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Supplemental Table S1.  List of Aldehydes Used in the Synthesis of Uridine-Based Library from 

Aldrich and ChemDiv [1] 

Aldehyde 
number

Aldrich 
number Name/Structure Aldehyde 

number
Aldrich 
number Name/Structure Aldehyde 

number
Aldrich 
number Name/Structure

1A 10604-6 2-CHLORO-6-NITROBENZALDEHYDE, 97% 11A 12809-0 3-ETHOXY-4-HYDROXYBENZALDEHYDE, 
99% 21A 13871-1 2,4,6-TRIMETHOXYBENZALDEHYDE, 98%

2A 10846-4 CYCLOHEXANECARBOXALDEHYDE, 98% 12A 12837-6 4-FLUOROBENZALDEHYDE, 98% 22A 13903-3 2-CHLORO-5-NITROBENZALDEHYDE, 97%

3A 11009-4 2-ETHYLBUTYRALDEHYDE, 92+% 13A 12944-5 INDOLE-3-CARBOXALDEHYDE, 97% 23A 14039-2 3,5-DIMETHYL-4-
HYDROXYBENZALDEHYDE, 95%

4A 11221-6 4-CHLOROBENZALDEHYDE, 97% 14A 12948-8 5-IODOVANILLIN, 97% 24A 14041-4 3,5-DI-TERT-BUTYL-2-
HYDROXYBENZALDEHYDE,  99%

5A 11755-2 ORTHO-TOLUALDEHYDE, 97% 15A 12965-8 META-ANISALDEHYDE, 97% 25A 14124-0 2-CHLORO-6-FLUOROBENZALDEHYDE, 
95%

6A 12213-0 3,5-DIBROMOSALICYLALDEHYDE, 98% 16A 13060-5 5-BROMOVANILLIN, 97% 26A 14368-5 3-HYDROXY-4-METHOXYBENZALDEHYDE, 
99%

7A 12325-0 4-ANTIPYRINECARBOXALDEHYDE, 97% 17A 13061-3 5-BROMOVERATRALDEHYDE, 98% 27A 14408-8 4-HYDROXYBENZALDEHYDE, 98%

8A 12371-4 4-BENZYLOXYBENZALDEHYDE, 97% 18A 13215-2 2,4,5-TRIMETHOXYBENZALDEHYDE, 98% 28A 14432-0 4-HYDROXY-3-NITROBENZALDEHYDE, 97%

9A 12491-5 4-CARBOXYBENZALDEHYDE 19A 13517-8 4-ISOPROPYLBENZALDEHYDE, 98% 29A 14542-4 5-ACETOXYMETHYL-2-FURALDEHYDE, 99%

10A 12497-4 2-CHLOROBENZALDEHYDE, 99% 20A 13728-6 5-BROMOSALICYLALDEHYDE, 98% 30A 14625-0 3-CYANOBENZALDEHYDE, 98%
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Aldehyde 
number

Aldrich 
number Name/Structure Aldehyde 

number
Aldrich 
number Name/Structure Aldehyde 

number
Aldrich 
number Name/Structure

31 14645-5 ISOVALERALDEHYDE, 97% 41A 15372-9 2-ETHOXYBENZALDEHYDE, 97+% 51A 17360-6 4-ETHOXYBENZALDEHYDE, 99%

32 14686-2 2-HYDROXY-5-METHOXYBENZALDEHYDE, 
98% 42A 15429-6 5-BROMO-ORTHO-ANISALDEHYDE, 99% 52A 18699-6 5-ETHYL-2-FURALDEHYDE, 98%

33 15014-2 2-FLUORENECARBOXALDEHYDE, 99% 43A 15557-8 6-BROMOVERATRALDEHYDE, 98% 53A 19530-8 3-(4-CHLOROPHENOXY)BENZALDEHYDE, 
97%

34 15104-1 2,4-DIMETHYLBENZALDEHYDE, TECH., 90% 44A 15558-6 3-FLUORO-PARA-ANISALDEHYDE, 99% 54A 19539-1 3-(3-(TRIFLUOROMETHYL)PHENOXY)- 
BENZALDEHYDE, 97%

