wnfl 1

una

1. Us:zlugiwoedsussnavisiayl fu

- ] e ‘_b: ]
éﬂvathWqTagL?uuﬁuéwsﬂs:nauﬁﬂﬁhuuwswaﬂuuﬁnﬂunﬁ4qméqwnwsu WURIuR

(2)

Qméwwnssuﬁﬁﬁ(l) ARsm 0 g 1%@ﬁh1w(3) maaﬂauqméﬁwnSTuﬁana(u) 110w

(5) 7)

BAIRIUNA Y éﬁsﬂuym(b’ latuasmunish' Lonannffiuniuna sAnwa Ls1onatdans
ayWu§1sTagL?u L Iudn 5 & ™rR AaUan 5 Us “houdun S Nme 3 ek Lulgnadouandnsusznou
D §Otin L Ty oflugfain Tau leit 1N SuA fuda sUs naulaidls1oledun tun (isothiocyanate)

(8) ans

dtwuq:émﬁaziﬁﬁnsaywuéﬁsiagtfuﬁLﬂuma4u§4ua=ﬁamwaautwaaLaquﬂﬁﬂuduau
owAus TsTayL Sudtun st NanfAf fad auiudn sUs s noula Ta s Aa suoWAN Tmy 4851 3 T ana L Tufls
(branched chain hydrocarbén) wWasAUANsUS:noUD=AvnA MHTAs 18511 0 RDALTUIIUMIY
(cycloaliphatic structure)/ f:d7:7 5o TMWAduonA15uaNA" WFolduundn sUs znaudim§y

ﬂhndqv(g)

wonaindos 11 Jua $A99 (neducing agents) sadoudszquan
(nucleophile) ua=WQudhiusﬁuaanaﬂnTuLaqamaaéqsﬂssnauﬁqa 1 (debrominating agent)
Wunn Infies i Tnan sieenlunas LafundasUus snoudmSoYasn 3 4 UIINI198I1RNAS

 Usznouazaviien (aliphatic) 0:8"Jnan (alicyclic) pRonAaudNIsUsznaviainis -

1gnan (heterocydlic) | efhlst lodilundstdi duunsnenisapng 9 Fdeazlanananoly
2.  IAs<Asaswasdasussnavlsloyt Su

éwsaywuéﬁsiagL?Uﬂéﬂ?iﬂ?4é§54iﬂyﬁ91ﬂﬁa

f
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% —
2

R ' ' R



[ o]

3 L
R© R° R wum:z R oradwlaissiau woafa (alkyl)
wosafa (aralkyl) wofa (aryl) o:z/ldmaAn (alicyclic)

w¥oiainislwpan (heterocyclic) , filla

flansUs nouflmRnonfams (analog) ALAISUs=navlsToyifu  Tauidduuw X 1w
TAsqdsiaTnanpaidu 0 N wufa Se dandoisuningisy  (urea) Masy
(guanidine) wazidiaTugt Su (€€aénourea)  manm WU

AN ST LASIENTAS 3881 W fAusdasts znavlsToge Souvy 3 AMiauISiond- sy

(10 (] -~ -
) WU21 0 R 0eY01TRL WaTAN sUaNUAR Z THTRAS L AUAz

piunsad (X - ray diffraetion)
agﬂus:ununﬁuqnuﬂuahvmzﬂn?un%qinwaﬁuq§kcoplanan) A7I4U1 280 RUs s (bond
length) ;:M{qqﬂﬂ§haunb1uimstgu (G =" NYIO9% 1.33.+ 0.1 AO_ $EMI19AT TUDY
Mgainos 1Ou (C - ) 1.71 £ 0L01 A° s EMInanus:  (bond angle) woadmivos-
psuon-luTasiaw (S-C-N) 1w 122 % 0.6 W INIRSLau- M sUon-THIAs Law

(N-C-N) Ju 165 + 1.1°

Fmsuns funfo (nomenclature) maqﬁw?aywu§ﬂsTaQt?uua:éWTUs=nauﬁ
parunfaml  AiSs smanUsE LnANT 3 LAfuAs LASUs syns (IUPAC)  lasausaaldiduouns

ﬂ(ll)

3. nﬁsumfuuéwsaywugﬁsiag;?u

nqSmeuuéﬁsaywugﬁsTagL?uaqaﬁwiéhaquﬁSﬁhﬁoiuﬁ
3.1 (RfUNATNA1 TUS s NOUAT SUDU 1pJaimm~(carbon disulfide) uszioflu

(amine)(12) .

nedldhunn s LS undn s owius 1s Toy L Sudfaflosmanea e Tas Launs 1 TWins Lanly

vl 1 ua: 3 gnuﬂuﬁﬁq 2 éHquuuﬁtfunfﬁ 1, 3 - suaddaiss IsToytSu
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(1, 3-disubstituted thiourea) ( 1 ) imuivpisuawled’lne | R ) WYNSuTU

Insuafioftu (primary amine) Wdnsdam 1 @ 2 Tuatedunasf (1)
H S H
S=—=C=§ 2 RNH .___,\N ! N/ (1)
. = (== + - - .
o , 2 R~ \\R

(2) , (1)
vdo R 1Juwuoana (alkyl) wos1afa (aralkyl) wfo uwofa (aryl)

o ualsundniofudefmaatu dulvdna  21aufaudnsuleoan  Ledulunsedinus
Aansormus 1,3-1adualfatnadls TaysSolnelyiiman - luiaso= 084 (m-nitroaniline) Ju

-~ -~ -~ 5
Lud Rzposlvoiusouidwiafuwaufly 200 . Saaz  AsddNSun dadunasifnansuna

ouraslazdauL s Uansun lat et Ja o s (sulfur),(ls)

)

(hydrogen peroxide)(lu, TUukatl Sunvsolel fusilansonlds (potassium or sodium
(15)

latas L auilapanida

ToToflunaznsfe  (iodine and pyridine) s L anflaTUuRA -
CEeS)

hydroxide)

19usiuduinn (ethylpotassium xanthate)

_aqnnn sAnv nAlRgasnasLiaUAfSuad Wu{ﬁﬂéﬂ7”Lﬁﬂdﬁﬂ1ﬂﬂﬁﬁ§uﬂﬂﬁwd;ﬁa nym
1alsiomisunfn (dithiocarbamic acid) (3) gut Junsaff oy umaiuasnuunoonun e
T WANS o MUl on T fu wso1ofudiaz1aa1sUs snovuon s Sunlals Tonnsuniam
(ammonium dithidcarbamate) (4) PLOLIEY WESIHREL R 3 dynrurdanusaaiunlaus o
fiazladsUs znovlsToytL Suuasz s soda 1 1dUs synaduna s LS usdng 21mus 1s Toy L Sudan
A9 q tdu éﬂsaywugﬁsiagt?udamﬁa:naumaqisimsLqum741uimstﬂuﬂuﬁwuwﬁqﬁ 1 gn
unwl l‘a:maydqtfun{ﬂ 1-T0TuuafRaam 1sTaytSu (1-menosubstituted thiourea)(g)

sadaunasfl (2) uazfl (3)



. | I

RNH + S=C=S______*RHN-—,C-—SH (2)

(3)

S A
S
I o - _ N
RHN—-C—SH+NH3———-)RHN--C——S||NHL+|
. (%)
A " '
—————— RHN — @ NH, # H35 (3)

1uﬁquaqLﬁuqﬂuﬁlSﬂaﬁatmfuuéqsaywuéﬁsiagL?udﬂmﬂazmauuaqiaimsLauﬂsq
TuTes L antusumiad 1 uazﬂ;3 gnunuﬁéﬁbwﬁﬁiﬁtwﬁaunu 2 wgtﬁuuuuﬁL$Uﬂ5ﬁdu@u-
unasAoa 1, 3-1AdUARRYLma LsTayifu  (unsymmetrical 1,3-disubstituted
thiourea)(7) - fadunsfl (4)

S

. : |
RNH2 + S =i=S —_— RHN-—-&-—-SH

.. i N 2
RHN — C — SH + RNH, — ) |RHN— C'= 5] IRNH3|

‘ S D
A g Y
———— REN-SC—NHR + H,S (4)
@)

uananndﬁqsagﬂhéﬁsiagtEudﬂﬂﬂasmaumaqiaimsLéums§1uim7tauﬁquwdqﬁ 1
umz 3 Qnunuﬂ 3 aimauaﬁuuuvﬁ&funfq i,'3,.3-1msﬂbéﬂﬂ1xhﬂ IsiaqLEu (1,3,3-

trisubstituted thiourea)(g) fonaipSunlanlomanna st Buadustaduni s (5)



RNH, + S=C=S5§ 4+ RIN—C—SH ______

REN — € — SH + RQ;\I‘H—)IRHN—@—SI-IRQNHAJr

A

I
————— — L -——
RHN — C —NR_ % [H 8 (5)

8)

‘3.2 iAfunanndnsdsenausis W la ads (carbodiimide)(17)

T INa1susznou 1, AP IPa andana s IU TR (1, 3-
dicyclohexylcarbodiimide) (3) Léﬁﬁwuiﬂ?uqﬂbéﬂSUs:nauisiagt?uﬁqmwgﬁ-80-859
a:iéhaﬂnhdbaaé17Us:nau1m1dinaLsnﬂa1siagg§u (dicyclohexylthjoupea)' (&0) 73

aunsfl (6)
S

| SR T
O—Nzc--—u—O = H.N— C— NH 80-85°
2 2 ——,
(9) '

(19)

. (
3.3 (Afunannadnsussnoudfnouanas ¢ lotdlsTalguniun (silicentetraisothiocyanate)

froudqldunistaSunansUssnou 1 - (2, 6 = Taumflafila) Tstoyfu (1 - (2,
6 - dimethylphenyl)thiourea) (1) anUGASuIsenans 2, 6 - laurflaosAf
(2, 6 - dimethylaniline) (12)  uaz@Anouiansclo1d1sTalduniun

(silicontetraisothiocyanate) (13) fadunasd (7)



cHy -
CH
/ ) 3 .
Yo + Si (CNS) Fviang, 30 wnfl I
2 A — HH == C == NH,
_ 2
CH ,
3 | cH, (7)
(12) - (13) (11)

3.4 efunainansusznovlsysawledsivg < (thiurandisulfide)  uas

1 oflu (amine)(lg)
/ .
0ol (14) M UGATEAAL Low, 181 - Tawmfalsys 1wlea e

!
(N, N - dimethylthiurandisulfide) (%5) a=1mn315Us cnav 1 - tsmflg - 3

- MalstoyitSu (1 - methyl - 8 - phenylthiourea)(%e) faaunasf (8)

' 3% ' .1
. 7 / \ . friRnd, 15 o,
NH, + [CH_ —‘NH—€ C—NH—CH, ——m———)
2 3 / \ / 3
S—S
(14) ‘
n . (1%)
il
NH e C Wil G (8)
(18) -

3.5 Lm?uuaﬁnéq7U7znau1ﬂuquﬂ1ué'(cyanamide)(20)

Tngrunadleias Landalve  (hydrogensuifide) 1 lWWUanSuamu Lou-1a
(w151 - AaalsAEa) ldoadnlum C(NE di(B -~ chloropnenyl) ‘cyanamide) (%7)
floomgf 80 - 86° ww U dn. asledasusznou 1, 1 - lp (w151 - ARDTSAMA)
1soyifu (1, 1 - di(p - chlorophenyl) thiourea) (18) Tastsannasf (9)
_ HQS R i
(p - CRCLH, ) N-—CN > (p - CLC.H ) N— C—NH,

80-86°1rn4u Uy,
(17) , (18)

(9)



3.6 sfunainansusznovlsiowodfu (thiophosgene) Wz oflu (amine)(Ql)

