B.Sc Sem-5 SEC 506 B Medicinal Chemistry
Dr.Z.M.Gadhawala

ASRAA $MElA sldsi ua uRuA

(History and Introduction of Medicinal
Chemistry):
1. ARt 3ME1 9 ®? (What is Medicinal Chemistry?)

AR R 30 A AARARA A WL B B EclRAloll UALMS (chemical
structure), RARYU (synthesis), Sl?iqulC*ﬂ (mechanism of action) ol HAs WU
(biological activity) of AtAal 52 O.

A AW A © >l 30E Ul stHlslAl o] Aot Al B UA otcll eclille] AU W
Qs aa B.

Usn ABRte 3MRBlotl HiHl % U Mals AoNe{l WRAR HZ olcl wa
WARS1RS el Holl 28l B,

2. ARt 3MRE 3l Ala aud 21)? (How Medicinal
Chemistry has Grown Day by Day)

ULAlet 3421 (~2000 BC - 1500 BC)

e 2000 BCHI AWMl ua AR@eui Alsl Blds ual wiglds uetalell ezl
ootlelcdl &cll.

e 1500 BCHi vUyde ol Ue{lo €2l (Traditional Chinese Medicine) %cll
URllet [Qstills el @sRd 2.

o AL AHAUL el YA OS], YO, resins, AUl YLglAs el uRell dauR adl
&cll.



o EclMlloll RUAMQS citRel (A S AUy of scll, URL YL U Wajelcl glRl
gl GuaAloHl Aaldl edl.

HEAYOL WA Yol clol"

AURUBLARBL (Alchemy) of (A1 U, Ul dAccll WA gellal ARHL HeAll Bl
YIRRURAL AL A& eall Aol URL Ud.

o Uislds ecuallell 1ua@s (QeAnutell 23uid U,
o 18H{l UL RLUARS YU cltrll.

wlYs Yolef wieL (1941 uel)

o 1828Hi %535 AR (Friedrich Wohler) W YaUM clMd #*Ral (Urea)**oj AR
AU2Qs dA 5.

UL YA olcdled] ¥ aldl arqulletl uUQs decllal URl Ao ¥5AR
531 AS B, A Wl WA Wl AR dAsleld UdH 220

o R Wle 194 AUEIHL W Hsclotl HASYCH BH 5 ARRS ARS (Acetic Acid)
Wl NAol (CHs) UL A2ARA s dLaul.

204l el

o ABRRGA 30RI As el wul A3 [@Qsua coll.

o olcdll galell AA2ARLs 1L AR BAs (BaarulAldul (drug-receptor interaction)
oll AR Aol dstills QAL Hs0Ycl Lot WU,

o Cls Aa $l W3 (Lock and Key Model) 18941 AMA ($21R (Emil Fischer) sl2l
RY SRAHL R,

L WA HEZ AMA (3R 19021 AlOLA Y51 (Nobel Prize) Hu=ll scll.
VL W3 %RUA B ¥ £cll (key) Aol R3A2R (lock) 3cll A v A1l
Wolld B, % Ecllotl AU HIE AURIA HecYul B.



ALy As ot (214l Ul

s12J22lolcd 3MRE| U (3Bt $oU [(SRBL8el (Computer-aided drug design) <y
GUAHL wdl,

SLHISU(5aR s, sIHISIsI2MsU, U olll2 5ol A UA ot clte).

AR AgAls M2 ot el [AsUlaalHl WA B, B dy UASRS Wal ML toxic
8lal.

3. ARt 3Madlotl Yy WidRUAL (Main Areas of
Medicinal Chemistry)

gclloll A2AMQL (Drug Synthesis): olcll el daur sl

gclloll HLOWHLS|2L WEALY (Structural Analysis): € Cclloll HIOWLe] AUUOS
Qea™aL.

SAR (Structure-Activity Relationship): €clloll HlOWL Al Aol B(As (Sautell a2
{olu.

sIHISUSARSH (ADME): el ARHL 3l flA YA, (AR L, $812 Al
Ul olelR [AsA.

sIHISIs LA AU eclloll ARR GUR 9 AR Ud 8.

A5AsAY: £clloll sllaAss AUUR (A AeAL.