35 15106-8 2,5-DIMETHYLBENZALDEHYDE, 99% 45A 16069-5 2-HYDROXY-4-METHOXYBENZALDEHYDE, 
98% 55A 19592-8 3-(4-TERT-

BUTYLPHENOXY)BENZALDEHYDE, 98%

36 15148-3 9-ETHYL-3-
CARBAZOLECARBOXALDEHYDE, 98% 46A 16098-9 3-ETHOXYSALICYLALDEHYDE, 97% 56A 19687-8 ALPHA,ALPHA,ALPHA-TRIFLUORO-M-

TOLUALDEHYDE, 97%

37 15209-9 2,3,4-TRIMETHOXYBENZALDEHYDE, 99% 47A 16116-0 ALPHA-BROMOCINNAMALDEHYDE, 98% 57A 20770-5 METHACROLEIN, TECH., 85%

cis vs trans?

38 15211-0 10-CHLORO-9-ANTHRALDEHYDE, 97% 48A 16141-1 ALPHA-CHLOROCINNAMALDEHYDE, 97% 58A 22494-4 ALPHA,ALPHA,ALPHA-TRIFLUORO-P- 
TOLUALDEHYDE, 98%

cis vs trans?

39 15215-3 2-FORMYLPHENOXYACETIC ACID, 97% 49A 16361-9 4-BENZYLOXY-3-METHOXYBENZALDEHYDE, 
98% 59A 23090-1 4-FORMYL-1,3-BENZENEDISULFONIC ACID,  

DISODIUM SALT HYDRATE, 97%

40 15262-5 5-BROMO-2-
THIOPHENECARBOXALDEHYDE, 95% 50A 16395-3 3-BENZYLOXY-4-METHOXYBENZALDEHYDE, 

98% 60A 23254-8 3-ETHOXYMETHACROLEIN, 96%

cis vs trans?
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Aldehyde 
number

Aldrich 
number Name/Structure Aldehyde 

number
Aldrich 
number Name/Structure Aldehyde 

number
Aldrich 
number Name/Structure

61A 23363-3 4-ETHYLBENZALDEHYDE, 98% 71A 26467-9 2,6,6-TRIMETHYL-1-CYCLOHEXENE-1- 
ACETALDEHYDE, TECH., 80% 81A 29128-5 ALPHA-HEXYLCINNAMALDEHYDE, TECH., 

85%

cis vs trans?

62A 23808-2 4-BUTOXYBENZALDEHYDE, 99% 72A 27221-3 CYCLOPROPANECARBOXALDEHYDE, 98% 82A 29231-1 2,3,6-TRICHLOROBENZALDEHYDE, 97%

63A 23996-8 TRANS-CINNAMALDEHYDE, 99+% 73A 27680-4 3,5-DINITROSALICYLALDEHYDE, 97% 83A 29251-6 5-BROMO-2,4-DIMETHOXYBENZALDEHYDE, 
99%

64A 24260-8 4-ACETOXYBENZALDEHYDE, 98% 74A 27868-8 9-ANTHRALDEHYDE, 97% 84A 30355-0 3,5,5-TRIMETHYLHEXANAL, 95%

65A 25069-4 ALPHA,ALPHA,ALPHA-TRIFLUORO-O- 
TOLUALDEHYDE, 98% 75A 27886-6 3-FURALDEHYDE, 99% 85A 31991-0 2-FURALDEHYDE, 99%, A.C.S. REAGENT

66A 25275-1 3-ETHOXY-4-METHOXYBENZALDEHYDE, 
99% 76A 28345-2 4-BROMO-2-

THIOPHENECARBOXALDEHYDE, 90% 86A 33851-6 4-(DIBUTYLAMINO)BENZALDEHYDE

67A 25614-5 2-ETHYLACROLEIN, TECH., 85% 77A 28899-3 ALPHA-AMYLCINNAMALDEHYDE, 97%, 
MIXTURE OF CIS AND TRANS 87A 32620-8 2-(DIPHENYLPHOSPHINO)BENZALDEHYDE, 