(ol 1 Tum w0 2 TnawsidisUsznovlnsun§iofiu (primary amine)
LT URAsunMu 1 TnaeosdnsUsznavlsTovaddu (19) TRuyTana saunduuuu SN g
(reflux)lusmritazatoflidul, AaaIsWosUwin, wsaaxPimhaln
aunszﬁqiﬁnéq7U7=nauisiaWaéﬁutwﬁaaﬁasiﬁ%QSUsznauiqidWsiaiﬂUﬂtun
(isothiocyanate)(0) 1, 3 - "eduamfaiee tsTags s (1, 3 - disubstituted

thiourea) (%1) Faauna s (20 was (11)

S
cL — g—- cL + RNH ——iv@iaRN~c=s + 2HCR (10)
(19) (20)
S 3
cz—'c'-—cz + QRNHQ_M R A _ R s oomoe (11)
(21)
ﬁﬁﬂd%ﬂ?ﬂs:nauudnﬂum{§xaﬂu (secondary amine) a:1ﬁhamﬁmﬁﬁaqéﬂs

Us:nauisiagtfudﬂaﬁLﬂu 1,.1, 3, 3 - (ems=MANA e s To S (1,1,3,3- -

tetrasubstitutedothiourea) (22) faunsf\(12)

S
SN I

g /43 / /
Cf & Cm= CR 4% 2RRNH ——2-""Z.y RRN/—/C = NRR " “HCL . (12)

(22)

ﬁsﬁlwuﬂzﬂﬁwanwsLﬁfuuéﬁsagwuéﬁsiagl?uﬂﬂdluéqutﬂﬁﬁuﬂwftaﬁu (sécondary
amine) w%ouaisunflpiofiu (aromatic amine) ﬂhwgﬁaagaﬂﬂsau (electron

withdrawing group) snunuflozponeoslains (au



. . ’ 22
3.7 afunainAansdsznovloidlsTalWuniun (1sothlocyanate)( ) fadunisf (13)
S .
{ o H (/]
R-N=C=S5 + RRNH—___y RHN— C —NRR (13)

nsdidurs ¢ WAuNA 7L RS uNAT so1Aus 15 Tayl Sudfiafl L Juo=an Lsmashoals Toy. §u
(asymmetrical thiourea) vt 1,38 - adUaRfe Laemso 1, 1, 3 - 1msdbanﬂ7{ﬁm"isiau

1fu wfoulnsedamisimfun 1 - JuTw wSo 1,1.e 1mﬂbéﬂﬂ7;hn'1qiagifu

| | S
cuaflidona i Iulafsuontiil Qo nsunSioflu - nso \Zatln 1 ofluuasmy R, R uae

] . -
R oraiduuaisunng, oz&vN0n o 0201dAAN, 1ainisaafn  wiaidumyiofaflls

Uﬁh§uws:wfq4équ7=naunaﬂuﬂbiaid1sia1duqauﬂﬁﬁtﬁuﬂﬁn§0107sxnnnﬂuﬂaﬁn§bﬁ
(exothermic reaction) ﬂhﬁﬁa:aﬁuﬁﬂgha waanosoas  wans®ldaanusoudiulunis e
UpnS LN azaoL MY Rz atuwoanoada it with Tuy Apag s Bimsostvitazanui dou (inert selvent)
Lol unu Ingdu n?aaqqﬁdﬁ?ﬁu;ﬂaﬂbqﬁﬂndsLﬁﬂéﬁfﬂf:ﬁﬂUg?Sﬂu (23) ova Leufl L AnBunan

ANy (1)
i
R—N=C=8 + MeOH_—__, REN— C —“OMe (14)

(23)

*

<
nﬁsmeuuaqsaywu§ﬁaidisia1duqLunLﬁaﬁéﬂuUQﬁ§UﬁﬁhnéqqanqﬁﬁiéhaﬂuﬁSﬁhdaiUﬁ

. . 3
3.7.1 mSunaindisusznavlsTonoatuuaz 1efu (thiophosgene and amlne)(Q')

#r4auna sl (10) g anaq1uuan

S
ol 4 R.I\'IHQ__SZ‘J_#“_W_,R_- =Cc=S + 2HCL

QsdtwuqzﬁwwfhnﬂsLm?uuéqsﬂs:nauxnms:dﬁéﬂﬁv«hmlsﬁaq&?uﬁiéluaquuuwﬂa1ﬂu (paPhthy—

o~ - - : \
lamine) uazAaaisudTsuuliniofiu Lo aaLn-maoisuaiTuuﬂnLaﬁu(g~chloroaromatic amine)



4 ,
L) stiaunns

3.7.2 imfuNanInN1sARI Ul BaIAT s oS IsToyl Su 2
.
- 'Q . _ -
RN —C —NHR — 4 R—N=0C=5 + R—DNH,
ni1saatu Yo’ sUssnav 1,3-1ﬂﬂbéﬁﬂﬁme'1§TaulQU anarflatauldnse

usdRRRIS M ufa axgpmiowlalase

ua:uunuamﬁmﬁﬁufaﬂ§banuﬁiﬁﬁmu7§n§uiaﬁw

'Lﬁuﬁﬁqah«nafﬂéﬂrUsznGUﬁaIﬂisiaWﬂuqLunﬂxﬁmﬁhﬁluéﬂdauniqaztJHWUuﬂuﬁLUdﬁqu

L] -~
natie tdunis i nSondnsusenou (2,

4 - lamaaisfifla) 1ot lstalduqium (%H)

arnnnsdanutaeos 1 - MR - 30 (2, 4 - VlapaalsMla) 1sToyi§uv (1 - phenyl -

3 - (2, 4 - dichlorophenyl)’thigurea) (25)
1aAaoisozAf%u (2, 4 - dichlorocaniline) (%6)

(phenylisothiocyanate) (27) Al &g s (15)

Ce-

Ty i
QUHI L Yog

By - (e By (S

(26) (27) (25)
CL :
dil. HQSOu CcL @ NCS + CHNH2 HQSO
navlavn 4

(24

Mutialoidls1aldun vwm

ngﬂmaﬁnﬂgnfuquw{qa 2, 4 -

©

(15)

wonainfidnsusenovlaidls 1o e vwnds L aSusinananasAdqufawo1dn sussnav

niuuatalstayifu (monoaryl thiourea) (28)

Aaols inedw (chlorobenzene)

TmuﬂﬁhQﬂu§buﬂ 150O

g3

wunuAnteflal nuL onfriiazRIvEBNNTUARAT 1NN

Us30A N1 AuR=ANAAIU0 RS L Rusidinos ofiafiign Momsin (light petroleum ether)

Upnsvrfudnslaniudunisfl (16)
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.o " o ’)o ’ ' i
—-HN-—C—-NH2 ____1_5__L__, — N=C=S + NH3 (16)
O
(28)
n,

3.7.3  1nfusainnasaanusmeo won e L Sunials TR sUI Lam (2?)

(ammonium dithiocarbamate)(Qu)
N
RHi\'l-c—'SNHu THE  ~—y RNCS “+WINH X + MS + HX- - (17)
(29)
N

frotauntldlugnsuad (45 J#ia L onfimmR01sWos L3m (ethyl chloroformate)
ﬂoﬂ;da;f(II) ﬂhtwﬁ'(copper (1I) sulfate)uszifam (II)mw§ba;un(lea§(II)
carbonate) nﬁséh(ﬂ§1:ﬁﬁmuﬁﬁﬁxdaigﬁﬁsUs:nausaﬁyﬁanuﬁﬂa -, Jy0a-,1979TUs0a-

uaz i unganfua s lanasmtm i Sunorlgasnn

3.7.4 1eSunaandandlalsialedun L unuazaasuss dovanlan

(alkalithiocyanate and organic halide)(Qu)

ﬂ@nﬁuﬁﬁ%ﬂmﬁ7nuéﬂ415§30aunﬁsﬁ (18) srafd

Ree |+ iwseny L L1 BPpsen \LLJ8 1\l Riics (18)

a0 sfannfindaseh Tudhs Adnngoad wantsanaidn 1 011 - u$hana 1t sUs znovivuna
(Wunls1oldut iunflunni fime  UPNSoSiumnzdmounis infundisusznovioda -, uoafa-
wazuos1afa 12T ls 1o lduntun s trfundnsusznavlatels Talgun Luniau1sdaiunso
Us zyns ﬁunﬂsLm?uuéqsaywuéﬂnaiﬂﬂaisiaggEu (glycosylthiourea) #&iaznanafiy

Tunaunold
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3.7.5 imfunaindnsusznovldurlusuazlduriun  (cyanide and cyanates)

Hadunas (19)(‘5)

RC2 + S + NaCN —=—3 RNCS + NaC% - (19)
quqQﬁﬁwfunq7Lm§uuuamﬂmﬁHﬁU§uﬁmaquwn 1 tW:ﬁ:éﬁs§4ﬁhwﬁ1ﬁ?ﬂuuazsﬁann

3.7.6 1mfunaindnsus snovdannlads 1o 9N L unuas L ofulatfseaols e

(alkali thiocyanate and amine Rydrochloridel?SIi, o 0 (20)

foo

/
RRNH.HCg " NHHSCN ——— NHqu + RRNHQSCN
S
A VA | . .
————y RRN - C - NH, (20

TﬁﬁunﬁsnmguﬁayWug L-QTUIURARAL (Rm WaE 1-19%@éﬂﬂiiaagléiag;{u_fﬁﬂﬂm#xﬁu '
walsunbnuazazQvinAlsToy. Sy

) - -
3.7.7 efunainmnsdaiusieolloalRosgadnsalalstanisuian

3
(dithiocarbamic acid ester)(26 fTAdunas (21)

. |
A
@—HN—-!!—S—CHa ——) @..Ncs

89 % o (21)

3.7.8 VatunaanTSudsldiuns. (Sandmeyer reaction)(zb)

Taundn sUsznove = (aniline) (14) Lot RS o AUnsalunsd (nitrous
acid) azlaaisusznovlpasid  (diazo compound) (%0) g1 dorrpnsuanuredidas(1)
1s19Muniwm (copper (1) thiocyanate) azlsansusznoulflalsiolduiim

(phenylthiocyanate) d1darusfaunaazladnsusznouMlslotlsToldun tum (31) oty

Auny (22)
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@-NHQ. +  HONO  —e— @_Nnn-@

(14) S

CuSCN E@SCN ____i__;@_Ncs . (22)

(1)
»” l . - -
2.7.9 iafunannidsuuade w8s 1ou, Low - latanflalsiomisunfla PRalsme

./ —27
(formamine and N, N - diethylthiocarbamylgphlorld;‘ )

. p ' ,
1Aoldansusznouvosalngdu /. (327 WUAASuARU Lou, Ltou - Imionflalsia
- .
1sTomisuifianalse (33) TR ARRILOU S AR 5121 18 s RN 0ARD TS LUnSuun. 2 g,
fb Y
azlmdnsusznou (2 - maalstida) laieflsialaduaiun (84%) lwuSam 65 % woq

Usunafinasas laniamneg Ugn§0ﬁﬂ%quﬂsnuém41ﬁﬁﬁuéunqwﬂ (23)

, 2
c g @-cz -
]

NH2 + .Cl C—N (CQHS)Q Swdned , 2 eun, N=e=*
2 5 | (34)
[ —(23)
[(C2H5)2NH.HC2] : .