4. SR SMglott wanRll ol youldui 1ecayul
SEL (LN

e/ M0 t2oll/el ol




a0 SELVEELTEN

2000 BC Uislds ecizlloll Gualol el ufdes(l AL

1500 BC Yol ecuaus] Qs

1828 5535 de? YRallej AAAMG s B2AMEL 53

1894 Als wal Sl W3A (Lock and Key Model) 2% &3] — WM A (5212
1902 AMA 2R Als ual 8l WIA MR AAA Y1512 HeRll
201 €l SAR e\ Srug design ofl [Aslills uglQl @sAld acll

WL SLA 5112J22 WMURA ecll [3A8et, tllN2 5ol U AA0ol

5. AR $Mdlott A AtHe (Father of Modern Medicinal
Chemistry)

AesUol slHlel (Aldrich Harmon), **Ulc AAU (Paul Ehrlich)**a wlylls ABRA
$0Eletl Al A3y Qo Hl 21 B,

Ul AdA AARa 2EARE (Selective Toxicity) oll Rgict % 5[ % 58 B ¥ €cll WAL
ALssAU PR (pathogens) Al % HIZL 2} A AR R ofsAASIRS ot 2.

Aol 5120 AR 190811 dllAEA YR8 UBL Ul sl

6. Al rdui — ABRlA Mol Ci@« (Summary of
Growth)

o ABRRA 3RIAHL WAlotstaHi v 12 Utslds uetel uR aa ldl.

o 191 UL AURUMCS A2AMEGL W 2ol (AUl S Eclloll WAAR HEALRL.

o 20H1 AWML delllls ugld gl et Muoll Ysal ay Al ua
cldAlR@s ol

o UP 51R2AAA Wl w250l GuALl ay A3 U 35Ul el [AsutctaHi
A B,

AL A, ABRAA 3RAE A wra WA WA [@Qstlel Al 25e0A U AL atll 261
8 ol R AAHL HecayQl Alatelst Ul €L B.



Medicinal Chemistry ol HAed EMO'RGT[‘@ (Basic Terminology in Medicinal
Chemistry) — 101 9%l elt™LH

1. Drug (Ecl)
A A2A@s wetal & Aol AoHal, U2 S, ARAR M2 ¥ AsaAH M2
AURlA 8,

2. Pharmacology (8[H19.Gﬂ@)
gl AR UR Al UUR 52 B Vol WeA.

3. Medicinal Chemistry (ﬂ@@.d@. é(ﬂ%él)
3Pl U SLHISAY cARo] A2, BHL el catiacl, dAuR sl ua
@Qsutadl A B.

4. Pharmacokinetics (SlHiaﬂa[éH — ADME)
AR el A 9 52 B, A AR I UMY AslA:

« Absorption (2U™MQ)

« Distribution (A1)

o Metabolism (R2lel(@ABH / 3UldR0L)
« Excretion (61812 $sc{l)

5. Pharmacodynamics (Sll-ﬂf}lSl?.{dlmS%l)
gcll AR UR 9 53 8, B ¥ 3cll A st 52 B e 2ARal RALRR WA 3l
A s B.

6. Lead Compound (clls $3:U1GoS)
As Al AlEls (compound) BHL £cll Bl WAUR 8lal B ULl A cy WUISRS
Wollalall M2 YuRdloll %32 sl 8.

7. Prodrug (ULl
Al eal 3 ¥ 23U WALE slat Aol AR BeR Aol o AR WARBSIRS €l

ool 2L,
8. Structure-Activity Relationship (SAR)
gcllo(l RU WAl Aol WHUR el Aeltal AHXC.