97%

mix of cis and trans

68A 26084-3 2,3,4-TRIHYDROXYBENZALDEHYDE, 98% 78A 28901-9 2-METHOXYCINNAMALDEHYDE, 96%,           
PREDOMINANTLY TRANS 88A 33954-7 3-BROMO-4-FLUOROBENZALDEHYDE, 98%

mostly trans

69A 26266-8 CROTONALDEHYDE, 99+%, 
PREDOMINANTLY TRANS 79A 29013-0

3,5-
BIS(TRIFLUOROMETHYL)BENZALDEHYDE, 
97%

89A 34252-1 3-FLUORO-2-METHYLBENZALDEHYDE, 98%

70A 26459-8 1,4-BENZODIOXAN-6-CARBOXALDEHYDE, 
98% 80A 29097-1 2,2-DIMETHYL-4-PENTENAL, TECH., 90% 90A 34364-1 (R)-(+)-CITRONELLAL, TECH., 90%
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Aldehyde 
number

Aldrich 
number Name/Structure Aldehyde 

number
Aldrich 
number Name/Structure Aldehyde 

number
Aldrich 
number Name/Structure

91A 34648-9 3-(TRIFLUOROMETHOXY)BENZALDEHYDE, 
95% 101A 39011-9 2-CHLORO-3-

QUINOLINECARBOXALDEHYDE, 98% 111A 40219-2 3-FORMYL-6-NITROCHROMONE, 99%

92A 34649-7 2-FLUORO-3-
(TRIFLUOROMETHYL)BENZALDEHYDE, 95% 102A 39319-3 HYDROCINNAMALDEHYDE, TECH., 90% 112A 40235-4 2-AMINO-6-CHLORO-3-

FORMYLCHROMONE, 97%

93A 34807-4 2-CHLORO-4-FLUOROBENZALDEHYDE, 97% 103A 39385-1 2-HYDROXY-5-METHYL-1,3-
BENZENEDICARBOX-   ALDEHYDE, 97% 113A 40278-8 ACETALDEHYDE, 99.5+%, A.C.S. REAGENT

94A 34908-9 2-CYANOBENZALDEHYDE, 98% 104A 39964-7 3,3'-(4-FORMYLPHENYLIMINO) 
DIPROPIONITRILE, 99% 114A 41047-0 5-BROMO-2-HYDROXY-3-

METHOXYBENZALDEHYDE,  97%

95A 35990-4 3,3-DIMETHYLBUTYRALDEHYDE, 95% 105A 40202-8 2-AMINO-3-FORMYLCHROMONE, 97% 115A 41201-5 3-BROMO-P-ANISALDEHYDE, 99%

96A 37375-3 (S)-(-)-CITRONELLAL, 96% 106A 40209-5 2-AMINO-3-FORMYL-6,7-
DIMETHYLCHROMONE 116A 41709-2 2,5-DIMETHYL-1-(3-(TRIFLUOROMETHYL)- 

PHENYL)PYRROLE-3-CARBOXALDEHYDE

97A 37682-5 2-CHLORO-5-
(TRIFLUOROMETHYL)BENZALDEHYDE, 98% 107A 40210-9 2-AMINO-6-BROMO-3-FORMYLCHROMONE, 

98% 117A 41811-0 ISOBUTYRALDEHYDE, REDISTILLED, 
99.5+%

98A 38218-3 BENZYLOXYACETALDEHYDE, 97% 108A 40213-3 6-ETHYL-3-FORMYLCHROMONE, 98% 118A 42847-7 5-(2-CHLOROPHENYL)FURFURAL, 95%

99A 38403-8 4-TERT-BUTYLBENZALDEHYDE, 97% 109A 40216-8 6-BROMO-3-FORMYLCHROMONE, 99% 119A 42849-3 5-(4-CHLOROPHENYL)FURFURAL, 95%