3.7.10 efuusindisusznavigfanfiu (silylamine)(gs)

a0 mansUsznau tou - (a8al-01 < o802 umd (N - Silyl - 1 -
aminobutane) (35) Lo WANSUAMUAY sazauA suoW L adR InaflgomgR - - 5 - 00:'*'
1 on. wasflgamgn 0 - 15° 7 on 1 o, waa Al minsunadiuuy g (ref lux )
WAIsazgrpIRsEaD s Lamflaldiauw  (trichloromethylsilane) ‘lwlmsionfianfu
(triethylamine) wau 1 du, Az lAuARTmM fau - 0RTaTR ls 10 ldunr v

(N - butyl isothiocyanate)(%G)'.%uU§uﬁm 82 % poaUSsnndr sl saslannamaneg
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Faaunasel (24)

n - CquHN - 81 - (CH3)3 + §=C=S5

\
7
(35)
n - CquN =C=§ .(2n)
(36)
3.7.11

rfunatndisusenadivins. (nitro compound)(zg)

tHoansus znoviamaad RS ingdu (o - nitrotoluene)(%?) L8ITT

UANSuAMUAY suaWLada Ie A maathiaf L Mmotigomgh | 160° T 3 du.  Tmufiiel flus

(wnen - (snflRlsToMiuwan (Sodium meta - methyl thiophenolate) 1dwiua

azlauAnmmuasdnsusznauiamad - infalafflsialduiiun (m - tolyl

isothiocyanate) (%8) Twlssam | 86 % ﬂa4U§uqméﬂ7ﬂﬂ17a:1ﬁhqunqugﬁhaunﬂrﬂ

(25)
¢
NO, + s=c=s5 —————) @—
160 <, 8 ﬂN
. (38)
CHS (%7) CH3 g6%
(25)

3.7.42  (nfouainansus =naudQiuans JuflafAaalsa (imminocarbonyl

chloride)(ao)‘

Tauinansusznoviandn ismflaladals oy  (hexamethyldisilthiane) (%0)

njhsSuafuLon - MlannsTUANIAJa ARalss (N - phenyl carbonimidoyl chloride)

(o] )
(40) flgomp 170 .7 wiw B0 dn,  ndue A LamflanaoTsldiaw (trimethylchloro-

silane) oonunarlanARfmpoId1sUszNaUAGA1a I 1s 10 guniun  Twsum 51 %



posunadnasas lansmnulttadunisfl (26)

o}
. : | _ 170° s

(39) : (40) 50%
(26)

3.7.13 efunannansUsenauloidunsa (isonitrile)(mj

(osundy (reflux) @i sa-aiuun1aisUs =navaoin- luAlalo 1 lunsa
(o - biphenyl isonitrile) (%1) U et luitflsadaimiing 64 dn. A
anAatmeasa sUsznou 0038 - Multdalaieiistaldus tun (o - biphenyl isothioe-

cyanate) (42) #idunasl 27

-,C_H: .
s
AE NG
+ -
N=C + S ~ = @ N==C =S (27)
g ,
(41) Swidned |, 64 ¢, (42)

3.7.14 Lm?uuaﬁnéﬂ7U7:nau1ua§aaan1dé'(nitriloxide) TRautIusaInan 1

(intermediate) 1,-4,,2 = pandplsanida 144, 2 - oxathiazole)(OQ)

a1 sUs :nov s TnlunSaoonlds (mesitonitrile oxide) (43) garin
Uﬂﬁ?uqﬁbéwfﬂs:nauﬂsTQWiﬁu (fthiophendne) (44) RN s VOVt smsEARa L saffusAsan
dflpnmpivios uussuaniAluiasian  asladnsysznou 1, 4, 2 - aond1lsanids
(1, %, 2 - oxathiazole) (45) d4q:éaﬁuﬁaiﬂq:iﬁ%ﬁ7U7=nauuuﬂﬂa1aidisia-

iuniun (mesityl isothiocyanate) (46) fadunasfl (28)

14
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(ug) ~(28)

H
Ty I
CH, C=ZN + @ C —_—
(43) s (u4)
4V
CH,
____._____—) . Nes C== §
. S CH3
k Ph ;
Tal :
CH, ‘\\O RE §H3

(u45)
X

3.7.15 meuuaﬁnéqfﬁsznau;anﬁauunﬁxduuiusiué'(ethylmagnesium

bromidé)(33)

Tmulﬁﬁwﬂﬁﬂ?uqﬂba:ﬂauﬂutmﬂs=1sim7w7ﬂuﬁ0sﬂﬁaﬁnJﬁ PunduLUU SV <
(reflux)  INUssuInIAROS ILTAS LANWIN 4 o3, w283 B0 aundunuusndn oimua suow
1mﬂhlw5ﬁu1mms:1aimrﬂsqudn 1 gu.  nduiormsuonwladangoan  uaaMAlINs DLuD
daudivta (residued) g |flgamgs 220 4 oS D 94y FasTaan sUs snouRtlalotd-

1si0lduniun  Aeadna s {29)

0088674
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( N
<<:::>}—-PKPEBP)2A

| | THF
NH, + EtMgBr —>

CS,,/THF
swnd, U o,

MgBr
N’/’

\ N

(3=='§
I

SMgBr
lﬁﬂ-juoo S, ; \ -
4 .

I
(e
i
w

(29)

4. nﬁstm?uuéqsaywuéﬁnaiﬂﬂaisiagx§u(glycosylthioufea) orainSunln
ounanay 3 18 Mamolud .
W

/ A\ Y
4.1 Lﬂ?ﬂﬁﬂﬁﬂéﬁfﬂs:nauisiaglEuua:naima‘au) faaunasd (30)

. b
HO . .

H S
2 | g NH
A 98%H,_S0, — T
C 4 .“;21.' e[ th 600 v ) - -7 OH . (30)
HO OH , . HO
OH OH
80 %
4.2 ieSuuaanansdsynovloldls Teldun tunuazaATumngiaa
(isothiocyanate and-aminoglucose)(35 > 138) #ydunnsf (819
R S
o u
HO—— I
L___. NHR Ne— C— NH
MeOH,angﬂﬁba
oH + NCS > O (31)
"HO HO
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4.3 LS onaINAsUs rnov1natada loldlsioldun tun (glycosyl isoethiocyanate)

ua:uaﬂu(a?) faauna s (32)

' )
AcO _ Ho "
o Q NCS . o e
. MeOH, @Eugfivas HHae= C = NHR
+ NHQR N (32)
OAc OH
e OH

5. améuﬂhtﬁuvn%nwsémnauuéeaaqéﬂsaywuéﬁsiaqL?U (38,39,40)
éqsaywugﬁsiagLfuéquqsn@mnﬁuuéqiuéqqqamsqiqiauammaqwﬁisiau (C = 8)

wugranrnuunapdu < 300 Tmmd 0 S dudnsazane HQSOq wazf 20° Arunsngandu

uéaﬂudqqﬁuﬂsqL?ﬂmaqﬁﬁTsiau (C £ 5) flanaafl 4030 wyo:01u  (-NH 9150 —NHQ) ul

3220 w$a 3400 <m t

6. AxdsBNI 1 LAdYD AN sOWAIS IsTayL S

;daﬂaqvmqahumziﬂsqé§341utaqaimuﬁbiﬂﬁhﬁaiﬂﬁ

a:cﬁuWﬁﬁﬁnﬁuﬂuTuLaqaua4éﬂsagwu§ﬂsiagtEua:ﬂﬁaﬁvuﬁdauﬂs:auun (nucleophile)
ua:ﬁquﬁﬁﬂuﬂraaau (electrophile) FmsunaniJustidowdssquan (nucleophile)

fuonaaznasatamnsnduivad (basicity)  dyazfunnmfonsuusyrtumrli a1 Wunifloznow
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4011875 1aun s IUTRs Lantus w1 usef 3 29 Ouduand i Znasou (electron
donating group) weorafa8 Sansou (electron withdrawing group) o1idu

andndianmson  Amiduivdvosdnsortustdaz iy o idushfa g Bmmsou  Aoan

1BuivdvosdansouusBazanas

LdaqaﬁnnquﬂuiuLamauaaéq7U7=nouﬁsTagt?Uazﬁﬁqﬁduﬂdauﬂs:auqnuaédau
U5 23aUAN soRs R o B 1 U RS U L AR 9 MBuadnaatean SaouTufaS o aus
(reagents), airsflanu (starting-material) waze2nans (intermediate)

N5 L ATUNAT SUT 2 NoUdUNS Luan L UBRdea s nala tTuso ‘ Famaiug

6.1 1 usragouds=auan (nucleophiie) daéﬂunsnﬁﬁqaﬂfuqﬂbéﬁéUs:naU

(] - (]
19 M lavatuoun Ly 4

(u1)

6.1.1 Muaasdsznoudilas (halogen compound) idu Lo%a-

WOARA- U231ARR-  uaziBiNTsIWAGREY lanaz lnowils B0 1dn sUs snovyTalsToyL fu
(pseudothiourea) w?aéqrﬂ::nouiaiﬂisiagm?u (isothiourea)(%B) upnsung
a:dqunq7LﬂﬂLnﬁaua4éq7ﬂs:nauﬁimisiayi7Lﬁuu {(pseudothiouronium salt) (47)

nowua 1 BT UANS un fusn <AL 031 3l anARtaflRo ana s s ania s (33)
: 4 SH
S | &4 RCR

U 'y —a T RN == ( = NRR
RHN == C == NRR —

. . |
+n | 1dil 'Na0H RN = ¢ — NRR _ (33)
CH.NE = C -~ NRR —) | .

SR SR

(47) (48)
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"ny®A1gA7 sUs cnout 08aon Tamtiu Ldaiﬁhaqu§buq=LﬁmnﬂftUduuuUaaﬂﬂnwﬂeuaawd
naGaaﬁna:manaaﬂhtW0§Lﬂadﬂa:mauuaqiuTmsLau (acyl transfer) vuigdov
arsUsznouTaiuuatalsloyifu (monoarylthiourea) v WANSuNAUATsUsznovenlan
fuusnladsUssnou 108 - L08R - Low - uafa Istoyifu [(S - acyl - N - aryl)
thiourea] (49) Ldaﬂﬁthu§buuéta@aLUduuﬁﬂuwﬁq Tautuduusnlndnsusenou -

1 - uo%a - 1 - 19%x1sTayiSu (1 - aryl -4 ~"acylthiourea) (R0) un e luft
galaansusenou 1 - uaSa - 3 - 4adalsloyifu ({1 - aryl - 3 - acyl) thiourea]

(%1) sfadnnn sl {34)

3
I
PR o~ ]!-: _-——5 I
Al O lE, Hli — C =NHK
i
f S — C R S
K-C-cCg l A I
EE— B e (= NH —_— ’,’ o ( ——NH
(49) ﬁ-"ﬁ (50)
’ S 0 0
, @‘E.;—L-—NH - (=R —(34)
¢s1) |
A%
6.1.2 'MuatsUsznounasinaglad (formaldehyde) Was rgnAunn s L aflv

(42) IﬁhanﬂmﬁuaqénsUs:naua:ﬁiuuunﬂaiaid\siaguFu

(secohdary amine)
(aminomethylisothiourea) (22) AWwsnam 50 % vaqéﬂfﬁﬂnsaziﬁhwuﬂqua e

aunnsf (35)
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I
— C ——=NH 1 T(C
H2N . C NH2 + ChQO + 1 (CHS)2 —_—

HH

e NHome CH. o= S e  amm }
(CH3)2 N CH2 - C NH2 ‘(35)
(52) 50 %
y — . . (b3)
£.1.3 Muddsusznoulashanis mfland sOuas (trichloromethyl carblngl)

iﬁhwsﬂsznautaxﬂisidnan i -y - é Y PO 1so1I8mtun (2 -

imino - 5 - phenyl - 4 - thi@zolidinone) (53) Taufhls Toy Sudarf wninfl Jusragoy
Uszquin (nucleephile) Léﬁﬁwqgnfdnﬂuéwsﬂs:navﬂﬂa {lasArasMfa) mq§buaﬂ

(phenyl (trichlorophenyl) €arbinol) (54) (luansazaruivundiFunlansonldaflazany

19
Wsmavaatlgomgn 50° 24 ol eeduna A 486

S
H,N - g - NH + CH. - CH - CCt

KOH, MeOH
7
2 2 - S 50° o4 w.
(54) oOH
N
C_H
6 o , (36)
' (£3)
WHe 1 4 Mgl susznovAaal s+ Malnadainadu, (chloroacetylglycylglycine)

(44) Vool WARSLAAUIS Tay LSt ormnvaaiqomgs 60 - 65° ¢ waw 1 W

(35)
LRI BN RUNASUUUINENEDIN U0 uafl  IeAasUsznou 4 - 38TW - 4 - 1s975J8RTwy
(4 - imino)-L-thiazalidinone) (36)  WnSunm 75 % vowuSunadasflinasasls

Aamnuduinsundatun souadnslaeannasd (37
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Is

CH. o= C — NH — CH,_ — COOH

| ? i ol
N .o .‘. Et
NH = C— CH,— C2 + H N = C — K& _o*_i_)
I Svidng 40 uadt
0 (5%
0
0 I NH = CHy == COOH
T‘ THQ—' A 5
. 7/ L (37)
/k w7 Nl Ak
. S 1 .
(58) '

6.1.5 Muaisdsznatlalunaos cmidulandsvondian (dimethyl

5 4

acetylenedicarboxylate) (37) ThansUssnou emfla - 2 - LrflRSNTu

2, 3 - 1lalains - 1, 3 - 189194 = 4 - 308 = 6 - Arsvandian  (methyl - 2
- methylimino 2, 3 - dihydro-1, 3 - thiazing - 4 - one - 6 - carboxylate)

(QB) sraaunnsf (38)

CHy— HN=— C —NH,, +  ¢— COOCH, HecH >

a1 Quampdvoa, 24 du.

