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Naturally Occurring THF and THP Scaffolds
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Biologically Active Morpholine Scaffolds

CF3

ZT

Me.,, OMe

CF3
)

[Oj“‘
N ’l:©\
F

OMe

chenolin A OMe

N antimicrobial acivity
HN/ = anti-inflammatory acitivty
%NH
)

Me.,,

Merck NK, antagonist; aprepitant (Emend?)

o F
Q J\ cl
\ H H I
Me~N o o] ., FI’
\
y Me cl oy

CCR-3 antagonist; morpholinylmethylurea

anti-inflammatory

Ki Bum Hong @ Wipf Group Page 3 of 17

e

R = Me, phendimetrazine

R = H, phenmetrazine

appetitie suppressant

OH

bupropion analog

GABAg receptor antagonist

Synthesis 2004, 5, 641

12/20/2010



Mono-Tetrahydrofuran Triazole Library: Click Chemistry
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Bis-Tetrahydrofuran Triazole Library: Click Chemistry
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Bis-Tetrahydrofuran Triazole Library: Ugi Chemistry
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Mono-Tetrahydrofuran Methylamine Library: Biginelli Chemistry
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Application of Azides: Scaffold Diveristy
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Reactions of Organic Azide: Schmidt

Generalized Schmidt Reaction Mechanism
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Regiochemical Possibilities for Intramolecular Schmidt Reaction

Fused Lactam vs Bridged Lactam o
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Aube, J. J. Am. Chem. Soc. 1995, 117, 10449
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Competition: Schmidt Reaction vs Mannich Reaction

Schmidt vs Mannich Pathways in Intermolecular Reaction
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Reactivity: Boyer Reaction and Schmidt Reaction

Early Examples of Boyer Reaction: 2-Oxazoline Synthesis
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Schmidt Reaction of Hydroxyalkyl Azides with Ketone
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Schmidt Reaction with Carbocation
Pearson: Intramolecular Case
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Metal-Mediated Schmidt Reaction

Hg(OTf),-Promoted Schmidt Reaction with NaBH, Workup
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Reaction of Alkyl Azides with Epoxides

Epoxide-Initiated Electrophilic Cyclization of Azides
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Domino Diels-Alder/Schmidt Reactions

Domino Azido-Schmidt Ring Expansion with DA Reaction
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Tandem Semipinacol/Schmidt and Prins/Schmidt Rearrangements

Tandem Semipinacol/Schmidt Rearrangement
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