100A 38774-6 4-ACETOXY-3,5-
DIMETHOXYBENZALDEHYDE, 98% 110A 40218-4 6-CHLORO-3-FORMYL-7-

METHYLCHROMONE, 98% 120A 43398-5 5-BROMO-2-FURALDEHYDE, 97%
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Aldehyde 
number

Aldrich 
number Name/Structure Aldehyde 

number
Aldrich 
number Name/Structure Aldehyde 

number
Aldrich 
number Name/Structure

121A A180-0 4-ACETAMIDOBENZALDEHYDE, TECH. 131A D20425-0 DIPHENYLACETALDEHYDE, 97% 141A M680-8 MESITALDEHYDE, 98%

122A A8810-7 P-ANISALDEHYDE, 98% 132A D3600-3 3,4-DIBENZYLOXYBENZALDEHYDE, 98% 142A T1220-3 1,2,3,6-TETRAHYDROBENZALDEHYDE, 99%

123A B3468-0 4-BIPHENYLCARBOXALDEHYDE, 99% 133A E2910-9 2-ETHYLHEXANAL, 96% 143A T3240-9 2-THIOPHENECARBOXALDEHYDE, 98%

124A B5700-1 2-BROMOBENZALDEHYDE, 98% 134A F2060-2 TRANS-3-(2-FURYL)ACROLEIN, 97% 144A T3550-5 M-TOLUALDEHYDE, 97%

125A B5720-6 3-BROMOBENZALDEHYDE, 97% A135 F480-7 2-FLUOROBENZALDEHYDE, 97% 145A T3560-2 P-TOLUALDEHYDE, 97%

126A B5740-0 4-BROMOBENZALDEHYDE, 99% 136A F500-5 3-FLUOROBENZALDEHYDE, 97% 146A T4800-3 TRIBROMOACETALDEHYDE, 97%

127A C2340-3 3-CHLOROBENZALDEHYDE, 97% 137A G480-2 DL-GLYCERALDEHYDE, 95% 147A T7150-1 TRIMETHYLACETALDEHYDE, 97%

128A C5870-3 4-CHLORO-3-NITROBENZALDEHYDE, 98% 138A H1980-8 3-HYDROXYBENZALDEHYDE, 97% 148A 33,851-6 4-(DIBUTYLAMINO)-BENZALDEHYDE, 98%

129A C5880-0 5-CHLORO-2-NITROBENZALDEHYDE, 
TECH. 139A H4080-7 5-(HYDROXYMETHYL)FURFURAL, 99%

130A C8960-9 4-CYANOBENZALDEHYDE, 95% 140A H4810-7 5-HYDROXY-2-NITROBENZALDEHYDE, 98%
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Aldehyde 
Number

ChemDiv ID 
Number Structure Aldehyde 

Number
ChemDiv ID 

Number Structure Aldehyde 
Number

ChemDiv ID 
Number Structure

1 000L-0595 11 0133-0078 21 0310-0468

2 0053-0040 12 0156-0048 22 0312-0012

3 0073-0005 13 0167-0097 23 0350-0061

4 0073-0068 14 0199-0121 24 0415-0003

5 0077-0017 15 0199-0141 25 0422-0033

6 0080-0044 16 0238-0022 26 0423-0159

7 0083-0037 17 0238-0026 27 0496-0020

8 0083-0038 18 0257-0041 28 0496-0023

9 0087-0033 19 0257-0048 29 0529-0026

10 0133-0059 20 0273-0001 30 0606-3992
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Aldehyde 
Number