€ — CODCH
3

- R (57)
H3C : CunHS N
(58) | . £38)
o . 9

6.1.6 Muaisusznouionfla  Lomond LamfIdwleud Tuos@uem (ethyl

~ ethoxymethylene cyanoacetate) (29)(u6) TanAnthmeoadisusznou 4 -
orAN5-ANs LUMaMl-2- 1o uFAJIMSNM (4 - amino - 5 - carbethoxy - 2 -

mercaptopyrimidine) (§0) Fadsnisf (39)
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NC O 1
~ //£OCC215
C

Hzﬁ—- C —'NH2 + .
S 7
H. 0 H HS
(59)

6.1.7 mMudasusznagoals-lamaolsn (ortho - dichloride)  fianas
. , (u7) .
tdontasaasnaJuguasums (ndng closure) g aun L duidonansusznou 2, 3 -
InraTsAtuondadu (2, 3 - dichloroquinoxaline) (81) T UANSuNUAN s
/

Jsznou Lo, vou - TaffalstoySo (N, N - diphenylthiourea) (§2) Imurinnas
ﬁhnﬁﬂuuufﬂﬁh{utannquaaﬂﬁ%nsds:nau 3 - ] - 2 - ATROATW - 2, 3 - Taletas-
150118 (4, 5 - ) misonda8w (3 - phenyld- phenyiimino - 2, 3 - dihydro-

thiazolo [4, 5 - b] quinoxaline) (63) Falmua 80-% wausunaflngs annamnu

#adunn sl (40)

.] ° .
i e EtOH
£) e S e ) Fre s
2 6.5 65 ?Wﬂ’ﬂq}

(62)

%;\ - CGHS --(‘40)
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6.1.8 Mudrsdsznou 3 - 2:@a - 4 - Tlamsondanntu (3 - acetyl - 4 -
(+8)

.

hydroxycoumarin)(64) 1ﬂuﬂﬁﬁ§ugn§Uﬂﬁu1uéqsa:aﬂuiﬂtﬂuuﬂusannquaa, s
nAUWLUSHAN < reflux) wau 48 gn.  leAasUsenou 5 - pz@¥la - 6 - (2 -.lp
lopsondfda ) - 2 - (1 laissiaun) - 1siaﬂ$ﬂﬁu - 4 - (3 - Tlatesiau) - Tou
(3 - acetyl - 6 - (2 - hydroxyphenyl) - 2 ~ (1H) - thio pyrimidine - .

4 - (3H)-one) (§5) tadenn s (41

OH
N COCH3
t
+ I LSCENE G Y
o V= - 7

0 Snidno! U8 Yu,
(64)

N

6.1.9 mMudrsUszpaufisu (ketone)(yg) Homnduuuusrdnd(reflux) ans
Rratuwdiansusznou 3, uv- 1eARa s 1 uwdals Toyt Sou (3,.4 - dichlorobenzyl
thiourea)(gs) MAZIARLonY Tl (67 Tudnsadan 177 2 fuatlunsaloinsmaosn
ORI SUS £NOU 1o e (3, A~ LaRaalseUNTR, = 3 = 12 - (l2ipaiand- 1 - 86K)
QTAatendr 1.- 98a 1 sloyifu (1 -(3, 4 - dichlorobenzyl -3 - {2 -

(cyclohex - 1 - enyl)cyclohex -1 - enyl ] thiourea) (68) adunast (42)
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I
@CH ~~HN e C = NH + 0 conc. HCL
' Svidng

(66) . (61)

—-@-CH—-“ ~= C === NH ‘ (42)

=)

6.1.10 maﬂsUs=nau‘ls‘Iayt?usﬁ'wﬁu(so' tdaW'xmsﬁun&awu}’wa’ncﬁ :
(reflux) éﬂ?U?:ﬂOUiSTOQLfU'luET’aﬂ"’lﬂ?R'\Ul.B‘nﬂ"lu@é waa B lAns A laTAs RO SN L BN
gu uRr 30 % laimsiaWiuagonlan (hydrogen peroxide) ArsUsenovlsyLfuria
Ugn?uwnmaﬂﬁawth:nau 3, 3 -/ ladATw =2, U 7— lafla - 1, 2, 4 - lso1lm-
onigafMy (3, S5 - diimino® 2, 4 -'diphemyl - 1, 2, 4 - thiadiazolidine)

(Qg) TS 78 - 90 % uaquaff’lﬂ"slﬁ'mqwﬁﬁ‘qéumfﬂ (43)

P >

- 0 _ ¢ (1) EtOH, Swvidne //l ..

2HN = C - NH - Cgllg ; HN/\S/N-CGHS
(2) conc. HCf&, 30 % H202 (g9)

(43)

6.2 WidwsedniUssu | (debrominating agents)(sﬁ
1Hova@asusznou 0%Ingy - Gumﬁiuaﬁﬂ”lm'iu‘?lm\' (erythrocinnamic acid
dibromide) (70) majuﬂbfls‘lagn?u‘lu;avmquaéff;mmgﬁ 50° , wiu 8 du. lanse
nswd - JuunfQn (trans - cinnamic acid) (Z‘l) Mmua 92 % QaN?mméwﬁms

Temnamged  Upnsuadanansnudnslantuanna st (4u)
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HoH 5 C.H
o R “6's H
Coig - C—C —COOH +  mii—c—in, —ERH L OEN T
[ 50 o, 8 Wu. y” AN '
H
oL COOH
| 7D
(79) @ _ R

6,3 1&10u§tatauéﬁunnstﬂduuéqsﬂs:nauaq1aélﬁuLua§hﬂUunuw€aimﬂh1w6152)

[ ]
frhounsiedu

6.3.1 ﬂhéﬁ?ﬁs=nau 2 /] - 5 - Aadls - 7 - wunflRAan i -
(1,2, -10 ] asqew [ 2 - phenyl = 5+ chloro - 7 - methylidazo -
[ 1, 2, - 10 ] pyrimidige (2) viou mamnnduuuusnan X reflux) - My
TsToyi Suluiummiuoauiu 2 g8, ladqsuszrau 2 - WA - 5 - uasuedin - 7 -
iwrflafsn i - [1, 2 - 9] AeAfe (2 - phenyl - 5 - mercapto - 7 -
methylidazo .- [1, 2 - a] pyrimidine) (13) WS 80 % uaqU?uwmﬁﬂafas

arlapnamnuy]  eraduna s 1454

i
" . Me OH

Fnand, 14" ou

_(45)
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6.3.2 Mualrsdsenav 2‘- wWAsT - TUSTHRER - 5 - ARDTSONRNTY -
{1, 2 - vl ®saMu (2 - p - bromophenyl - 5 - chloroimidazo [1, 2 - al
pyrimidine) (Zu)(53) 1ALARMME0 A1 sUs cNOUORA (2 - Wash - TUusTuRfA - 5 -
50mid - (1, 2 - 18] MSAM Jalvm (vis(2 - p - bremephenyl - 5 - imidazo

T (1,2 - a) pyrimidine)sulfide)(§9) Fadunnsd (u6)

N. K S
= \n/ Lo Me OH
. B . e C — —_—
/ ) + H2N C NH2

™ Switnel. 14 e,
of 4 (74)
N N, .
4 .
, Br C - (16
N / :
S-1, (89)

6.4 lgidumsaad (Feducing agents)

6.4.1 ﬁwnﬁﬁﬁnﬂumh?ﬁqéﬁugﬂﬂaaaw$agwu§ﬁsiagL?uimaanidﬁ»

)
(thioureadioxi@e)(?”’

éﬁ:ﬂf:nau1siagz?uﬂmaanidélﬁuﬂh§ﬁ7ﬂﬁﬂﬂs:iudﬁhﬁud4;daqaqaniﬂuua:
$1ADN 18ﬁunqsLm§uuéﬁsﬂ§:nauuaanaaaéﬁqnﬁimu éhadqthu n1s LURuuAY sUs Enau
vgoo15lun  (fluorenone) (7§) 1idudnsUsenoungaatsuwaa (fluorenol)(77) Yaw
iﬂu1ﬁﬁ1ﬂﬁﬁ?uqnbisiagm?u1maan1ﬂéﬂuéwsazaquiﬂtﬁuuismsan1ﬂéﬁutannquaaﬁqmwgﬁ

900 SWIH 2 Y, faauni s (47



NH
@ li NaOH/EtOH
Nee ¢ —50 BEE—
' * HQN 2 o

90 , 2 elsi,
0 (7§¢)

' (87)

CH
(77

6.4.2 1J§dhuéiaﬂsanﬂ(55)

vHavndnsazano SO0 - Mg lamsond - Y, 10 latsmflaunowns1Qu
(8, 10 - dihydroxy - 9,10/ - dimethylanthracene(ZB) 1uinaauwﬁﬁhn§huuu
swanrjnbmmnzauaﬂsiawsu‘tu 50 % nseasdfn  lPansussnou 9, 10 - laim-

fauouns1du (9, 10 - dimethylanthracene(79) dadunasfl (48)

H3C OH
S _
A 2 FEEChEE
t HN—C —NH, ——>
OH 50% HOAc, Tngdu
H.C 78
3¢ oy @782
3
(48)
CH3 (7%)

6.4.3 MudrsdsznovoondFRsiu (oxazilidine)(’SG)

tfoMansUssnou @4 - 2, 2 - lasmfa - 3 - Mla - 6 - oone - 1 -
oz WldiAa (3.1.0] 1amigu (cis - 2, 2 - dimethyl - 3 - phenyl - 6 -

oxa - 1 - azabicyclo [3.1.0] hexane)(80)  vimgfSuulsToy. Fuluiamiuoa
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Aonmgavosniu 8 o, 1pansUsznou 5, 5 - lasmfla - 4 - M - 1 - MisAu

(5, 5 - dimethyl - 4 - phenyl - 1 - pyrroline(81) ‘lw$um 82 % seaunas

A (&9)
CGHS‘, S CGHS‘\
HyC . HQ'N‘—!:‘O_&;HQ ~}:t-OH “3: N .
H,C o L LT TR
(89) A N (&)
(57)

6.4.4 mMuansusznavloaas Japanian (cyclicperoxide)

AarsUsznau 3, 6 - LUaéanﬂ -ganh - saunadTAn (3, 6 - peroxy - a -
damascone)(82) RS uAUls 1oyl Sululammavoaflgamgvio aunw 8 tis. WAAY sUs =NoU

3

*

6 - lalamsond - woavh - MryiATlAW (3, 6 = dihydroxy - @ - damascone)(R3)

Tuwdsunm 75 % uaqﬂ?uﬂmuamnhﬁﬁﬂqslﬁhqunquuﬁhaunﬁ7# (50)

f
o | . OH
Bl A€ Lfing | 08
2 2 ] 7 H
MY, 8 du, (83) 3
(82) R
(50)
6.5 1J;ﬂu§xatauﬁﬂunnsLuduuwﬁlamsanﬂiutﬁuthua§hnUunu(58)
1/ .
aanansusznov 6 - lemsond - 9 - (2, 3, 5 - las - Y2 - yunda -

