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K. M. Brummond and J. Lu, J. Org. Chem., 1999, 64, 1723.

Solid-phase synthesis of the thiazolidinedione BRL 49653.

L N
S

O

O

OH

3 steps

[(Ph3P)CuH]6

PhMe

TFA-H2O-DMS

(a)

(b)

L =

O OMe

OMe

L N
S

O

O

O
NMe

N

S
HN

O

O

O
NMe

BRL 49653

N

A key feature is the use of the 4-formyl-3,5-dimethoxyphenol linker for the 
attachment and cleavage of an imide nitrogen to / from the solid support.

4 steps from 
Merrifield resin

J. A. Linn, S. W. Gerritz, A. L. Handlon, C. E. Hyman and D. Heyer, 
Tetrahedron Lett., 1999, 40, 2227.

1,3,5-Trisubstituted pyridin-2-ones
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linker equipped Chiron macrocrowns.
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The use of a pyridin-2-one scaffold to create a library of 
1,3,5-trisubstituted pyridinones using macrocrowns as a solid support is 
described.
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T. Doi, M. Sugiki, H. Yamada, T. Takahashi and J. A. Porco, Tetrahedron 
Lett., 1999, 40, 2141.
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Glycosidation of silicon-connected glycosyl donors on PS resin is 
described; 3 examples (yields 90-100%, HPLC purities 69-96%).

A. S. Kiselyov, S. Eisenberg and Y. Luo, Tetrahedron Lett., 1999, 40, 2465.

Biaryl 14-membered macrocycles
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acrylate resin

5% DBU-DMF, rt, 24 h

R2CH2Br, DMF, rt, 12 h
Et3N, CH2Cl2, rt, 4 h
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20 examples (yields 52-68%, purities 82-96%).
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P. Y. Chong and P. A. Petillo, Tetrahedron Lett., 1999, 40, 2493.

Hydantoins
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7 examples (HPLC purities 73, 91-98%).

Wang resin
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D. R. Barn and J. R. Morphy. J. Comb. Chem., 1999, 1, 151

Synthesis of cyclic imides.
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39 examples are reported (yields 4-72%, LCMS purity 72-99%).  The 
methodology was applied to the synthesis of a new class of δ-opioid 
receptor ligands.

K-L. Yu, R. Civello, D. G. M. Roberts, S. M. Seiler and N. A. Meanwell, Bioorg. 
Med. Chem. Lett., 1999, 9, 663.

Benzoisothiazolones as serine protease inhibitors.
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84 examples (HPLC purity > 70%).

5 steps from
Wang resin

Y. Hamuro, M. A. Scialdone and W. F. DeGrado, J. Am. Chem. Soc., 1999, 121, 
1636.

Resin-to-resin acyl- and aminoacyl-transfer reactions using oxime supports.
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11 examples of di-, tri- and tetrapeptides (yields 53-90%, HPLC purity 
68-97%.  Also described is the use of phosgenated oxime resin, which 
reacts with amines to form oxime-derived carbamates.  Thermolysis of 
these carbamates leads to the formation of ureas via isocyanate 
intermediates.  Hydantoin formation is also described.

HOSu = N-hydroxysuccinimide

Y. Hamuro, W. J. Marshall and M. A. Scialdone. J. Comb. Chem., 1999, 1, 163.

Synthesis of acyclic and heterocyclic amino acid derived urea peptidomimetics.
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10 examples (45-100%, HPLC purity 73-91%).  Also described are the 
synthesis of 3-aminohydantoins (11 examples, yields 52-80%, HPLC 
purity 35-96%) and 1,2,4-triazine-3,6-diones (6 examples, yields 32-62%, 
HPLC purity 22-87%).

R1

J. Zhou, A. Termin, M. Wayland and C. M. Tarby, Tetrahedron Lett., 1999, 
40, 2729.

1,3-Diaminopropan-2-ol derivatives

O

92 examples (yields 39-77%, purity 85-99%). The methodology allows the 
incorporation of either an alkyl group or H at the R2 site of hydroxyethyl-
amine isostere.
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2 steps from dihydropyran
functionalized polystyrene resin
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S. Sunami, T. Sagara, M. Ohkubo and H. Morishima, Tetrahedron Lett., 
1999, 1721.

Aryl  and heteroaryl amines
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14 examples (yields 77, 90->95%, HPLC purity 82-94%).

J. M. Salvino, T. J. Kieson, S. Darnbrough and R. Labaudiniere, J. Comb. Chem., 
1999, 1, 134.

Horner-Emmons synthesis of olefins.
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48 examples (yields 69-95%, HPLC purity 48-97%).

H-J. Gutke and D. Spitzner, Tetrahedron, 1999, 55, 3931.

Anionically induced domino reactions; synthesis of functionalized carbocyclic compounds.
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2 other examples (yields 19-58%).

K. H. Shaughnessy, P. Kim and J. F. Hartwig, J. Am. Chem. Soc., 1999, 121, 2123

A fluorescence-based assay for high throughput screening of coupling reactions.
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Rapid visual analysis of large numbers of 
parallel reactions has been described.  45 
ligands were screened for their ability to 
form active catalysts with palladium for the 
Heck  coupling.  Two ligands chosen by the 
assay, P(But)3 and (ferrocene)P(But)2, were 
found to be the most active systems to date 
for the olefination of unactivated aryl 
bromides, and (ferrocene)P(But)2 is the 
most efficient ligand for olefination of 
unactivated aryl chlorides

S. V. Ley, A. W. Thomas and H. Finch, J. Chem. Soc., Perkin Trans. 1, 1999, 
669.

Polymer-supported (diacetoxyiodo)benzene (PSDIB)
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Utilisation of the title reagent (prepared in 2 steps from polystyrene) in a 
variety of oxidative reactions (18 examples, yields 75-100%, LC or NMR 
purity 90-95%) is reported.
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