao

00 ul

N}

Osg= kel 4% TCEP ded= 3 A (5 F 50% <8 200 p)S dAeesha, 3]
AAsAL, HEI= (6) (100 w0 pH 8.0 €& (0.1 M YEF 2 o]E, 0.15 M NaCl, 10 mM EDTA)

mg) & #H7Fskad 28 #(rack) AollA 45 % st A —% oA Aol dd -, SH-F=A o &S
°ﬂ o] A= 5-E Ealém 17¥ TCEPE 53 pll 8.0 &F 9 (100 ) o2 33 M3k r).

A

o ol ME rfl
ME o fo
AR

2 &

)

3. A%, wA 2004 F53 g=e g9 (pH 8.0 9= F 400 w)S SA WY wHA (pH 8.0 9=
400 po, A 1.3 Fabar, Ao g wRksisich. A7) Al ¥, =3 ZZ(Superose) 6 -3 -5F
Foll A Al o Tl 25, %jf?j AZ AZYHA Fe JRozHE Eetgct. TIT-0NH, A&A S FHisls

Yata, BHA7)5, 20Tl JE nasi.

N1
P
: o{x

o

ML
T
2 o
-

iz
ol

rg, lo
M o
T Lo

ErozAe 33E (6)3 A, 2ulx(Smith) @ AALE(Gilkerson)oll 23 7]A1%
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