/7 v /
LURn - 8 - 1sTufas1Tu88) (Ruafu (6 - hydrozy - 9 - (2, 3, 5 - tri- O -
benzyl - 8 - D - ribofuranosyl) purine)(84) rdaﬁﬂqgﬁ?uqnbdh;wafanaaliﬁ

(sulferyl chloride) “qunral swosuuAImHnAuuULSWANdIU s Yoy fulnl U 18
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/s 7
Ar5Usznou 6 - wmosuAuis - 9 - (2, 3, 5 - s - 10 - (Uuda - usn - A -

. ¢ 7/ 7/
1sTutasniwda) 1fuasu (6 - mercapto - 9 - (2, 3,_5 - tri - 0 - benzyl -

B - D - ribofuranosyl) purine)(gS) faaunasfl (51)

cs ‘
\ ll

O § L{ HN—-C—NH2

L\\ N _ fldng, 1 W,

0Bz

|,/’O
(84)
0Bz 0Bz
SH
N ¥
@ (51)
N
(85)

6.6 1Jlﬁufuataum1unﬂs;Uduuuga AT TReTA s 00

#Hd1sUsznou 8 = 8elli -2 - inflaaiiuln. (8 <« amino - 2 -
methylquinoline)(86) uﬁté?uutﬁutnaa1ma:1dxﬁuu (diazonium salt) sy
AN uie fosluwlanen  Judnsazatulatassauiusuedwdd 0° ¢ uas ifuans
UsznovlsTayifu  gWlanidinims Lavonmya 500 . AumialagnsUsznou 2, 2 .
Touamfia - &, 8'- lamdTuAsledalnd €2, 2 - dimethyl - 8, 8,5 diquinolyl

disulphide)(87) stsfsind sl (52)

N S
2 (1)NaNO, /aq.HBr,0°
2/89" P
N~ . CHg A N en
(2)NH,CSNH,) .50 3
] _ 87)
NP? (8%5) S ]2 87

e (52)
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6.7 W infundnsUsznovia inis 1gAANEI TLana tTuTAT 851 3LUU S UnaN

(ring closure)
6.7.1 1 imfunans owis | LA ida (benzimidazole)(60)

tdoriana seunduuuusidnd(reflux)  d1sazanuesidirsUsznou 1(2 - o:=0TuR0a)
- 3 - tanflalsToy.fuy (1(2 - aminophenyl -/ 3, - ethylthiourea) (QB) fUdns
Usznauinoshag (II)aaniwé'(mercury (I1) “elna® soss: uas L srr s Justa L s
Uﬁﬁ§uqiéﬁn7u;=nau 2 - tavfiae=Nlui unddnTaa (2 - ethylaminobenzimidazole)

(89) #aunasfl(53 )

. £ I | NH
H, 0/S/CHCR il
NH ;}C\\ Nu/J\\NH—CBH

NH-@LH SWanel, 20-45 unfl 5
S - ;
(8%)

B
(89)
. (53)

6.7.2 1\ nFysdsowiscondn T (oxazoline) 61

Pundudn sazanuedad sUsznoy 1 = (3 = fhiond = 2 - lemson®iUsOa) - 3 -
Ma - 2 - IsToyit¥u (1 - (B.- phenoxy - 2 ,- hydroxypropyi) - 3 - phenyl - 2
thiourea)(30) ﬁ%naUtUa;_(II) azﬂxqp4?y?ulasnrﬁ”(fopper (II) acetate monohydrate.
ﬂuxaﬂnﬁuaéunu 5 gu. lAArsUsznou 2 - 2:0ATWSs 5 - Ruondlamfla - 2 -

0ondn 198w (2 -Tanilino“-! 5 < phenogymethyl £ 2 - oxazoline)(gl) fdunas

ol (54

R CH,
| | Cu(CH,C00),, /EXOH |
fi* c ———
S ,¢"\ <
0C AN, 5 e, ,
CoHgNH § CHg=0C H - CeHg 0 CH,-C A
(3) | ’ ' ) (91)

o (54)
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£.7.3  WinSuudisdsznovivwdonga T (benzoxazole)(sg)

A1501 s Lou - (2 - losson®a) Isioyt®u (92) vImANSunMU&as
Jsznoudal 105 tuimsn (silver nitrate) 1uéqsa:aﬁuuauiuLﬂuuiamfaniwéﬁﬁ

Jsznoviuudoand T9a (9%) wfaéq7ﬂs:naunuuﬂanﬂqidﬁu (9%) fraaunn sl (55)

OH
' /B ammonlacal aq:AgNO3 }(’. (55)
R NR == C'=—=NRR 4
(92) §
" 2% 3
0 NR“R
H, NSO N
22 )
vfo LR = H NSO,
R1 =—H
2.3 .

@ ~NR'R™ = wosfmo:=0%4 (alkylamino)
Inisamiu  (pyrrolidine)
205 IWATY | | (morpholino)
Aflaa:0Tu  (phenylamino)

O NR?

or =
R e
«da R = H, H, NSO,
R = Me

-NR"R™ = &aflanflu (alkylamine)
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6.8 TJmeuuéﬂsu?znaUWSTagqu-Laé-iuuaﬂ1ﬂ5 (thiourea—s~monoxide)(63)
d1sdsznov tow - (1,1,3,3- snms:;uwﬂaﬁaﬂa)-taui1m7ﬁaisiagtfu (N-
(1,1,3,3—tetramethylbutyl)—N:tritylthiourea)(25) T ffSunu 30 % laims
tautUooanldnflgemgn 0-40°  wnuw 0.5-2 en. 1adnsdsznou aw - (1,1,3,3- AR5
LMPR0Ifa) - Lou - InsflalsToyifu - 10a - Tauvonleds (N - (1,1,3,3 -

, .
tetramethylbutyl) - N - tritylthiourea + .6 & Monoxide)(%é) fadunasfl (56)

(CGHS')SC_— NH\
C==S

. N
(CH3)2C-—.CH2—- (CHy),,C = HN 0 - 407, 0.5-2 e,

(95)
(Cghg) ,C— 1

C=S—~=0

7

(CH3)2C-—CH2—(CH3)2 € —— HN . . ..(56)

(96)
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6.9 1 infusarsus=noumisiviadfle (carbodiimide)(su)

Avsazatueasinldinaiendals oyt fu (dicyclohexylthiourea)(37) uas

- - e .

1nsMiavodf (triphenylphosphine) 1unﬂsuautmmszﬂaa1sﬂﬁqmwuﬂ 40 e
nantomua1dt susznavlaldinaandanisiulndfin (dicyclohexyl carbodiimide)

(98) fradunasfl (57)

s / :
.. 'ﬂ . fB(pnyycen,
HK == € == NH > —N=C=N@
o) i
. 40 . ,25 Usi.
(98)

(97)
v _(57)

‘6,10 1 S uuan sUs nauWa s un At (formamidine)(es)

' / -
ansUsznou Lo, dou - lalafelisla - tau - _Ma1fufOaflanosnfbiv
. / -~
(N, N - diisopropyl - N - tert. butylformamidine )(99) imfunleannnis
g /
NSt sewIatal, Vonls Talalgsta | 1oy - inay §us Orflaisloy.fu

‘s / .
(N, N - diisopropyl - N - tert butylthlourea)(lgo) Ausfar imzatuLma

woatuns i Uas and@o zapdituns ol ha LoRo - dardgomgd | - 502 | sihdgnnsel (58)
S CH(CH,) @
i yd CHgm C == OOH/CHy == C — OH
(CH_,), CHNe= C =—N —
3°3 o. 7
g - 50
(1QO) CH(CH3)2 -
| CH(CH,),, |
(CHy) ,C=—~N=CH—N . (s8)
CH(CH,),

(99)
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6.11 1 iatundsUsznouy fu (urea)(66)

arsusznou 1, 1 - Tlewanfla -.3 - (00019 - 2 - wosURTHR) yifu
(1, 1, - dimethyl - 3 - (oxo - 2 - norbornyl) urea(101) Aunsotmsonle
awnﬂ@ﬁ?uws:niqqéwsUs:naU 1, 1 - lmanfla - 3 «(oonied -~ 2 - wosvofla)istoyiSu(l,1
dimethyl - 3 - (oxo - 2 -norboernyl)thiourea)(102) Auwodfy  ustarinazaay
Tngdu  figomgR 50° win 30047l wasrieasT1ains1add (hydrolysis) e

arsusenoufmoanisdsasnnsd (59)

S . ce A
1ﬂ4-c:-N(CH3)2 N:C—N(CH3)M
coczz/ (& CHy
_—a
(102) 50480, uflL { /

C

HN=— C —-N(CH3)2

H, 0 - . (59)

———D
(1Q1)

6.12 1 imfuslad sUsiznoulsTayl ot v % e
14
infundtsdsznou tow - Mfla < tou - (2,.3 - lawsnflafifda) 1s Toyi Su
/ o
(N - phenyl = N - (23 3%~ dimethydphenyl) thiourea)(lQB) 1aainminsun
52w afilals TayL fu (phenylthiourea)(194) uaslgAfu (xylidine)(105) 1

woRnogoasaunisfl (60)
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ﬁ
[ 4
. - . WORNDDNA ?Wﬂ’nrj
— C =— NH — .
NHQ + H2N C H CSHS —_—
(105) (104)
n ny
S
—HN—C_NH_CGHS B0
(193)

7. UpRSuInieLAfieasdnsaihistnatafals Tayisy

éwsaywugﬂﬂaiﬂﬁalsiagt§Uﬂﬁﬂgn§0ﬂﬂﬁ4LﬂﬂﬁqﬂdﬂsziudﬁﬁunﬁsLnﬁuuéﬁs

Us=nousng o famalud
7.1 AdiafusudnsUusznovivies IfisTay fu (pitrosothiourea) (68)

arsdsznou (1, (2 - Aaaistanfla) = 3 - (LU‘E'I"I - 8 - ngIAIns1Tuda)
1sfoytfu (1 - (2 - chloroethyd).-3.- (B -.D - glucopyranosyl) thiourea (1,(\)‘6)
Lo WRAS U MUY Ruslwinsh (sodium nitrite) Tuansacanunsmozgnnd 0° 24 on.in
darsUsenou (1 - (2 -c;gaisianfla) - 3,- (Ul - A - ngiAinsTuda) - 1 -
TuinsidlsToyi§u (1 - (2 = chloroethyl - 3 ='(/B - D - glucopyranosyl) - 1 -

nitrosothiourea (1,Q7) Fadunasf (61)

S s
HO " HO "
NHew C — NH
gH NaNOQ/aq.AcOH q NH-C-N(NO)
[ L CH (61)
HO H2 o - l 2
L 07 T 2uah, HO )
OH : i; )
OH
(108)
v (1Q7) C2

! 17192 bH
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7.2 WlumsinSuudtsusznavioinisldndn  hounaidu

7.2.1 i(Supuanniems: - 10 - o=fla - wum - A - ngIninsTuda-
Rlavioamudfu (tetra - 0 - acetyl - B - D - glucopyranosyltriphenylphosphine
imine)(108) UWﬁqﬁwqgnQUﬁnbﬂﬂ§bau1mdh1ﬂ6 1RansUs=nouda - (LARs: - 0 -
0:BfR) - wuen - B - ngiAlwsniuda A9 LU LR OfTe (bis -(tetra - 0 - acetyl) -

B - D-glucopyranosyl carbodiimide)(ng) dqldaﬁwuﬂﬁﬂuﬂn§Uﬁﬂbiaiﬂssauﬂh1w5

1PasUsznouls Tomsun e (1109 ua:Ld@ﬂﬁﬁﬂUﬂﬁ§uqﬁaiunUuauTuLﬂuﬁ1ﬁ%q7ﬂs=nau

LeinTsldRAN (1&1)369) ahaunQ?ﬁ (62

Cli,-Ohc P(Ph) CH. 0A
NEP(P c :
Ac0o~ s 3 2 AcO OAc
AcO oA ___Z_QAC@N=C= 0Ac
c Ac F
(108) A\ \ & % 2
v (19?) OAc
Lot AcO 0A '
AcO c c
HyS NN NH
— AcQ T 0 OAc 3 >
0Ac i e s CHQOAC
(1%0)
CH,,0Ac u - '
ACOmL CH,0Ac
AcO " (62)
0Ac X LD OAc
\ \ 0Ac -
. b
N‘-~t255’;
(131)