ChemDiv ID 
Number Structure Aldehyde 

Number
ChemDiv ID 

Number Structure Aldehyde 
Number

ChemDiv ID 
Number Structure

31 0627-0393 41 0662-1503 51 0780-1017

32 0646-0012 42 0682-0039 52 0780-1101

33 0646-0013 43 0682-0041 53 0781-2375

34 0646-0014 44 0682-0043 54 0781-2381

35 0646-0015 45 0682-0046 55 0781-2388

36 0647-0093 46 0683-0056 56 0781-2393

37 0647-0094 47 0729-0011 57 0781-2394

38 0647-0095 48 0739-0160 58 0781-2500

39 0662-1496 49 0780-0970 59 0781-2507

40 0662-1497 50 0780-1016 60 0781-2583

O
N

O

H

N
N

O

H

N
N

OCH3

H

N
N

OCl

H

N
N

OO

CH3

H

N O

O

OCH3

H

N O

O

CH 3

H

N
+

O

O
O

O
O

H

O

O
O

OH
H

O

O

O

OH

H

N+

N
+

O

O

O

O

O

O

O
H

N
+ OO

O

O

O

H

N
+ OO

O

O

O

H

N
+O O

O

O

O

H

O

O

O

O

O

H

NN

N

N

O
H

N
N

O H

O

O

O

Cl

O O

F

H

O

O
O

O

CH3

CH3

H

O

O
O

Cl

C l

H

O

O

O
O

F

CH3

H

O

O

O

Br
H

O
O

O

O

H

O

O

O
C l

H

O

O

O

O

Cl

CH3

H

O

O

O

Cl

OCH3

H

Cl

Br

O

OHCH3

CH3 H

N
+

N
+

O

O

O

O

O

O

O

H

N
N Cl

O
OO

CH3

H

 
 
 

 8



Aldehyde 
Number

ChemDiv ID 
Number Structure Aldehyde 

Number
ChemDiv ID 

Number Structure Aldehyde 
Number

ChemDiv ID 
Number Structure

61 0808-0005 71 0974-0017 81 1061-0001

62 0808-0136 72 0DOU-0174 82 1061-0089

63 0814-0043 73 0DOU-0177 83 1071-0002

64 0814-0052 74 1013-0004 84 1114-0157

65 0854-0011 75 1013-0043 85 1114-0166

66 0863-0171 76 1013-0049 86 1114-0167

67 0865-0082 77 1015-0077 87 1114-0168

68 0865-0106 78 1015-0135 88 1114-0170

69 0865-0107 79 1016-0067 89 1114-0172

70 0865-0113 80 1058-0150 90 1114-0173
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Aldehyde 
Number

ChemDiv ID 
Number Structure Aldehyde 

Number
ChemDiv ID 

Number Structure Aldehyde 
Number

ChemDiv ID 
Number Structure

91 1114-0182 101 1457-0032 111 1486-0321

92 1126-0018 102 1457-0033 112 1486-0322

93 1161-0071 103 1486-0311 113 1486-0323

94 1161-0080 104 1486-0312 114 1486-0324

95 1184-1583 105 1486-0313 115 1486-0325

96 1184-2058 106 1486-0314 116 1486-0326

97 1190-0120 107 1486-0317 117 1486-0327

98 1231-0049 108 1486-0318 118 1486-0328

99 1312-0012 109 1486-0319 119 1486-0329

100 1420-0853 110 1486-0320 120 1486-0330
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Aldehyde 
Number

ChemDiv ID 
Number Structure Aldehyde 

Number
ChemDiv ID 

Number Structure Aldehyde 
Number

ChemDiv ID 
Number Structure

121 1486-0331 131 1486-0349 141 1611-4076

122 1486-0332 132 1486-0350 142 1630-0942

123 1486-0333 133 1486-0353 143 1634-0012

124 1486-0336 134 1486-0354 144 1657-0133

125 1486-0337 135 1496-1109 145 1657-0134

126 1486-0340 136 1499-0504 146 1666-0016

127 1486-0341 137 1499-0531 147 1674-0002

128 1486-0342 138 1501-1239 148 1674-0003

129 1486-0344 139 1503-0886 149 1674-0005

130 1486-0347 141 1607-0207 150 1674-0020
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Aldehyde 
Number

