Koehler MFT, Bergeron P, Blackwood EM, Bowman K, Clark KR, Firestein R, Kiefer JR,
Maskos K, McCleland ML, Orren L, Salphati L, Schmidt S, Schneider EV, Wu J, Beresini
MH. “Potent, Specific Inhibitors of CDK8 Feature a Novel Binding Mode.” ACS Med Chem
Lett, 7:223-228, 2016.

René O, Fauber BP, de Leon Boenig G, Burton B, Eidenschenk C, Everett C, Gobbi A,
Hymowitz SG, Johnson AR, Kiefer JR, Liimatta M, Lockey P, Norman M, Ouyang W,
Wallweber HA, Wong H. “A minor structural change to tertiary sulfonamide RORc ligands
led to agonist and inverse agonist mechanisms of action.” ACS Med Chem Lett 6(3):276-
281, 2015.

Kiefer, J.R. Cover illustration, ACS Med Chem Lett 6:Cover, 2015.

van Niel MB, Fauber BP, Cartwright M, Gaines S, Killen JC, René O, Ward SI, de Leon
Boenig G, Deng Y, Eidenschenk C, Everett C, Gancia E, Ganguli A, Gobbi A, Hawkins J,
Johnson AR, Kiefer JR, La H, Lockeya P, Norman M, Ouyang W, Qin A, Wakes N,
Waszkowycz B Wong H. “A reversed sulfonamide series of selective RORc inverse
agonists.” Bioorg Med Chem Lett 24:5769-5776, 2014.

Nwachukwu JC, Southern MR, Kiefer JR, Afonine PV, Adams PD, Terwilliger TC, Nettles
KG. “Improved Crystallographic Structures using Extensive Combinatorial Refinement.”
Structure 21:923-930, 2013.

Hall T, Shieh HS, Day JE, Caspers N, Chrencik JE, Wiliams JM, Pegg LE, Pauley AM,
Moon AF, Krahn JM, Fischer DH, Kiefer JR, Tomasselli AG, Zack MD. “Structure of human
ADAM-8 catalytic domain complexed with batimastat.” Acta Crystallogr F68:616-21, 2012.

Kim IK, Kiefer JR, Ho CM, Stegeman RA, Classen S, Tainer JA, Ellenberger T. Structure of
mammalian poly(ADP-ribose) glycohydrolase reveals a flexible tyrosine clasp as a
substrate-binding element.” Nat Struct Molec Biol. 19:653-6, 2012.

Trujillo JI*, Kiefer JR*, Huang W, Day JE, Moon J, Jerome GM, Bono CP, Kornmeier CM,
Williams ML, Kuhn C, Rennie GR, Wynn TA, Carron CP, Thorarensen A. “Investigation of
the binding pocket of human hematopoietic prostaglandin (PG) D2 synthase (hH-PGDS): a
tale of two waters.” Bioorg Med Chem Lett. 22:3795-9, 2012. [*corresponding authors]

Barta TE, Becker DP, Bedell LJ, Easton AM, Hockerman SL, Kiefer J, Munie GE, Mathis
KJ, Li MH, Rico JG, Villamil Cl, Williams JM. “MMP-13 selective a-sulfone hydroxamates: a
survey of P1' heterocyclic amide isosteres.” Bioorg Med Chem Lett. 21:2820-2, 2011.

Fobian YM, Freskos JN, Barta TE, Bedell LJ, Heintz R, Kassab DJ, Kiefer JR, Mischke BV,
Molyneaux JM, Mullins P, Munie GE, Becker DP. ‘“MMP-13 selective alpha-sulfone
hydroxamates: identification of selective P1' amides.” Bioorg Med Chem Lett. 21:2823-5,
2011.



Shieh H-S, Tomasselli AG, Mathis KJ, Schnute ME, Woodard SS, Caspers NL, Williams JM,
Kiefer JR, Munie G, Malfait A-M, Tortorella MD. "Structure analysis reveals the vulnerability
of the ADAMTS-5 active site." Protein Science 20:735-44, 2011.

Malfait A-M, Kiefer JR. Cover illustration. Protein Science April 2011.

Becker DP*, Barta TE, Bedell LJ, Boehm TL, Bond BR, Carroll J, Carron CP, DeCrescenzo
GA, Easton AM, Funckes-Shippy CL, Heron M, Hockerman S, Howard SC, Kiefer JR*, Li
MH, Mathis KJ, McDonald JJ, Mehta PP, Munie GE, Sunyer T, Swearingen CA, Villamil ClI,
Welsch D*, Williams JM, Yu, Y, Yao J. “Orally-active MMP-1 sparing a-tetrahydropyranyl
and oa-piperidinyl sulfone matrix metalloproteinase (MMP) inhibitors with efficacy in cancer,
arthritis, and cardiovascular disease.” Journal of Medicinal Chemistry, 53:6653-80, 2010.
[*corresponding authors]

Duggan KC, Walters MJ, Musee J, Harp JM, Kiefer JR, Oates JA, Marnett LJ. “Molecular
Basis for Cyclooxygenase Inhibition by the Non-Steroidal Anti-Inflammatory Drug
Naproxen.” Journal of Biological Chemistry, 285:34950-9, 2010.