7.2.2 i fweuaan 1, 3, 4, 6 - 1ams: - 10 - 0:OAR - 2 - prfAlu - 2 -
poond - A - ngima (1, 3, 4, 6 - tetra - 0 - acetyl - 2-amino - 2 - deoxy -
D - glucose)(1}12)" Wrsnesnduuuuintnd(reflux)  Mudrsus znoulaloteialdun iun

(phenylisothiocyanate)(1%3) TRz iUy Waw 2 dn.  lRdnsussnou
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1 - (Fuabfar?da) - 3 - (1, 3, 4, 6 - 1amsz - 10 - 2:9088 - (uRn - 8 -

niAIns1Twda) IsToyt Sy (114) d4Ldaﬁwuaﬁ§0ﬁ531unhuauiutﬂu Tuinrmauas

flormgmvosiduiaan 3 du. RansUsznovienina s dnfn (1%5)(36) fadsini sl
(63)
AcO
C
N ©
Ce N=Ct= S e
AcO OAc Saned, 2 .
NH (d18)
(112) ° f
Y
AcO
3 ,
NH /MeOH
OAG OAc qmwgﬁwag, ! ¢
(134) : (115)
(63)

8. @méuﬂmﬂunﬁsaanqnéﬁqaﬂqnnwuaaéﬂsaywuéﬁsiagL§Uua=éqsﬁﬂéﬁuﬂﬁanu

(biological activity of thiourea derivatives and.their analogs)

£.1 endn®Winaseoan folasa (antiviral activity)

10 ALA, 1956 vaniri WA (Bouffanais)(7d} 1shAaounisoangns
anéﬁsoyWugiﬂﬂﬂaisiagtfu (diphenylithiourea) wealsiontsun0an  (thio-
carbanilide) Tunﬁsﬁaﬁhunﬂs(a?muaa;dbauwQLaudﬂ1q§%dﬂmLa. (influenza virus
type A) “usianau (in vivo) woln uRzwy éq7U7:naudhnﬁwqﬂemsiﬂ?4é§ﬁ§imu

WU g
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S
I
HY e C == NE
R
flo R Jumguoada (alkyl) . uoamand (alkoxy) w§o udiaiL’u
(halogen)

s 4 -
annnTsnadoURUIaaTsUsnau 4 - Aaals - b+ Waaetslstomisuaf8n( (4 - chloro -~
/ .  q s 2 v ~ ’
4 - fluoro) thiocarbanilide) ansn sngudathseesowmylasuLdola 60 % Tsu
Ui T Ssnos ngatla s vl asvidamnpvmn 100 % (100 % mortality) #au

Jsznou 2, 5 - 1amrols (2, 8 -/dichloro), 2, 4, 5 - lmsAaals (2, 4, 5 -

4
trichloro), 2, 5 - 1sAAO¥S - 4 - w§aaisisiaﬂq§bqﬂﬁm (2, 5 - dichloro -

4 - fluoro thiocarbanilided (aztufinismivesvyfllasVidolavadandia L0 %
Tau ot B S s Waafla v lyurilaiiasu  fopaovwm 100 % (100 % mortality)

.) LY ’ o ) o’ .
(71 emndauna soangnimponautdo

0 A.A 1957 lasilaend (Weinstein)
iqfﬁﬂaaéqsaywuéﬂsiay;§uua:g1?udwuqu 80 faauny  TaudmAnmadowi Tuvron
neaos (in vitro)  wasiusnanau (in vivo)  Austadeuboslrusswyflavunasuns
fdbwaqLautde1@1uiamq§hﬂé17f%ﬁﬂmiﬂamnﬂu taa - 1A (encephalomyocarditis
(columbia S ; K) virus) ua:ﬂbwyﬂié@%udﬁﬁuﬂ@uauﬂq (R - 295 - 8) lagd
(influenza (PR -/B)ivirus) wufﬂaq70s:nau1§10gu?UﬂéﬂwnfnubﬁqnﬁsLa?mmaq
Loul g TaluT o sABR T faLani s luvaosamaRas Aa 1, 3 - ‘la0afials Toy Su
(1; 3 - dibutylthiounea) ua:ﬁdbﬁqnqsLa§@uaasuWQLauﬁﬂiqfﬁiuwﬁoﬂnmaaquﬁ

Timaidonndoviusaanie Mo dnsuseznovu 1,3 - IeionflRlsToyiSu (1, 3 -

diethylthiourea) , 1 - a:z@fxlstoyifu (1 - acétylthiourea)

[P — L ——

g m.A. 1965 oaa (Xuong)  wmzgsananu€72)  enmdounisoongnfeosdns
ayWu§1ﬂWﬂaisTaQL?uu?aWsTaﬂﬂ§b1ﬂ§mﬂunqsﬁaﬁﬂutdbuqnﬂtﬂu1q§ﬁ (vaccinia virus)
TUNRDIMAR D (in vitro) Tmuﬂ@ldaﬂqwﬂhvaqns:ﬁﬂuua=Qﬂ§ﬂuanﬁaﬁHutdeUaTaivﬁﬁ

(poliovirus) woawy (in vivo)
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Ni==C~—NH
R

U131 5UT znoufldatsn s npon1una s L asueaaw1adl GulasAlunrosmaaosMo A1sUusenov
! ~ / . .
3 - vigools - 4 - ozigneRinlslonisuiada (3 -fluorc - 4 - acetamidothio-

carbanilide) ,3 - pswaooisiimfa - 4 - AAls 1s1on1suR8n (3 - trifluoro-
! ! :
methyl - 4 - chlorothiocarPanilide) 4nz 3 - wigoals - 3, 5 - 1emaoislsTo-
1 -,
ArsunQdn (3 - fluoro - &, 54° dichlorothiocarbanilide) umansusznousfindy

. >~ ] LY i ’
Flioongn$lunisposiu foTul ol A lumy. dasus=nou 4 - ARDTs - 3, 4 -

- = ) . o ea
1amARoisisionnsunfan (4 -Jchlone - 3, 4 - dichlorothiocarbanilide),4 - vgools -

' ! g [ !
3 - fusin - 4 - ARolslsYoAnsunfifs (4 - fluore - 3 - bromo - 4 - chlorothio-

! I : .
carbanilide) uaz 4 - ABYs -,2 - lusia = 5 - lasvWgoolsitamfiRlsTonisuidn
' !
(4 - chloro - 2 - bromo - 5 - triflucromethylthiocarbanilide) aanasnoen

r
nﬂSﬂamﬂutﬁbuqﬂﬂuﬁuquﬁﬁuwaamimwﬂqLﬁnuau wpaqsvsenau 4 - fusis - 3 -

J
Jusinlsismrsun08mn (4 -"Bromo - 3 - bromothiocarbanilide), 3 - w§aair - 2 -

! . 1 }
ARals - 5 - lesvigeolsismfialstonisundn (3 - fluoro - 2 - chloro - 5 -

b J .
trifluoromethylthiocarbanilide), 4 = wgaals -2, 5 - TaraoislisTomsuiffn

(I ‘ f
(4 - fluoro - 2, 5 - dichlorothiogarbanilide), 2, 5 - mARDTy - 4 -

I -
vmondls T o suntas (2% 5 - dichloro - /4 - methoxythiocdpbanilide) uas

] !
4 - ARDTS - 3 - wgooTslsiomnsunf@n (4 - chloro - 3 - fluorothiocarbanilide)

uﬂua:iﬁa@nﬂm§;au
.. 73} - . ..
¢ A.A, 1974 &0On (Lleblg)( ° Tsmagaumms luni sponiu ol Tadan
RE a1 Muaisdsznou 2 - 0:QTu - 4 - MR leacda (2 - amino - 4 -

phenylthiazole) dqﬁgt?uagﬂuiutaqadwudu 34 o tdu (2 - (3 - dafaySia)

- 4 - MRlsoniYa (2 - (3 - allylureido) - 4 - phenylthiazole )(1%6) Ay
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dsznauiams = lailas tunidls01 198 dqﬂisiag;?uadﬂuiutnqadwuau 16 o2 idu

2 - (1 - 07fla - 3 - mfRlstoyfingy - 4, 5, 6, 7 - Lﬂmsziaim§tuuid1saqiﬂa
(2 - (1 - butyl - 3 - methyl‘thioureido) - 4, 5, 6, 7 - tetrahydrobenzo
thiazole)(l%?) wazdsdsznou 4 - Mla - 2 - 80mnTY8aA1surLam (4 - phenyl -
2 - imidazolyl carbamate) & w9 M3 tehu anfla - 4 - (4 - PROTsMR) - 2 -
3m1id8aanA1sunLan (methyl - 4 = (4 - chlorophenyl) - 2 - imidazolyl-
carbamate)(l%B)

g
i

HN&& C & NH& CH,— CH == CH

‘ T ‘ 2 2‘

N
C.H
675 (136)

:: : \‘/N-—C—NH—CH3

(117)

(1%8)

aqnnﬂsnmaauwufﬂaﬁ?Us:nauéquﬂw@QQnéﬁaﬁﬁuLdbiq?ﬁﬂuwaamnﬂaaq1ﬁhawu
g0 fMourqidu  (Foduvgiowdn1a9d (influenza virus) wisndungiowdalada
(parainfluenzavirus) 1238R7R s AnosnARdlavR (vesicular stomatitis

virus), 1UAT012¢4 (polio virus) 1siwlasd (rhinovirus)
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8w Ounanlasd  (herp simplex virus) wazuandifiu 1254 (vaccinia virus)

-

(74

g A.A. 1971 @umisow (Shindarov)  uaziWNousandu 1samadau

nsoananSMudnsowAus IsToyit fuamau 12 d8n  Jeudnadns TasadsaTnora Wudamnolud

H
X

—N— C= NH — CH & Cehc
CH3 -
vdo X =07 wfa S
. L ' . /-
wuidnsUsznou . 1ow - Laafla & on -2 - laasandfifla) - Low - tus@ayiSu
' %
(N - methyl - N - (2 - hydugoxyphenyl) - N - benzylurea) w$unnflle 50

/ /
3 UWRZLOW - tunfia = tau - (2 - Tlaesandfla) - tou - Lunda

'ug/cm
1sYoyiSu (N - methyl - N4 (2 = “hydroxyphenyl). - N/- benzylthiourea’
Fmau 54 - ug/cma' L rAaunsaeannninenau. §al1 Al umaoaneandla 4 Ufin Ao
TURTo12¢ad (polio virus) 1punfio 1 (cosax;ie Bl) . 31m 19 ava

(ECHO 19 virus) wat folagd luatuqpuazina - Aastsznovion - TUsOR - Low -
- (2 - TlassandMNx) - sau,- tundalsiaytSo (N - propyl - N - (2 - hydroxy-
phenyl) - N‘C benZylthiourea)‘éﬂuqsnaanqn§ﬁaﬁﬁutdb11§% 3 gfiausnfinananiuad

/
WRs 19U - PR (- (ow (2 (2 -0 lepsond = 505 FalvWlTemaa) - 1ouw - 1uudalsloy-

‘ ' ’
tfu (N - methyl 4N - (2 | hydroxy - 5 - sulfomidophenyl - N - benzyl

thiourea) O mau 800 Wg/ch® | asoongnénanmidolash 2 egnksnfnanasns -
Au wgens q AdafsontsoonqnSsoniui 601393 Ao wguaisundin Lsmfla Wsla Jaina:

' o . ' ’ . s
agﬁba:mauua41uinsLaumquwuqﬁ 1 ua:nytuu@adaanzagnUa:mauﬂaqiuTnsLauﬂun1uwu4

7 3

)