ChemDiv ID 
Number Structure Aldehyde 

Number
ChemDiv ID 

Number Structure Aldehyde 
Number

ChemDiv ID 
Number Structure

151 1674-0036 161 1995-0009 171 2244-0020

152 1726-0052 162 1995-0010 172 2326-3285

153 1726-0063 163 1995-0013 173 2326-3291

154 1889-2665 164 2038-0212 174 2332-0094

155 1981-1375 165 2053-0115 175 2332-1081

156 1981-1376 166 2153-0003 176 2332-1321

157 1981-1377 167 2187-2497 177 2332-2075

158 1981-1378 168 2187-2498 178 2458-0006

159 1981-1380 169 2188-3254 179 2516-0508

160 1995-0008 170 2237-1556 180 3229-0254
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Aldehyde 
Number

ChemDiv ID 
Number Structure Aldehyde 

Number
ChemDiv ID 

Number Structure Aldehyde 
Number

ChemDiv ID 
Number Structure

181 3229-0301 191 3229-1682 201 3277-0122

182 3229-0399 192 3229-2002 202 3277-0207

183 3229-1276 193 3229-2257 203 3278-0116

184 3229-1315 194 3229-2258 204 3388-0416

185 3229-1558 195 3229-2259 205 3388-0417

186 3229-1593 196 3229-2260 206 3388-0425

187 3229-1675 197 3229-2261 207 3406-0270

188 3229-1677 198 3229-2611 208 3406-0564

189 3229-1678 199 3229-2612 209 3406-0567

190 3229-1680 200 3229-2631 210 3406-0576
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Aldehyde 
Number

ChemDiv ID 
Number Structure Aldehyde 

Number
ChemDiv ID 

Number Structure Aldehyde 
Number

ChemDiv ID 
Number Structure

211 3406-0577 221 8004-0334 231 8005-4489

212 3406-0582 222 8004-2711 232 8005-5157

213 3406-0882 223 8004-4101 233 8005-6307

214 3406-0883 224 8004-5136 234 8005-6951

215 8001-9788 225 8004-5153 235 8005-8812

216 8002-0451 226 8004-5169 236 8005-9965

217 8002-3980 227 8005-0560 237 8006-2554

218 8002-5862 228 8005-1130 238 8006-5337

219 8003-0812 229 8005-3385 239 8006-7574

220 8003-7619 230 8005-3386 240 8007-8274
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Aldehyde 
Number

ChemDiv ID 
Number Structure Aldehyde 

Number
ChemDiv ID 

Number Structure Aldehyde 
Number

ChemDiv ID 
Number Structure

241 8008-2723 251 8009-1132 261 8009-3455

242 8008-3587 252 8009-1318 262 8009-3601

243 8008-3689 253 8009-1380 263 8009-3629

244 8008-4442 254 8009-1559 264 8009-3712

245 8008-5687 255 8009-1564 265 8009-6269

246 8008-7591 256 8009-1565 266 8009-6271

247 8009-0214 257 8009-1569 267 8009-8456

248 8009-0218 258 8009-1572 268 8009-9615

249 8009-0225 259 8009-1573 269 8010-0015

250 8009-1130 260 8009-3371 270 8010-1774
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Aldehyde 
Number

ChemDiv ID 
Number Structure Aldehyde 

Number
ChemDiv ID 

Number Structure Aldehyde 
Number

ChemDiv ID 
Number Structure

271 8010-1931 281 8010-4045 291 R059-0017

272 8010-2013 282 8010-4058 292 R082-0001

273 8010-2172 283 8010-4073 293 R082-0002

274 8010-2210 284 8010-4504 294 R082-0004

275 8010-2411 285 8010-4549 295 R082-0007

276 8010-2425 286 8010-4550 296 R082-0008

277 8010-3883 287 8010-4551 297 R082-0010

278 8010-3925 288 8010-4935 298 R082-0011

279 8010-3926 289 R003-0004 299 R082-0013

280 8010-4033 290 R013-0012
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Supplemental Scheme S1. Compounds 1-68Aand 2-68A were identified from secondary screen and 

resynthesized.  For each compound, the aldehyde was reacted with the corresponding uridine-linker in 