Wang JL*, Limburg D, Graneto M, Springer J, Rogier J, Hamper B, Liao S, Pawlitz JL,
Kurumbail RG, Maziaz T, Talley JJ, Kiefer JR*, Carter JS. “The Novel Benzopyran Class of
Selective Cyclooxygenase-2 Inhibitors-Part 2: The 2nd Clinical Candidate with shorten
human half life.” Bioorganic Medicinal Chemistry Letters, 20:7159-63, 2010.
[*corresponding authors]

Wang JL, Carter JS, Kiefer JR, Kurumbail RG, Pawlitz JL, Lucas A, Hartmann S, Graneto
M, Seibert K, Talley JJ. “The Novel Benzopyran Class of Selective Cyclooxygenase-2
Inhibitors-Part 1: The First Clinical Candidate.” Bioorganic Medicinal Chemistry Letters,
20:7155-8, 2010.

Chrencik J, Patny A, Leung IK, Korniski B, Emmons TL, Hall T, Weinberg RA, Williams JM,
Day JE, Hirsch JL, Kiefer JR, Leone JW, Fischer HD, Sommers CD, Huang H-C, Jacobsen
EJ, Tenbrink RE, Tomasselli AG, Benson TE. “Structural and Thermodynamic
Characterization of the TYK2 and JAK3 Kinase Domains in Complex with CP-690550 and
CMP-6.” Journal of Molecular Biology, 400:413, 2010.

Carron CP, Trujillo JI, Olson KL, Huang W, Hamper BC, Dice T, Neal BE, Pelc MJ, Day J,
Rohrer DC, Kiefer JR, Moon JB, Schweitzer BA, Blake TD, Turner SR, Woerndle R, Case
BL, Bono CP, Dilworth VM, Funckes-Shippy CL, Hood BL, Jerome GM, Kornmeier CM,
Radabaugh MR, Williams ML, Davies MS, Wegner CD, Welsch DJ, Abraham WM, Warren
CJ, Dowty ME, Hua F, Zutshi A, Yang JZ, Thorarensen A. “Discovery of an oral potent
selective inhibitor of hematopoietic prostaglandin D synthase (HPGDS).” ACS Med Chem
Lett, 1:59-63, 2010.

Hall T, Emmons TL, Chrencik JE, Gormley JA, Weinberg RA, Leone JW, Hirsch JL, Saabye
MJ, Schindler JF, Day JE, Williams JM, Kiefer JR, Lightle SA, Harris MS, Guru S, Fischer
HD, Tomasselli AG. “Expression, purification, characterization and crystallization of non-
and phosphorylated states of JAK2 and JAK3 kinase domain.” Protein Expression &
Purification 69: 54-63, 2010.

Trujillo JI*, Kiefer JR*, Huang W, Thorarensen A, Xing L, Caspers NL, Day JE, Mathis KJ,
Kretzmer KK, Reitz BA, Weinberg RA, Stegeman RA, Wrightstone A, Christine L, Compton
R, Li X. “2-(6-Phenyl-1H-indazol-3-yl)-1H-benzo[d]imidazoles: design and synthesis of a
potent and isoform selective PKC-zeta inhibitor.” Bioorganic Medicinal Chemistry Letters,
19:908-11, 2009. [*corresponding authors]



Shieh HS, Mathis KJ, Williams JM, Hills RL, Wiese JF, Benson TE, Kiefer JR, Marino MH,
Carroll JN, Leone JW, Malfait AM, Arner EC, Tortorella MD, Tomasselli A. “High resolution
crystal structure of the catalytic domain of ADAMTS-5 (aggrecanase-2).” Journal of
Biological Chemistry, 283:1501-7, 2007.

Kiefer JR. Cover illustration. Molecular Cell, 26(2): cover, 2007

Hsu GW, Kiefer JR, Burnouf D, Becherel OJ, Fuchs RP, Beese LS. “Observing translesion
synthesis of an aromatic amine DNA adduct by a high-fidelity DNA polymerase.” Journal of
Biological Chemistry, 279:50280-50285, 2004.

Rowlinson SW*, Kiefer JR*, Prusakiewicz J, Pawlitz JL, Kozak KR, Kalgutkar AS, Stallings
WC, Kurumbail RG, & Marnett LJ. “A novel mechanism of Cyclooxygenase-2 inhibition
involving interactions with Ser-530 and Tyr-385."  Journal of Biological Chemistry,
278:45763-45769, 2003. [*Equal contribution]

Hood WF, Gierse JK, Isakson PC, Kiefer JR, Kurumbail RG, Seibert K, & Monahan JB.
“Characterization of Celecoxib and Valdecoxib Binding to Cyclooxygenase.” Molecular
Pharmacology, 63:870-877, 2003.