W0 Bluatini aquon (Gaxlabov)'75 1ﬁhmaman§uHuaﬂbaqsagwuginﬂﬂa-

1sToyifu  (diphenylthiourea) wEo15T0A5UI0AR (thiocarbanilide)

d10gns 1A 18511 Tauria luNa g



o y
I 1
HN = C — NH
¥
2
X,sX, = H,-COOH, -OH
’

WUINRAISUSENOU LoM - MM - Lau - (4 - AIsiumond - 5 - leasondfila) 1sToylfu
(N - phenyl - N,— (4 - carbethoxy - 5/ - hydroxyphenyl) thiourea) uR:
tou - Ma - vou’ - (3 - lanvendMin)1sioyi ¥y (N - phenyl - N’- (3 -
hydroxyphenyl) thiourea) aquﬂan%ﬁsnﬁSta?mtﬂuimn%aiﬂﬂiaiqfﬂ 1 - fAwdnfl-
1298 0 1 uwazdimladd 157 ‘lumhosnpaosle 99 % wnets nseununn - RalsToyy
in0a268n (v - phenylthioureidebutylic acid) éﬂuﬁsndbganﬂSLa§@maanan-
wInflia=Jinlada  Low - Mia 4 xan:(u»- 1onsondMia) lsloyL Su (N - phenyl -
N,— (4 - hydroxyphenyl) /thiourea) éﬂuqsnﬁaﬁﬁunﬂwuw§wu§haquinuﬁnﬂidfﬁuas
ol var duamuunnuas 1t s ARyl Low DA < wou's (2 - A1suOndffia)ls oy fu
(N - phenyl - N/— (2 - carboxyphenyl)thiourea) ﬁqéﬂmqsnﬁaﬁHunﬂ7La?mua4
ﬁiﬂlqfééﬁ?ﬂ?:ﬂavlwéﬂdﬁaﬂﬂﬂﬂQ:ﬂNaéDﬁHuﬂﬁ7“W;Ldbﬂa417§ﬁﬂﬂﬂﬁﬂ4 1 TRURANTY

- et
AIULDITNINARIINY uaaahﬂﬂaquLﬁuWUﬁﬁtdonméaunUwyﬂﬂaaq

0 A.A. 1976 aafian (Vasilev)  uaziflosassnu'’® 1ammasunnsoon
ks I . : » .
ONSLoIRITOWNIS k@l | nflR, - 40N oo uaSAls 1oy Fud WaW.50 M lunasnasu

/
Lﬂpidaiaidf@ﬂuwaamnﬂaaawu{qaqu7znaUﬁ§nnm1unq7aanqﬂ5ﬁa Lou - tunfla - Lo% -

: ’

(00In - Inflx)siapg. h (N = \methyl] 4 N ¢nle) # tolyl) thiourea)y tou - Lamflg -
/7 . | 7 "

vou - (smmdl - Infia)lsteyiSu (N - methyl - N - (m - tolyl) thiourea),

/ ’ .
tou - wurfia - 1M - (LamEn - Lemond) IsTogt fu (N-methyl-N-(m-methoxy)
’ £ s
thiourea), iou - turfla - tow -MRlsToyitfu (N - methyl - N - phenylthiourea)g

: ’
1w - gifaanda - Lau’- tunflalsToyifu (N - cyclohexyl - N - methylthioureaz’

/
7
LW - (001N - 2:QIWMNR}- tou - tsmfalsioyifu (N - (g - aminophenyl)- N -

’
methyl thiourea)y iow - (2, 5 laumflafla) - 1ow - wnflalsioyifu (N -

’
(2, 5 - dimethylphenyl) - N - methylthiourea) WAz
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+ I L d . , -
(oW - anfla - Lou - lstamsunfialstoyifu (N - methyl - N - thiocarbamyl -

thiourea)

8.2 mmdsBlunishonnuszi §4 (anticancer)

d n.A. 1967 ﬂﬁ§§u1éﬁ'(Tarnowski)(77)

iéhﬂaauamauﬁnﬂun{70054nﬁ7
LA Swe o4 1 o1 onludninanaudn somiis 15 Tay s Fulagdn stlnanunfam 13 oo wufﬁéﬁ?
Usznou 1, 3 - 1adaf8ayifu (1, 3 - diallylureal) wus:z 1, 1 - 1adafay.fu

(1, 1 - diallylurea) ﬁqnfﬂunqsﬂbﬁqnqsna?mvaatﬁbqanﬁﬂﬂﬂﬂéhiuuﬂ (carcinoma)
ua =15 1AM (sarcomé) unAasUs#nauintudadayt Su (monoallylurea) uas

1, 3 - 1adafxlsToytfu (143 - diallyithiourea) A lufuRfanan e USnineos
AnsUsznou 1, 3 - ledafay Sofidlunns fnvasseyiugas 4 - 125 mg/ke

o

0 A.A. 1976 LOsudlan (Bernstein)(78)

nanAuing (patent)
Husuansowiuslonsondyi Sutdu 1= tonfla - 1= lamsondyifu (1 - ethyl -

1 - hydroxyurea) @aflugsionasshuwaisauszt§iluidlaidansta (leukemia) 1foqson

PgRAANS8Tun (carcinoma)—  yfadasiawn (sarcoma)

-, (] N
éqsaywusiuimsid1siayn§uw$agtfu;ﬂuéqvﬂs:nauﬁuqéu1quﬂn insa=ldlunns
L] -~ ) ~ - - L
SNV T5 AN L§AURRRANY | 1R0UNaA2198793 | 1aiePNuTna s A1 LAT IEMUREN1 700NN S U
- -~ ] ’
asopfusBunnuny  Feazlananafislunownold

Tl AR, 19737 Jomsyloa (Emanuel)(79‘

Wu2TAIsYsENoU Lo -
nias Wismfiayi Su (N - nitrosomethylurea) aquqsnaanqnéﬂunﬂsfhuﬂ;db4anﬁ
Jom (lung tumor) ua:ﬂQNTWunsgisuyanﬂé (1ymphogranuromatosis) a8

ﬁ@mﬂﬂussmﬂéﬁ707:nau Lau - lyiaslUuoalalsioyiSu (N - nitrosoalkylthiourea)

Aapusuam § - 10 mg/kg uas W0 fuaMiiasTo (Mayo)CBO) ACULERY



Ly
iﬂéqsaywﬁg 1 -2 - esaisionfla) - 3 - (4 - LmfRlITA3LONTR) ¢ 1 - Tuias-
idyts¥u (1 -(2 - chloroethyl) -3 - (4 - methylcyclohexyl) -1 - nitrosourea)
waznsawd - 4 - [3 - (2 - PRDTs1ENflA) - 3 - luTesidySinl lgiAaLanidunisuon-
l¥anioaimas (trans - 4 - [3 - (2 - chloroethyl) - 3 - nitrosoureido]
cyclohexanecarboxylic ester)ﬂqngﬂunﬁsﬁaﬁﬁuu:L?Qﬂuﬂam (Lewis lung carcinoma)
2 NAARTwUS s AN AT TOANS TuTRs Ty L Souas 15 Tagl Sevane A1 sorpdus 1utes W8 9 A

d¥fo 1 - (2 - PROTstanfla) - 1 - IWlas Ty = 3 - wunn - B - ngTAnsn Twday. Su

o
3

(1 - (2 - chloroethyl) - 1 - nitr&éb <38 - 8- D - glucopyranosylurea) ‘w
aalunT s $hvasiz s §4lu o don (Qeukenia) imuamU?uqmnﬂsmﬂuwaqwgﬂﬂaaqidhq 333.3%
pauusmandlly & mg/kg IdepsfidasUssnou 1 - (tumi- B - ngiAlns TR ) -
3 - e - 2 - uiesTdyL Fovsoatasyianen®u 1 - ( B - D - glucopyranosyl) -
3 - methyl - 3 - nitrosourea opr streptotoccin) mosldluUsuam 100 ARANTAD
ATaNTEo TR 1azaRUSIN NN SATUEAI MRS A 1a TP % |

(81) 1ORNN A2 URAUS §EMIN 4

0 A.A, 1976 wowsiniuef (Mongomery)
Tﬂsqé§ﬁqiutaaaua:nW$aanqw§ (SAR) 0aaaqsaywugxau - Tuimsiﬂﬂsiagtfuﬁﬂﬂhméav
TunisaoniuTsasz L el o 8onfliNnlumy  wosany tou - (2 - vgoolisianfia) - vou -
Twinsid (N - (2 - fluoroethyl) ; N - nitroso) uasisy tow - (2 - ARDIsiLanfia)-
vow - Wuimsid  (N(= (2 -'chloroethyl) /- “N = nitroso) Aoy Inins 1ds11TuLRNR
1JunativnnsoangnSoyWs=uds  drfli orununufloznongoslaias (auns T Tuins Lauludn
ST ant s Liflue Win 15 bdntnSe oz, Sauaed | Uattadoh 15 aonaris s 153 wloneosns =anu

4110w F100n0:fTuA 58T (Lewis lung edenocarcinoma) uwzeiodiduvy 4 - SUah-

Bawa ldimaLantew (4 - substituted cyclohexane) #1azoanqnélunis snv aunndlan

£.3  axdsoRlunasmonuifoMuisn (antituberculus activity)

d15Us snoufld Woluna s oongnEAo el L Toy L FunfolsTomsunfifla - A udlos

(7)

' . T P § ~ -
FEM114TASIATIILanALAaz N soangns (SAR) Man s AINTAS 1451 3 T L ARRAS



S 1
| )
NH e ¢ o 1] o
R
R sosoylusiuwiafl 4 (duo  ugs i Sanjuoanand(alkoxy) nunwflig
waamondmiumiuaiatau (halogen) vwfolatlaafMaa:A1w (dialkylamino) T [7K]

w1 Auana s oonanEuo1in oS Basde T AR usiimurhi a8 o svauas ARAVRI AT 2
azvsia 1 ﬁﬁLﬁudﬂuaua:maumaqﬂﬁ;uauﬂuwﬁuaaﬂanﬂgﬂu 3 - 4 ozmounisudmImmEac
ufu unnnu 8 ormonliaona®oanangazwialy  wanan iy ls Tomn suaflas i du
ﬁ?MfUﬂW?OOﬂﬂﬂéaQﬁHLUdUHQﬂﬂMﬁuQ?ﬂﬁLﬂﬁ:adﬂﬁazﬂaNﬁ941uiﬂ7LQN1ULguwQu87ﬂﬂﬂ
(aralkyl) woaPa (alkyl) S Mda (guanyl) M§0o=ATJARN  WRAN TOPAUS
fazlaludnaqnEmold avsouMissTatednrisunlds . (thiosemicarbazide) .ﬁéquﬂsn
oonan$IunI seoA UK sAYAR TN ARUNA L St flaLuosAa Tada (mycobacterium tuber-

culosis) luvRoAMARDIAIY

0 m.A. 1969 Jpsasm (Erhardt) was (Aoms afianw 82! nnadou
nssannn$roniulfotnisAluvaaanaaos (in vitro)  uwa:zfwwy (in vivo)  dudns
agWu§1ﬂﬂﬂaisTayL?uu§aisiaﬂﬂ;Uﬁﬂﬁm Suou 180 ¢ wus1atsUsznou 1 - (Lsmen -

0mond) - 3 - (wisd 5 Oanopd) s VoRsunian (3 &= L= M= - butoxy) - 3 -

—

(p - butoxy) thiocarbanilide) oonomSiunaosmaasslafiflannruusunm 0.1 - 0,2

3

ug/em TugnAdasusEnay 1§ 80- Tmuasaisiagt?Uaanqﬂéﬁﬁhﬁéﬂéﬁu

Usuam 250 mg. sofmninsnaniy 1 kg.

