HekaHOHNYeCKne aMMHOKUCHOTLI

TexHn4Yeckmne XxapakTepUCTUKH

Mo Bonpocam npogax v NoanepXku obpallanTecs:

Anmartbl (7273)495-231
Anrapck (3955)60-70-56
ApxaHrenbck (8182)63-90-72
AcTpaxaHb (8512)99-46-04
Bapnayn (3852)73-04-60
Benropop (4722)40-23-64

BnaroBelueHck (4162)22-76-07

BpsiHck (4832)59-03-52
BnagueocTok (423)249-28-31
BnapukaBskas (8672)28-90-48
Bnagumup (4922)49-43-18
Bonrorpap (844)278-03-48
Bonorga (8172)26-4159
BopoHex (473)204-51-73

EkatepuHbypr (343)384-55-89

MBaHoBo (4932)77-34-06

Poccus +7(495)268-04-70

KanunuHrpapg (4012)72-03-81
Kanyra (4842)92-23-67
KemepoBo (3842)65-04-62
Kvpos (8332)68-02-04
KonowmHa (4966)23-41-49
KocTpoma (4942)77-07-48
KpacHopap (861)203-40-90
KpacHosipck (391)204-63-61
Kypck (4712)77-13-04

KypraH (3522)50-90-47
Jlvneuk (4742)52-20-81
MarHutoropck (3519)55-03-13
Mocksa (495)268-04-70
MypmaHck (8152)59-64-93

HabepexHble YenHbl (8552)20-53-41

HwxHuii Hosrooon (831Y429-08-12

KasaxcraH +7(7172)727-132

Omck (3812)21-46-40

Open (4862)44-53-42
OpeHbypr (3532)37-68-04
MeH3a (8412)22-31-16
MeTposaBoack (8142)55-98-37
Mckos (8112)59-10-37

Mepwmb (342)205-81-47
PocToB-Ha-[JoHy (863)308-18-15
PasaHb (4912)46-61-64

Camapa (846)206-03-16
CapaHck (8342)22-96-24
CaHkT-lMeTepbypr (812)309-46-40
Capatos (845)249-38-78
CeBacTtononb (8692)22-31-93
Cumdpeponons (3652)67-13-56
CwmoneHck (4812)29-41-54

Coum (862)225-72-31

Kuprunaus +996(312)96-26-47

Appec: https://tci.nt-rt.ru/ || an.noyTa: tic@nt-rt.ru

ChbikTbIBKap (8212)25-95-17
TamboB (4752)50-40-97
Teepb (4822)63-31-35
TonbatTu (8482)63-91-07
Tomck (3822)98-41-53
Tyna (4872)33-79-87
TiomeHb (3452)66-21-18
YnbsiHoBCkK (8422)24-23-59
Ynan-Yns (3012)59-97-51
Yda (347)229-48-12
Xabaposck (4212)92-98-04
Yebokcapsbl (8352)28-53-07
YensbuHck (351)202-03-61
Yepenosel (8202)49-02-64
Yura (3022)38-34-83
AkyTck (4112)23-90-97



Non-Canonical Amino Acids for
Protein Site-specific Modification
by Genetic Code Expansion

Cell-specific and protein site-specific modifications are possible using non-canonical amino acids
(ncAA) and RNA/tRNA synthase pairs (tRNA/RS) introduced by Genetic Code Expansion (GCE)."

By using a fluorescent label depending on the functional group contained, it is possible to detect the
specific modification.

trans-Cyclooctenyl (TCO) Group-containing Amino Acid

Example of the detection of site-specifically incorporated by GCE ?

N-(4E)-TCO-L-lysine
T4126 ——
Genetic Code Expansion

-

N3
\/\HJ\OH NH,
“HCl

NH,
. . L-Azidonorleucine Hydrochloride
L-Azidohomoalanine 250mg [A3554] o
100mg [A3550] H Q
Na/\/o\”/N\/\/\)J\OH /@/\Hl\oH

o NH, N NH;

N¢-[(2-Azidoethoxy)carbonyl]-L-lysine 4-Azido-L-phenylalanine
50mg [A3566] 250mg [A3582]

GEEICLIGGE))  5-FAM-Alkyne 25mg [F1222]
Biotin-PEG4-Alkyne 50mg [B6511]

DBCO-S-S-PEG3-Biotin 25mg [D5552]

Alkynyl/Alkenyl Group-containing Amino Acids

o}
H
o.__N
g \/\/\HJ\OH OH
@/ o NH; //C/\O NH;
N¢-5-Norbornene-2-yloxycarbonyl-L-lysine O-Propargyl-L-tyrosine
Hydrochloride (endo- and exo- mixture) 250mg [P3021]
25mg [B6476]
Related Products 6-FAM-PEG3-Azide 5mg/25mg [F1243]
Biotin-PEG4-Azide 100mg [B5546]



Non-Canonical Amino Acids for Protein Site-specific Modification
by Genetic Code Expansion

Halogenated Amino Acids

o]

Br. |
OH OH c OH

NH NH
HO z HO 2 HO NH,

., Br . ! "2H0 3-Chloro-L-tyrosine
3,5-Dibromo-L-tyrosine 3,5-Diiodo-L-tyrosine Dihydrate 19/59[C3770]
19/5g [D0213] 0 59 /259 [D0612]

1
NH

3-lodo-L-tyrosine 3-lodo-L-phenylalanine
1g/5g [10075] 250mg [11211]

Spiroheptadienyl Group-containing Amino Acids

@A\/o N i Spiroheptadiene (SCp) forms a covalent bond with maleimide
\ﬂ/ \/\/\)J\OH through the Diels-Alder (DA) reaction. In the production of anti-
o NH, body-drug conjugate (ADC), it is possible to create ADCs with
Né-[(spiro[2.4]Hepta-4,6-dien- site-specific modifications by reacting an antibody incorporating
1-ylmethoxy)carbonyl]-L-lysine SCp as an non-canonical amino acid with a drug that has a

100mg / 500mg [H1840] maleimide group.?