Gierse J, Kurumbail R, Walker M, Hood B, Monahan J, Pawlitz J, Stegeman R, Stevens A,
Kiefer J, Koboldt C, Moreland K, Rowlinson S, Marnett L, Pierce J, Carter J, Talley J,
Isakson P, Seibert K. “Mechanism of inhibition of novel COX-2 inhibitors.” Advances in
Experimental Medical Biology. 507: 365-369, 2002.

Kurumbail RG, Kiefer JR, & Marnett LJ. “Cyclooxygenase enzymes: Catalysis and
inhibition.” Current Opinion in Structural Biology, 11:752-760, 2001.

Walker MC, Kurumbail RG, Kiefer JR, Moreland KT, Koboldt CM, Isakson PC, Seibert K, &
Gierse JK. “A Three-step kinetic mechanism for selective inhibition of cyclooxygenase-2 by
diarylheterocyclic inhibitors.” Biochem Journal, 357(Pt 3):709-718, 2001.

Kiefer JR, Pawlitz JL, Moreland KT, Stegeman RA, Hood WF, Gierse JK, Stevens AM,
Goodwin DC, Rowlinson SW, Marnett LJ, Stallings WC, & Kurumbail RG. “Structural
insights into the stereochemistry of the cyclooxygenase reaction.” Nature, 405:97-101,
2000.

Zhou M, Mao C, Rodriguez AC, Kiefer JR, Kucera RB, & Beese LS. “Crystallization and
preliminary diffraction analysis of a hyperthermostable DNA polymerase from a
Thermococcus archaeon.” Acta Crystallographica, D54( Pt 5):994-995, 1998.

Kiefer JR High resolution crystal structures of Bacillus Fragment DNA polymerase. Ph.D.
Thesis, 1998.

Kiefer JR, Mao C, Braman JC, & Beese LS. “Visualizing DNA replication in a catalytically
active Bacillus DNA polymerase crystal.” Nature, 391:304-307, 1998.

Kiefer JR, Mao C, Hansen CJ, Basehore SL, Hogrefe HH, Braman JC, & Beese LS.”
Crystal structure of a thermostable Bacillus DNA polymerase | large fragment at 2.1A
resolution.” Structure, 5(1):95-108, 1997.

Pratt VM, Kiefer JR, Lahdetie J, Schleutker J, Hodes ME, & Dlouhy SR. “Linkage of a new
mutation in the proteolipid protein (PLP) gene to Pelizaeus-Merzbacher disease (PMD) in a
large Finnish kindred.” American Journal of Human Genetics, 52(6):1053-1056, 1993.



PATENTS AND PATENT APPLICATIONS (5)

Blinn JR, Flick AC, Wennerstaal GM, Jones P, Kaila N, Kiefer JR Jr, Kurumbail RG, Mente
SR, Meyers MJ, Schnute ME, Thorarensen A, Xing L, Zamaratski E, Zapf CW. “Preparation
of N-heteroaryl amides as RORC2 inhibitors.” PCT Int. Appl. (2015), WO 2015015378 A2
Feb 05, 2015.

Albrecht BK, Bellon SF, Gehling VS, Harmange JC, Lai T, Liang J, Dragovich P, Ortwine D,
Labadie S, Zhang B, Kiefer J. “Preparation of pyrazolopyrimidine compounds as histone
demethylase inhibitors.” PCT Int. Appl. WO 2014-CN262, US 2013-61778759.

Blake TD, Hamper Bruce C, Huang W, Kiefer JR, Moon JB, Neal BE, Olson KL, Pelc MJ,
Schweitzer BA, Thorarensen A, Trujillo JI, Turner SR. “Preparation of nicotinamide
derivatives as H-PGDS (hematopoietic prostaglandin D synthase) inhibitors.” U.S. Pat.
Appl. Publ. US 2008146569 A1 20080619 CAN 149:79492 AN 2008:743712, 2008.

Aston KW, Brown DL, Carter JS, Deprow AM, Fletcher TR, Hallinan EA, Hamper, Bruce C,
Huff, RM, Kiefer JR Jr., Koszyk F, Kramer SW, Liao S, Limburg D, Springer JR, Tsymbalov
S, Wang LJ, Xing L, Yu Y.” Preparation of 2H-chromene-3-carboxylates and analogs as
selective COX-2 inhibitors for treating inflammatory conditions.” PCT Int. Appl. WO
2004087687 A1 20041014 CAN 141:350038 AN 2004:857585, 2004.

Carter JS, Aston KW, Brown DL, Deprow A, Fletcher T, Hallinan EA, Hamper BC, Huff R,
Kiefer JR Jr., Koszyk, Francis; Kramer S, Liao S, Limburg DC, Ludwig C, McCall JM,
Springer JR, Talley JJ, Wang LJ, Xing L, Yu Y.” Preparation of 2H-chromene-3-carboxylates
and analogs as selective COX-2 inhibitors for treating inflammatory conditions.” PCT Int.
Appl. WO 2004087686 A2 20041014 CAN 141:350037 AN 2004:857584, 2004.