5. Bioavailability (el AQAAE])
gl decllanll HiotHl A3RHL yAllal AR sal daur a2 & a YHIL.
6. Half-life (t'2) (6l% CUES)
AZIRHUL ectlofl Mol AsHl UMl AdLAl UHAL.
7. Receptor (@9.1-32)
ANRUL Al YElot % A ecll AslA B Wl WA 52 D,
8. Agonist (AoU[2)
gl ¥ RAR AU FlsiEfal yeud Glell 52 B.
9. Antagonist (Ae2ol[122)
gl ¥ RAe({l WA weslA B wWadl Adea s sl el otell.
10. Lipophilicity (QUU3(@QRAE)
gcll (AR (ARGl Bell clreg2) A& 3ecll AR A AnA B. 0L 1R Ueceyul
8.
11. Hydrophilicity (sl U3(ARE))
ylell @ Aouaatoll el eat welHl secllawll 2ol 23 8 A vdld B.
12. Toxicology (a@fﬂc’-ﬂ@)
gl 3 Wl UELle] AZR UR ofsUlalslRs AR (A wWeuU.
13. ICso / ECs0

e ICs: SIE (Sl 50% wesiaal HIe 32cll eal RSA.
e ECs: HotH ARl 50% Anclall H ¥ecll ecl R SA.

18. Binding Affinity (U831 A3(A2))
gcll RAeR ¥ Aooslesd A Fecll Uxold A sl B, dof HIu.

19. ectll ol AW ARl dsleld

Points gdl (Drug) AN (R (Medicine)

L e Red Asdla siHiRyRset U@ A Ag guAuet B BHL API (Ecll) UA-

A=l go\3atce (AP - % 818 ATy slHiRR sl HEE3U acall (excipients) Sl B




Points gdl (Drug) AN (Medicine)
HRAARY S AUUR AU B Al Bl A AAUHA B WUUWISRS oo,
AURARS .
Jg AAUAQS ueld, % dAR dad Geuleed —BH 3 2ude, RRY,
2. el
Al scll wlsa s B. SUYd adlR.
API + MEE3U acall (excipients) 8l & — BH &
3. Uoll [$5ct Asdlal 53:ULGeS (AP 8l B. [cllefes?, (B, WndlRd ddR. ¥ eclell AUR
auiRal M2 8l 8.
@ ARURet (Aspirin) - gvllcll WA | @ BUMst (Disprin) 3 85&Ast (Ecosprin) — BHi
4. |4 wetsal W aurndl eat. Aspirin 3l Ao HEEIU gl &l B.
GeleRal| o 2 NENRARA (Amoxicilliny— || Al (Augmentin) - BI Amoxicillin +

Aol Rs all.

Clavulanic Acid + Excipients sl 8.

E.Cll%no:l ollH5208l (Nomenclature of Drugs) :

gctiall HI2 (Asttotofl oot Hl ARl UslRell ottill GUADHL Acltl B:

4 1.1IUPAC <llH (Chemical Name)
TUPAC ollH 2@ gcllotl /UGS 6itl0L (chemical structure) UL o1ssl s¢] Ayl

ollH.

WL ollH IUPAC (International Union of Pure and Applied Chemistry) al2l atssl salHl

Ul B,

UL WOl % Ao, AR wal cAldURs Sla B, AMHA GUAIML ot Aclld 8l 8, ual
32w [@Astiells R yol & Hecaydl sl 8.




GELSRWL 1: Paracetamol
o TUPAC ellH: N-(4-hydroxyphenyl)acetamide

wgl 4-hydroxyphenyl gold B % phenyl group UR AUl Wl ~OH (Hydroxy
group) & WA acetamide WeA -NHCOCH; AU 8.

GELSRWCL 2: Aspirin
o TUPAC <llH: 2-acetoxybenzoic acid

benzoic acid 2@ benzen U2 ~COOH % ol 2-acetoxy N2QA ester form of
acetic acid -COOCH:s.

& 2. Generic Name (INN — International Nonproprietary Name)

Ul 9 B?

Generic name W €clloll ASA WA W HLA 1[SRAL oltH B % USAN (United States
Adopted Names) alL YJE ARA & Wal WHO (World Health Organization) al2l Hlo2
UL 8.

Generic oltd WL $3la eclloll st21215al (function/class) £20Q ® Wal AML suffix WAl
prefix UQL 8l & ¥ eclloll YsR (A yua 8.

Generic Name ol QAN ARAL:

o USH, 25 UA ALE W@ Al &l ®
o ER EC HIE WS ¥ generic name s 8
o us delils wal dolloll Gualoal 12

GELSRWL 1: Paracetamol

e Generic Name: Paracetamol (INN) / Acetaminophen (USAN)
e Function: Painkiller (Analgesic) + Fever reducer (Antipyretic)

GELSRWCL 2: Aspirin

e Generic Name: Aspirin



e Function: Painkiller, Fever reducer, Anti-inflammatory, Blood thinner

4 3. Trade Name / Brand Name

Ul 9 B?