DMSO with 1% AcOH, which afforded compounds 1-68A and 2-68A in 65-67% yield as primarily the E-

isomer (determined by 1H NMR analysis).  A complete list of aldehydes used in the synthesis of the 

uridine-based library is provided in Table S1. 
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Supplemental Figure S1. Validation of ELLA by determination of kinetic parameters for mppGalNAcT-

1.  (A) The KM value for UDP-GalNAc was measured by varying the concentration of UDP-GalNAc from 

10 to 500 µM, while maintaining the concentration of EA2-K-Biotin at 250 µM. (B) The KM value for 

EA2-K-Biotin was determined by varying the concentration of EA2-K-Biotin from 10 to 500 µM, while 

maintaining UDP-GalNAc concentration constant at 250 µM.  (C) The KI value for UDP was determined 

by Lineweaver-Burk analysis.  Varying concentrations of UDP are represented by ♦ = 0 mM, • = 0.10 

mM, � = 0.40 mM,  = 1.50 mM.  The concentration of UDP-GalNAc was varied from 10 to 500 µM 

with concentration of EA2-K-Biotin at 50 µM.  Each point on the graph represents the average of 

duplicates. 
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Supplemental Figure S2.  Preliminary screen of uridine-based library at 40 µM against mppGalNAcT-1. 
UDP-GalNAc and EA2 peptide 4 concentrations were at their respective KM values.  Each bar on the 
graph represents the average of duplicates; error bars represent the high and low values.  Dotted lines 
represent 70% inhibition. 
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upplemental Figure S3.  KI measurements for (A) 1-68A and (B) 2-68A with respect to EA2-K-Biotin, 

µ

 

S

against mppGalNAcT-1.  Inhibitor concentrations were varied from 3 to 24 M, while UDP-GalNAc 

concentration was held at 20 µM with varying EA2-K-Biotin concentration from 25 to 220 µM.   Varying 

concentrations of inhibitor are represented by ♦ = 0 µM, � = 6 µM,  = 12 µM and   =  24 µM.  Each 

data point represents the average of duplicates.  IC50 measurements for uridine linkers (C) 1 and (D) 2.  

Each data point represents the average of duplicates. 
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Supplemental Figure S4.  IC50 value measurements for 1-68A against (A-H) ppGalNAcT-1 to -5, 7, 10 

and 11, respectively.  Inhibitor concentrations were varied from 6.25 to 400 µM or 7.81 to 500 µM. The 

UDP-GalNAc and EA2-K-Biotin concentrations were adjusted to their respective KM values for each 

isoform, as reported by Ten Hagen et al [2].  For ppGalNAcT-7 and -10 the concentration of UDP-

GalNAc was at 20 µM and 10 µM, respectively, the concentration of MUC5AC** glycopeptide substrate 

was at 50 µM for both.  Time course experiments were performed for each to determine the initial rates of 

reaction prior to IC50 value measurements.  Cpm = counts per minute.  IC50 values were determined by 

curve fitting with KaleidaGraph 3.6. 
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Supplemental Figure S5.  IC50 value measurements for 2-68A against (A-H) ppGalNAcT-1 to -5, 7, 10 

and 11, respectively.  Inhibitor concentrations were varied from 6.25 to 400 µM or 7.81 to 500 µM. The 

UDP-GalNAc and EA2-K-Biotin concentrations were adjusted to their respective KM values for each 

isoform, as reported by Ten Hagen et al [2].  For ppGalNAcT-7 and -10 the concentration of UDP-

GalNAc was at 20 µM and 10 µM, respectively, the concentration of MUC5AC** glycopeptide substrate 

was at 50 µM for both.  Time course experiments were performed for each to determine the initial rates of 

reaction prior to the IC50 value measurements.  Cpm = counts per minute.  IC50 values were determined by 

curve fitting with KaleidaGraph 3.6. 
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Supplemental Figure S6.  Evaluation of 1-68A and 2-68A with β1-4GalT (black bars) [3, 4] and with 

α1-3GalT (grey bars) [5].  
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