-

)

9 A.A. 1571 wamaan (Fujikawa)(83 1anadouni soananERon LIk s

PRl TALUNTL Susfa Luos AnTada(mycobacterium tuberculosis) ‘IUMADANARD IS TWIU

75 ¢0n dqLﬁuaﬂsﬁs:nauﬂﬁa1siaux?utau 27 ufim wq7¢+aﬂﬂahﬂﬂﬂaisiagufu
' @
(p - ethoxyphenylthiourea) 25 ¢fm uaz 3 - TusTu - L-ionmondRialsloyi§u

(3 - bromo - 4 - ethoxyphenylthiouréa) 50 23 dfe ﬁqgém71ﬂ74A§Hanquﬁﬂﬁbﬁha



S

R ---—-HN---C—-NHR2

R = Ry = H

R = OEt, Ry =H

R = OEt, R4z B¢
Ry = wyfluusaduudas

wulifidnsUsznouay 6 sfa fldnnas nosnmmSacenu fodniisndfnlniAuunfl o
N71uDsATATA  uasUTian sfiflouflgndla o snoangngla (minimum inhibitory

concentration - MIC) eo1dasus=nou.l - fMfa - 3 - (4 - lsiunflaozATu)-

e - 2 -Istoyi¥y (1 - phenyl -8 - (4 = dimethylamino) phenyl - 2 -

thiourea) ussl - (4 - Lovmandda) - 3 - (4 - TusTama) - 2 - IsToyifu
(1 - (4 - ethoxyphenyl) ~ 3 - (4-bromophenyl) - 2 ¢ thiourea) Mo 3.13

. 3
WwR: 6.25 ug/cm

8.4 n1soangn$lunismaniant fouunfl §o
a1 sopius 15T oy Surldnsn stoanmmEMapa e i dudsysznouman 1 - (v
aaquum<wnn)-3- (woaRa) s Toys Sudasumiarl 1.DWQ\ﬁhﬂéLﬁlﬂiT1ﬂﬂﬂﬂ??Nﬁ4éﬁ?
agWugﬂTﬂisiayn?uLdu 108 - e afal (8- dodecyl) Razlaa = Mada
(S'- guanyl) qimlsioyifu {pseudothiourea) FmSuansosus 1, 3 - e

-, - - ' . . . RS
FUABRIN1s Tamn surffstiuuanannasnoniw fotl sAuasdednua sononaw fJouunflL Fuuas

L6

-~ L] -
~1fos1levanuYnn wgﬁﬁﬂﬁmﬁmquﬂuﬁaznauuaqisimsLquﬂuLuuﬂu§qma4a17U:anUﬂﬁ7Uﬂ-'

fifmRovy 1 smman® (methoxy) wdlaLan (halogen) lensan® (hydroxy)

Usrnouiva1flafim: 1 Ouuleans (patent)(au)

wR =AU INT s 99 ugRAIuNT T

ans
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(85) ( 86)

L}
LR gﬂnuﬂuxdu Qméﬂwnssuxﬂ¥aaﬁﬂaﬂ4 ansundo

UWR=QARIVNT SN

vindy 87 Busn

8.5 nasoongmSmomiunisgn (anticonvulsant)

a1 s ortus1s Toy fufloangnéronnun senlngeaafodn susznou oatn - Lonfla-
AannsunBfa (o - ethylphenylcarbalilide) 20in - Panis wfo 00In -
o:NTuAn sunnan' 88

C. ~ - )
(89) TaRNWIRNINNAIMUE TENTIT

W m.a, 1972 Oidulv (Pe;henkin)
amsiﬂsaa;h4ﬁbnw703nnn§boqéqsaywuéhaaﬁa wasafa lanasafalsToyl fu Wufaéﬂf
Jsznou 1 - ?0ARTUsOR1sToyiSo (1 -~ phenylpropylthiourea) uém4qn§ﬂuﬁﬁsﬁaﬁﬁu
1andan .Ldaﬁwgimuasqahaadﬂuiu;aqanﬁsaanQﬂéﬂﬂLﬁmﬂh wann 1JwlmsRtia (triphenyl)
THEONS N1 sROAHNY SIN LAY ng Al Juirtauiduoafa dqu1u0=m0uwaanﬂ§baum9:a:aﬁﬂﬁ
g1 5 - 6 azman 1t 1 - smflaivaflayiFu (1 - methylpentylurea) usz 3 -

LsmfataflaytSu (3 - methylbutylurea) S MAUEE RENYDIA1 S VDN TIMYLORARRANI NN

: I l 3 W % ' 0 -
nefanounindnisoongniazanas aAufAanau (branching) IufluamonisoannSiay

8.6 nﬁsaanqw§ﬂunﬂsamU?uﬂmﬁﬂhﬁéﬂuuﬁam (Hypoglycemic activity)(go)

éﬂi@gﬂhéﬁsiagu?uﬁéqwﬂsnaanQﬂéhhnéqaiéﬁhLﬂuéﬁ7U7znaqunthwﬁags?u
(sulfonylurea) w?aﬁh%Wﬂanﬁ§bﬁﬂﬁn (sulfonylcarbanilide) i 1 - (magn -
AROTS UNDA) - 3 - (wasn - TusTuiuwdadainda) yifu (1 - (p - chlorobenzyl) -
3 - (p- bremobenzylsulfonyl)urea) d4aﬂuﬁsnaanQﬂéﬂunﬁ7am09uﬂmﬂﬁmﬁa%uwyo
NRADY  AINNAMIS T NI TAS ARSI 1IN anaNun soanans (SAR) Aan s IARINTAT

asnafamolugd

SOQHN - 8 - Nl:lRi



. R sostaglusiwmisdl & wariJuisiuguadfinaduotds R 1dumjusiaiau

Y I 4 ~ D
WRIAIINAINI SAURESzur L a7 TN soangnS 1 RuEn  wazan L duwyyLnflaalandtun soflunas
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- U s ’ . -~ -
songnsSfaz (Rt winsml R 1 Jumsy Larman@Soo: nouwo1a TAS LAUNURINI SBANINSAZRNA

8.7 nqsaanQﬂ§1unqsamﬂaﬁuﬁu (antihypertensive activity)

WO A.A. 1972 1udsunsa(Bernard )21 WU A1 OWS 2, 5 -
1eduaffane  1sYoyifu (2, 5. .- disubstituréd phemylthiourea) Awunsouams

L . - N -~
NSAINRIIARINGATIATIAS A

t
o]
-
e
f]

WoRAR, WBTALAW

X
1

wgustUduuaasz

ans oS aaun soasA iR oS < 1 mg/kg o @dsuUsenou 2, © -
TeAaals - 4 - lamson®Rialsioyifu (2, 6 - dichloro -4 - hydroxyphenylv
thiourea) a1mnsnoonmmEduntsanmatutiudlunioufanm-10  mg/kg fau
dansUsznou 2, 6 - 1ﬂtNﬂﬂéﬂﬂﬂTsT8QL§U L@ds vod = lmoanlda. (2, 6 - dimethyl
phenylthiourEa\S, S dioxide) aamnu ?uwyua:gﬁmiﬁ éﬂsauWhgﬁsiagquﬂﬁwﬁ

ﬂw§Tu1dﬂanad1uiutaqaﬁéquqsnaanqﬂéﬁunw7aﬂn7ﬂmﬁ%1uah5%maa41ﬁlJuﬂu

0 A.A, 1974 snsuaw (Graham)(gz) 1nanasans fuaMumuansisTay Su

Avymnunuflosnonwos1e1as | auas IuTas Lau Gl o inTslgnandd
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o R fuocsmowwoslsimsiau (H)  wgusiaiau (halogen) NTEET ETC

wyuosnandeynntfn (lower alkyl and alkoxy) ufony lnsyools turfls (trifluoromethyl)

Ri waz  Rg \Ou H w¥o uosPawyi8n (lower alkyl) \Honedouansend

(133) ool K = 5, 6 - Me Ry = Rg=H Mmmaaoan1015 ALl 50

2’
mg/kg  wdannfe 4 $atus wfo 24 Fims Sewwathraasiutafe wuardsusznau

- L) .
ﬁhﬁuﬁvnamﬂdﬁuﬁuﬁuwynmaaaimauwqﬁbuﬁgm 107 smms

8.8 nwsaanqwéﬂunwfuﬁhh;éudasﬁaﬁHutdbsq (antiinflamatory and antifungal
activity)(ga)

%ﬂ7U7=nauﬂﬂﬁhﬂ§ﬂunﬁsdaﬁHuTsﬂiuébﬁaéﬂsaywuéﬁsiamﬂ§bqﬂﬁm vy 3, 5 -
laAaDTs - 4 - WéaaTSWSTanq§th§m (3, 5 - dichlero - 4 - fluorothiocarbani-
lide) davansussnou 3 - uie ¥ 4 Tustu o - WaoolslsTonisu1fifia (3 - and & -
bromo - 4 - fluorothiocarbanilide), 3, 6 - Imismond - 4 - WQaaisisTan1§bﬁ-
a8n (3, 6 - dimethoxy - 4 - fluorothiocarbanilide) azoongm€iuntsaoniufosn

1ovan udhn luvynsaospaonaut fasafl@suas L nisasrunay

LdaaaﬂnéwsaywuéﬂsiagL?uﬂ@m&uﬂﬁﬂunqwaénqw§hq400nﬁwﬂﬁqnm 9 waruUssnas
#alanan aanuaa 8415 Fandafiazrian s 44 LAST 29A s s Haun 1N 98919 1unasT4udss
,ﬂqlﬁﬁﬁnwsﬁnuﬁﬁﬁahLﬂsq:ﬁéﬁsaywuéﬂnaiﬂﬂaisiagL?Uﬂuvuqunwsﬂwﬁimuﬂdbywu§haaéwc
Os:nauTSQﬁﬂu:ﬂaa:ﬂﬁawsUs:nOUﬂah\ﬂsq:ﬁﬁéﬂUﬂmaaunqsaanqnéhq407nqw1unqvﬁaﬁﬁu
Bolavduasuz 1 §3 maonaupndaingsanandu v aell_ ofsdnsovds 88T anaga vt mna
agﬂuiﬂsqésqqﬂqu dquqa gulunnsas aquﬂﬁimﬁdhtdaﬂﬁ1ﬁﬁdlﬂuUW(9“)) n1sAILATIEN
aqsayWMginaiﬂaﬁaisTagL§uﬂ§qdﬂdﬁuun§quqqnUﬂn?unuamiuiu1aﬁa (ammonolysis) wo4
As oS InaTAfaTsan i emavuiTunfausniou Taifun 10.vous uaz Ay ATy 40!
IALRARNARAI NN SRS L AT swlwdSanm 70 % exfiunn iuSuuannnisuoniniwlagdd (ammonolysis)
FauAn soWINS L ofnEReRN e «  uAafinasarlaAtsayius s Toyt FolwSunadlgfu  (dosandns

Us:navLaﬁuﬂﬂaﬂuLﬂuuuéﬁqnqwuauiutﬂuuantﬁuawannualsuuﬁnLaﬂu(aromatic amine)
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dqﬂﬂvﬁuLﬁuLuéﬁﬂniquazqzﬁbqwﬁénﬁq:ﬁ\%&ﬂ:éuuﬂ@ﬂﬁlﬁﬂﬂﬁﬁ?UﬂLﬂﬂﬁéuyvéﬁa1u WHWATY

NN LAT =WAT soAMS 1InaTAga s Tay L Sulterad

N P N NH

: CBHSCHO/NaOAc/HOAc | /L
; S
H
(lig) @/ (120)
' OAc

a-D-acetobromoglucose NH _R/MeOH l
> Ofic 2 5 RHN=— C = NH
10%NaOH/Acetone S HO
? OH
H \ OH |
(121) (122)
N ' n

o (118) Aa ¥sanfu (rhodanine)
(120)  Aa =5 - (uuBAMTsAnu (5 - benzylidene)phodanine

(1%1) Flo N - (278,4,6% tsmse |- %0 - 02988 - (uin - &
- NRIAINIIWTR) -5 - (uudARuTsantw N - (2,3,4,6 - tetra - O - acetyi -

B - D - glucopyranosyl) -5 -!benzylidenerhodanine)

(122) A2 1 - tumn - & - ngiAnsa Twda IsYoyi§u (1 - ( B - D -

glucopyranosyl) thiourea 41 R WJumy  wonfa , wosnafa , woSA
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