Trade name A A £cll AU $Uoll gl AUWAA AUWRS oUH B.
W% generic £Cll HIS WAIN-WUAIL $Uo{lBl Wcllotll MAIN-HUEADL brand name URAA .
g€l HIZ2 ol €cllidloltHl cund Ulell AHLeA ollH URL L % 8l B.

GELERWL 1: Paracetamol

e Trade/Brand Names: Crocin, Calpol, Metacin, Tylenol

GELEW 2: Aspirin

e Trade/Brand Names: Disprin, Ecospirin, Bufferin

Yul dglclca] UlLe:

yslx  |lolld olssl 82 ®

GuallaL slaL 53 B BELSRBL — Paracetamol

IUPAC ollH | [UPAC

Chemistry students, Scientists||N-(4-hydroxyphenyl)acetamide

Generic sUH|\WHO / USAN

SlseR, siHlRRe

Paracetamol / Acetaminophen

Brand ollH [lecll $Uo(RA || €A, o2

Crocin, Calpol

7 gcllAloll oltHHL lleldl (Suffixes) — €clldlell <ol (A

TR

Suffix (2LAM e

e / GuAoL

GELSRMVL Ecltull

—vir

Antiviral €cll

Oseltamivir, Acyclovir

—cillin

Antibiotic (Penicillin <9{)

Amoxicillin, Ampicillin

—olol

Beta blockers (BP H2)

Propranolol, Atenolol

—pril

ACE inhibitors (BP ()

Enalapril, Lisinopril




Suffix (LA ewdt)

wy 7 GuloL

GELSRWL el

—statin

Cholesterol Y2l &

Atorvastatin, Rosuvastatin

‘—mab

HMonoclonal antibodies

Hlnﬂiximab, Adalimumab ‘

‘—caine

HLocal anesthetic

HLidocaine, Novocaine ‘

G € UM Eullcll Yyl Functional Groups ol ollHH
Aol AURAUR

Functional Group

ollMHL wleldl Adc

Gels0L el

‘—OH (Hydroxy) thdroxy HParacetamol — 4-hydroxyphenyl ‘
‘—NHz (Amine) Hamine HAmphetamine — phenethylamine ‘
-COOH (Acid) lcarboxylic acid |Aspirin — benzoic acid |
‘—Cl (Chloro) Hchloro HChloramphenicol ‘
‘Ester (-COO-) Hacetoxy / ester HAspirin — acetoxy group ‘

ol € tRAletl dttdlell (@R HUEAl (Paracetamol 3ol

Aspirin l-llé)
gdl IUPAC <llH Generic ollH Trade ollH || YJud GuAlol
Paracetamol N-(4- Paracetamol / Crocin, lg, guital
hydroxyphenyl)acetamide || Acetaminophen Calpol H2
L clet, guicll
.. L . Disprin, ’ ’
Aspirin 2-acetoxybenzoic acid Aspirin Ecospirin octs Blot2

2y sl sl

1. TUPAC ot A gclloll Ycll 3(8osct U el B,

oLl %33 B.

Organic Chemistryell BEN




2. Generic oll{ £cllo{l 329131 Ul B. % ollHHL "-vir" & Al W Aol AU B, "-
cillin" 8l Al A WedlotARs B.

3. Trade oM glR1 $Uo{l2A oML £cll AA B, % €Al dy WAW B,

4. eclvlloll suffixes ALE AU dRcd MR U3 ¥ el 585 320130l B.

(s (Conclusion):

gcllllo] ollM5R0QL A5 Wld HecelyRl [Ava & Bul eal Fal YsiRell B, Fcll WAR 53
8, wal Aofl Aol g B A H (Ao YUWACA sl B. TUPAC altmt [Asliat M2 B,
Generic ollH cAc2A HIS O Mol Trade olld AURA2 HE B. Chemistry students HIS €35
R UM 33 B.

g cllxlle] co(l$R0U (Classification of Drugs)

ludL:

gl A Al AWM drgA B B AL ReAl AHIA [BARDA AU 52 V. £l
GU2lL AL vl URCR M2, 8ls scll el Meslalal H2 Al B. declls eadl
HelRs Aol wWRRs areal YuRal HEZ Ul Gud(l 8. ealla quz ARl dla
UHY AslA A HER Aal ALK A adlgd sreunl wa .