Ketone Moiety-containing Amino Acid

Example of preparation of site-specifically modified ADC using

OH (Auristatin }-PEG -0~ \ MN0-pEG-(Auristatin)
CH3 NH,
o *HCI Auristatin—PEG—0—NH,
4-Acetyl-L-phenylalanine ~owime Tgation ’
Hydrochloride
500mg [A3623]

Oxime ligation through ketone moieties and alkoxyamlnes has enabled the preparation of homogeneous ADCs with optimized properties.

CEETELETLT)) Hydrazide-PEG4-Desthiobiotin 25mg [H1667]
Biotin-PEG4-Hydrazide 10mg/50mg [B5578]
Rhodamine B Hydrazide 200mg/1g [R0260]
Other Non-Canonical Amino Acids
o HO o 0
\ NH,
HN, N NH, }
,° H L-Norleucine
N°-Acetyl-L-lysine o 5-Hydroxy-L-tryptophan o 100mg [N0303]
19/5g[A2171]  on 1g/5g [H0531]
OH OH
HO NH, CH;0 NH,
3-Nitro-L-tyrosine O-Methyl-L-tyrosine
5g/25g [N0905] 1g [M2276]

References 1) C.H.Kim, J.Y. Axup, P. G. Schultz, Curr. Opin. Chem. Biol. 2013, 3, 412. https://doi.org/10.1016/j.cbpa.2013.04.017
2) T.Plass, C. Schultz, E. A. Lemke, et al., Angew. Chem. Int. Ed. 2012, 51, 4166. https://doi.org/10.1002/anie.201108231
3) A. H. St Amant, R. J. Christie, et al., Bioconjug. Chem. 2019, 30, 2340. https://doi.org/10.1021/acs.bioconjchem.9b00436
4) J.Y. Axup, P. G. Schultz, et al., Proc. Natl. Acad. Sci. USA 2012, 109, 16101. https://doi.org/10.1073/pnas.1211023109



Mo Bonpocam npogax v noanepXkn obpallanTecs:

Anmartbl (7273)495-231
AHrapck (3955)60-70-56
ApxaHrenbck (8182)63-90-72
AcTtpaxaHb (8512)99-46-04
BapHayn (3852)73-04-60
Benropop (4722)40-23-64
BnaroBewieHck (4162)22-76-07
BpsHck (4832)59-03-52
BnapusocTok (423)249-28-31
Bragvkaekas (8672)28-90-48
Brnagumup (4922)49-43-18
Bonrorpag (844)278-03-48
Bonorga (8172)26-4159
Boponex (473)204-51-73
EkaTtepuHbypr (343)384-55-89
MBaHoBO (4932)77-34-06
WxeBck (3412)26-03-58
WpkyTck (395)279-98-46
KasaHb (843)206-01-48

Poccus +7(495)268-04-70

KanunuHrpag (4012)72-03-81
Kanyra (4842)92-23-67

KemepoBo (3842)65-04-62

Kupos (8332)68-02-04

KonowmHa (4966)23-41-49
Koctpoma (4942)77-07-48
KpacHogap (861)203-40-90
KpacHosipck (391)204-63-61

Kypck (4712)77-13-04

KypraH (3522)50-90-47

Jlvneuk (4742)52-20-81
MarnuTtoropck (3519)55-03-13
Mocksa (495)268-04-70
MypmaHck (8152)59-64-93
HabepexHble YenHbl (8552)20-53-41
HwxHuii Hosropog (831)429-08-12
HoBoky3Heuk (3843)20-46-81
Hosi6pbek (3496)41-32-12
Hosocnbupck (383)227-86-73

KasaxcraH +7(7172)727-132

Omck (3812)21-46-40

Open (4862)44-53-42
OpeHbypr (3532)37-68-04
MeHsa (8412)22-31-16
MeTtposaBoack (8142)55-98-37
Mckos (8112)59-10-37

Mepmb (342)205-81-47
PocToB-Ha-[JoHy (863)308-18-15
PsizaHb (4912)46-61-64

Camapa (846)206-03-16
CapaHck (8342)22-96-24
CaHkT-lNMeTepbypr (812)309-46-40
CapaTos (845)249-38-78
CeBacTtononsb (8692)22-31-93
Cumdpeponons (3652)67-13-56
CmoneHck (4812)29-41-54

Coum (862)225-72-31
CraBpononb (8652)20-65-13
CypryT (3462)77-98-35

Kunprusus +996(312)96-26-47

Appec: https://tci.nt-rt.ru/ || an.noyTa: tic@nt-rt.ru

ChbikTbIBKap (8212)25-95-17
TambosB (4752)50-40-97
TBepb (4822)63-31-35
TonbsATTN (8482)63-91-07
Tomck (3822)98-41-53
Tyna (4872)33-79-87
TiomeHb (3452)66-21-18
YnbsiHoBCK (8422)24-23-59
Ynan-Yaa (3012)59-97-51
Ydba (347)229-48-12
XabapoBsck (4212)92-98-04
Yebokcapbl (8352)28-53-07
YenabuHck (351)202-03-61
Yepenosel, (8202)49-02-64
Yura (3022)38-34-83
AkyTck (4112)23-90-97
Apocnasnb (4852)69-52-93