1. u2A@ls oite uR WUR d ao(s20l (Based on Chemical

Structure)

gl Aotl URAUsUHL AL W ANAWs ogel wHd oyt 531 st B.
1. Alcohols (RUCSELA)

~OH % tnddl el
GelsRL:

« Ethanol, Isopropanol — dlus %®cllg] «llats 33 Guallol al B.



2. Amines (AHIE )

VUL UHL ollB2l%ol Sl B.
GelgRal:

« Amphetamine — %o GA(Rcl 52 B.
« Diphenhydramine — AA%THl GUoL Al B,

3. Amides (AHIE$U)

-CONH- %4 Hd 8.
GelgRal:

e Paracetamol — §UHLCl U clel HIR.
« Lidocaine - clsct ARARs RaUulAs go 52).

9 4. Sulfonamides (ACSlALMIE S )

~SO:NH: % tRladl ecudl.
GelgRalL:

e Sulfadiazine, Sulfamethoxazole — Aol s @, AseRaell C{[& A% B,
& 5. Antibiotics (Ae3loll2A R s)

B-lactam (R0l tRlclcl €cudl.
GelgRal:

« Penicillin, Cephalexin - As2Rale{l €lalc ditclle] sid A B.

2. (Bautett wotetl uRdl QO([S?QI. (Based on Mechanism of Action)



gl 2RRHUL 58 JlA siH 52 B, doll R,
GeLeW:

o p-Blockers — Propranolol, Atenolol — aedoll uotst Ll s2.
o ACE Inhibitors — Captopril, Enalapril — 6&S Q2R uall.
o NSAIDs - Ibuprofen, Diclofenac — §U{lcn Ul Al Yalsd.

e Proton Pump Inhibitors — Omeprazole, Pantoprazole — ‘Qaﬂ AR 2)11? 5.

3. AU Yool (520l (Based on Mode of Action)

gcll AZNR UR 9 AUUR 53 B, dell UUIR.
GELERWL:

« CNS Stimulants — Caffeine, Amphetamine — HO1% (32l §3, %9l ¥l HEE S2.

« CNS Depressants — Diazepam, Phenobarbital — H21% 2lld 8{’, Glel Al Besl
(seizures) 2.

« Bronchodilators — Salbutamol, Theophylline — 2 ol¢{loll 113 Slal 53, WRAUUL
HL2.

« Diuretics — Furosemide, Hydrochlorothiazide — QU6 cltll? 4L, 6&AS YR g
L,

« Vasodilators — Nitroglycerin — 25cl olo{lall yeell 53, aeall o{laulul Gualo(l.

4. A0 UR R qu[S?Ql (Based on Therapeutic Use)



gcllall s2AL A2 HIZ B, Aoll LR, SlseR H2 WY Gud( ao(ls:wL B,

gclloll ol GelsRul GuloL
AodloAl s Amoxicillin, Ciprofloxacin AsgRauell Sobselet
AlecllAe Acyclovir, Oseltamivir cllAY ULA (Herpes, Flu)
a@%alﬁ Fluconazole, Amphotericin B $ole Sohselet
Aol S URA A mlodipine, Losartan 6@ls VAR SlopHl AN
AodlsluARs Metformin, Glibenclamide saulldla we
P REE Fluoxetine, Sertraline Saﬁld, ORTRIE
Aol cBRS Paracetamol, Morphine, gullll L

Ibuprofen

AedlWARRS || Apirin, Acetaminophen dlel gelsal Hie
Wot|SoR FoRell SlHlal ot 52

Cisplatin, Methotrexate

UR(2 (Summary)

o Ecloll UsA uHscldl SiseRA Ao AN Ui 3l w3 B,
o (Al W, Au2A@ls siue A Bau axrcl GuA( B.
o Al ({520 AR UR Eciloll AURCAL BUEUR UR URL UMy A B,
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