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Whiunpwiph wpnhwlwanyaymap: Uwpnynyeniup hp nne Ybgniejwu pu-
pugpntd wwnpbpwpwn wnusyb) b quuwqwu hhjwunniugyniuubiph, qupwyubpph b
hwdwbwpwlubph hGw, npp wwwbwnny unp, wybh wpryniiwybn, wybih
wuywwug nbnwdhongubph b wwwwuwnwujnyebph hunpnnpp dhon bnbp &
wuhpwdbon b wpnpwlwu: Uju ptwgqwywnp wpdtipwynp £ ng dhwju hp hwdw-
dwpnyuwiht, wyp bwb ghnwlwu b Yhpwnwlwt tpwuwynigjwdp: LEpYwjnidu ni-
nnigpwjht, uphpw-wunpwihu, yhpnwwiht, pwynbphwlywu b vulwiphu hhywu-
nnieiniuubpp owwn wnwpwdywd tu b funwd Bu pwgnud dwpnyuihu Yjwupkp:
Cwwnlwwbu Lwjwunwunwd  ninngpwjht  hhwunnieiniuubiphg  dwhwgniejwu
dwhwpnuwyp pwpsdp £ Pwlunbphwlwt Jwpwlubph wép fuunhp £ wdpnng
wofuwphnd,  hwwnlwwbu, qupgqugnn Gpypubpnd: Unjw  hwwdwupbwihu
ntnwdhongutipp dEdwwbu uwwuwb] Bu Yuwuph wunnngjwu wybugdwup,
dhusnbin hwlwdwupbwihu uwyniungjwu wpnpGdp nbnbu wnlw § dwupkubph,
hwwnywwbu unp gpwd-npuwywu pwywbphwubph wnwowgdwu U (wju nwpwsd-
dwt wwwbwnny: Ujnwu Ynndhg, 2w GU bjwpnwihtu fuwugqunpniubpp, uppbuw-
Jpu ppwypdwlyutpp, puydwfunp, npnug pniddwtu uywwnwyny Yhpwnynn nbinw-
dhongubipnp hwjnuh U pwqdwehy Ynnduwyh wgnbgnieniuutipny: Quwjwsd hob-
dhwih pniddwt unp dbennubiph (wjtwdwyw| hGunwgnunieniuubph, uygpniu-
pnpbu unp, wprynibwygbin b wudwnwug hwlwhobdhy nbinwdhongutip nbin sku
hwjnuwpbpyb; Unbuwlunuwywu  wofuwwnwuph opowuwlyubipnud  upuebqwd
dhwgnieyniutiiphg $nipn(phtiin)[3,2-dlwhphdhnhtubiph 2wppnd hwjintuwpbpyty
Gu Jdhwgnupyniuutip, npnup gnigupbiptp Gu pwpdp hwlwninnigpwihu - wywnp-
Unieyniu’ gbipwquiugbiing nnpunpniphght hwynup nnwdhgnghu: Mhwbipwghun-
whphnhuutiph wiyhi- W wghy-, nipn(ehbiun)[3,2-dlwhphdhnhuttph A- U S-wiyhy
wdwugjwiutiphg hwywuulwiht wywmhynigjwdp gipwquugb) Gu hwdbdwwnwywu
nbnwdhong wdwhghihupt, hwnwwbu wibktwdwnwugwynp snwdubphg' MRSA
Uywwndwdp: Pwqdwehy dhwgnieniubbp npulinpbp Gu pwpép hwlwgugnudwhu
wywnhyniejniu, huswbu twl gwwn wybih wynpy hwywynwgnywuwnubp Gu, pwu
Yihupywynud oquiwgnpdynn wgbinhuwihghwpeeniu: UWuwhuny, Yupbh £ dwu-
b, np upuebiqwé dhwgnyejniuutipp hpbug pwpép wynphynigjwdp bW wpyntuw-
ybwnigjwdp gbpwquugbing 4tpnhhojw hpjwunnieniuutph pniddwu pupwg-
pnid Yhpwnynn npng nbinwdhgongubipht, nwpduntd Gu woluwwmwupp wpnhwlywu
U wwhwuoywé:

LGypuwqmpnypyutn byupulin e fuinppubpp: <Gunwgnuinipjwt twwwnwyu
E hpwywuwgub) unp nbinwdhongutiph npnunuwd wihghyn- W htwnbpnghyn[cjwh-
phnhuutph unp $niyghnuw] b hwdwlgyws wdwugywiutiph 2wnpnid: Luywwnwyh
hpwgnpddwu hwdwp bwhuwwnbuyby Ep nét] hGnlyw) hhduwYywu fuunhpubpp.

o owwhdwwgub] b Ywwwpbuwagnpstip ghyinwtuwnw|cluyhphnhuutph, htpuw-
hhnpnhgnfuhunihuiph W whpwun(3,4-cJwhphnhuutiph uhtpbqgh Gnwuwyutnp,
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e nwnuwuwuhpb) uhtupbiqwd dhwgnieniuutiph phdhwywu, $hghywphdhwlwu
U yEuuwpwuwlwu hwwnynieniuubpp,

e pwgwhwjwnb] wn dhwgnieniuubph phdhwywu Ywnnigwdph nt YEuuwpw-
Uwywu wywnhynipjwu dhol ophuwswihnipniuttin:

LGypuwqmpnpyuit ghipwlputi unpnypap: <Gnwgnunnieniuutph pupwgpnid
pwpd&p dwppnigjwdp uhuptiqyt] Gu dnin Gpbip hwpjnip unp dhwgnieniuutip, win
eynw unp htnbpnghywiht  hwdwlywngbn® whphnn(1,2-alwhphdhnhuutpp L
whphdhnn([2,1-A [1,2,4]wphwghtubpp:

Unwoht wugqwd whpwun[3,4-clyhphnhuubph hgndbpubph fuwnunipnh 'H
UUN uwytlyunpnid unyuwywuwgybi b whpwun[4,3-bjwhphnhup:

2,7-Lwdprehphnhuutph swppnd hwonnyb| £ uwnwuw] 1-wdhun-3-opun-2,7-
Uwdphphnhuutip:

Nwnwduwuppyb) Gu upuebqwsé dhwgnienuubiph hwlwninnigpwihtu, hwyw-
yhpnuwjpu, hwlywgugnidwihu, hwwwgpbquuwunwiht, hwjwpwlnbphwywu b
hwlwutluwjht hwwnynyeniubpp:

LGypwqmpnypqutt gnpstwlutn wpdbpp: Uowyyb| £ ghyinwbunw|clyhnpp-
nhuutiph, htipuwhhnpnhgnfuhuniptiuitiph L whpwn(3,4-cluyhphnhtiutiph uhuptigh
wnwyb| wpryniuwybn dhwnbwlnnpuwiht Gnwuwy, npp htwpwynpnieniu £ nw-
(hu Ypdwwnb upuptigh dwdwuwwhwunywdp W funtuwtht] npnawyh wofuwwnw-
wwp thnytinhg:

Mhphdhnn[2,1-A[1,2,4]nphwghup, npwbu jnipophtwly Ywnnigywdpwihtu dhw-
ynp, huwpwynpnieiniu £ pudbinnd uhupbiqt] pwqdwehy unp hGnbpnghyjwihu
hwdwlwpgbp, win wwwbwnn wju nwh puswybu nbuwlwu, wjuwbu b
gnpduwlwu dbd wpdtip:

Uowlyyby t 1-wdhun-3-opun-2,7-uwdphphnhuutiph upupbgh Gnwuwy, husp
huwpwynpnugniu | wwihu uptpbgb) unp htwnbpnghlwihu hwdwluwpgh' $nipn-
[2,3-c]-2,7-uwdphphnhuh wdwugjwutip:

Pwgwhwjnyt tu YEluwpwuwlwu pwpép wlwhyniejudp dhwgnieiniutbn,
npnup nubuU  ppwlwu  htwpwynpnigniiutp  nbinwdhong nwnuwnt  hwdwn:
“phwughg tu. 3,3,8-nphdbph-6-opun-3,4,6,7-nbnpwhhnpn-5-ghwun-1H-whpw-
un[3,4-clyhphnhup (hwywwgptiquuwnwiht), whwbpwghunwhphnhtuubph wypy
wgh| wdwugywiutinp, $nipn(ehtitin)[3,2-dluhphdhnhtttiph N- U S-wiyh) wdwug-
jwiubpp  (hwwuubwiht b hwwpwywnbphwlwu), 1-wdhun-5-(2-$niphy)-7,8-nph-
hhnpn-6 H-ghYinwtuwnw[dj$nipn(2,3-blwhphnhu-2-Yywppnhhnpwghnp - (hwlwyh-
nnwiwjht), whphnn(1,2-alwhphdhnhuttipp (hwlwgugnidwiht), N-(nbupwhhnpn-
Inipwiu-2-hidbeh))-5-(2-$niph))-1,2,3,4-nbiipwhpnpnwhphdhnn[4',5':4,5]ehtiun-
[2,3-c]hgnfupunihu-8-wdhup (hwlwninnigpw)ht):

Uowlyyt] btu Ybuuwpwunpbu wywnpy 3,3-nhdbph-6-opun-whpwun(3,4-c]-
whphnhuutiph, 3(6)-whwbpwghunwhphnhtubiph, $nipn(2,3-bjuhphnhuttiph Yun-
pnhhnpwahnutiph, whphnn(3',2":4,5]%nipn(ehbun)[3,2-djwhphdhnhuubph A-, S-
wiyhy b wdhunwdwugiwiutiph ni whphnn(3',2:4,51%nn[3,2-dlwhphnn(1,2-ajuh-
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nhdhnhuubiph uhtebigh tnwuwlutp:

Whiunpwiiph  thnpdwpynidp: UnGuwfununigjuu  hhduwlwu npnypubpp
ubpywjwgyby Gu 7 dhowqgquwihu ghunwdnnnubipnud. 9th Eurasian Meeting on
Heterocyclic Chemistry, EAMHC-2016, Dombay, Russia, 2016, Book of Abstracts of
5th International Conference of Young Scientists, Chemistry Today-2016, Thbilisi,
Georgia, 2016, 7th Hellenic Symposium on Medicinal Chemistry, Thessaloniki,
Greece, 2017, Markovnikov Congress on Organic Chemistry, Moscow-Kazan, Russia,
2019, 10th Eurasian Meeting on Heterocyclic Chemistry, EAMHC-2019, Milano
Marittima-Cervia, ltaly, 2019, VI Scientific Conference of the Armenian Chemical
Society (with international participation), Yerevan, Armenia, 2019, International
scientific-practical conference «Georgian Scientific Pharmacy: Past and Present»,
Thilisi, Georgia, 2022:

Lpunpuwpwliywé  wpfuunpnyggmbiubpp: Unbuwfununipjutu hphduwlwu
npnypubpu nu wpryniupubipp wdthnhjwd Gu 18 hnndwdubipnid b ghwnwdnnny-
ubiph 9 yjniebipnud:

Uppuunpuwiiph Yunnigwdpp: Unbuwunuwlwu wofuwwmwupp 2wpwnpjws &
150 top Ypw, pwnyugwsd £ ubpwdnieiniuphg, gpwywuniejutu wluwpyhg, wpn-
jnituputiph puuwnpynwihg, thnpduwlwu  dwuhg, bBgpwlwgnuyejniuubiphg, og-
wnwagnpdwd gpwywunyeuu gwulhg (177 hnnud) b hwybwdhg (46 b9):
Lbpwnnud £ 18 wnjnwiwy W 16 ulwp:

uchiusuuvLh <pUtLuuulL ANYULHUUNRE3NRLE

1. bpyghyy b Gnwghy) wihghyn- b htnbkpnghYn[clyhphnhuutiph
uhupbqu nt hnfuwpyndubpp

Uptuwwnwuph hwdwp npwbu Gwune Yphpwnyty Gu 3,5,6,7-nbinpwhhnpn-
2H-ghynwGuwmw|clyhphnhu-3-nuutipp 4, 2,3,5,6,7,8-htpuwhhnpnhgnfupunihu-3-
nuubipp 5 U 3,3-whpwun(3,4-clyhphnhu-6-nuutipp 10: Shynwbuwnw|c]jwhphnhu-
utiph U htipuwhhnpnhgnfuhtnipitiph uhupbiqu hpwywuwgyt £ Glutinyg ghyihy
ytiwnnnuubiphg 1, npnughg unwgybi| tu dnpdnihuwjpu Guwdhuubip 2: dkpohuutiphu
thnfuwgnbignyeniup Ywppnuwpeniubph pinpwubhhnphnutph hGwn pun Unnpyp
nbwyghwjh pbpti £ B-nhywppnupiwihu dhwgmmm‘u‘uhnh 3 unwgdwup:

@@@*ﬁ@ﬁi

45 R
C¢Hg; (a) unpdnihi; (b) RCOCL E,N; (c) NCCH,CONH,, Et,NH n=0, 1; R = wilihi, wpht
B-"thytwnuubipnud Gpynt nbwyghnu Yeuwnpnuubph wnlwjnipiwi ywwndwnny
ghwuwgbtinwdhnh htwn hnfuwgnbignieniuhg Ywpnn 5u wnwowuwy tpynt ghyjw-
5



Jhu hgnutipubip. ghynwbuwnw|cwhphnhuubip W hgnfuhunihuutip 4, 5, huswytiu twl
ghyinwbuwnw|bjwhphnhuutip L fuhunihuutp 6: 2,2-Yhdbehiwhpwunuph Guwdhup
wghnwihg unwgynid Gu Gpyne -nhyGwnnuubp 8, 9, npnug ghyintdp ghwuwgb-
wwdhnh htwn Ywupnn & pbipk 4 (2+2) hgndbip wpgwuhputiph wnwowgdwup 10-13:

E:] ()

A \
Me:
(o)
Et,N

Me y 0 Me
M0 o NH RCOCI Oy X NH
Me  Me R
10 R
+ \
i
Me R N
u R = wijhy, wphy 13

Uwpnip L[hﬁwqmd wugwwnyb] Gu Jdhwiu  3,3-nhdbiph-6-opunwhpwun|3,4-
clyhphnhuh wdwugjwiutipp 10: Lywwwy niubuwiny pwpépwgut) Yyepohuubiphu
Giptpp, hpduwywu wpgqwupph 10 wugwwnnuihg hbwn, hpwlwuwgyb £ dwyp
(nonyeh  nwnwuwuhpnigyntu, npwuhg wuswwnyb] £ hhduwywu wpgwuhph
npnawyh pwuwy, pwpdpwgubiny tipp Wu 10-20 %-ny: fuwunippnnud wnw 2-pn
dhwgnieyniup’ 1,1-nhdbiphiwhpwun(3,4-cluhphnhup 12 sh wugwnyty dwpnip yh-
dwynwd, pwjg unyuwywuwgyb) £ fuwnunipnh UUN uwyblupnd, npnd wnyw Gu
hwplwu CH2 fudpbiph wiphwtn wqnwupwuutpp: Unbuwfunuwwu wofuwwnwu-
pnud Jowyyty £ Guunebph 4, 5, 10 uhuptigh dhwnbwywnpwiht Jdbenn' og-
wwagnpdtiny hwjwuwpwdnwihu pwuwynypjudp ntwywhdubp, huy dhus wyu
ognwgnpdywsd Gpbip |ndhsubiph (nnpning, pbiugn b fpwun)) hnfuwpbu Yhpwnyby
E dhwju pbugni: UbGpnnh wnwybinieniuubiphg Gu npnawyh wotuwwnwwmwp thnt-
IGphg funwwthbip, nEwywhyutip futwtip, huswbu uwl gptipt Yhuny swih tujw-
wwlwjhtu dhwgnieniuubiph uhupbgh dwdwuwywhwwndwsh ujwqgbtigubip: <wpy
E ugkil, np punhwunip Gpbpp hwdbdwwnbih Gu Gnwihny dGennny unwgywsd dhw-
gniejntuutiph Gptph hbw:

Unwoht wuqwd hweonnyby £t 'H UUMN uwblwpnd unyuwlywuwguby Gppnpn
dhwgnieyniup’ 7,7-nhdbiehjuhpwun(4,3-blwhphnhtp 11: dbpohuhu Ywnnigywdph
wwwgnigdwt tywuwwyny npwup uwnwgybti Gu hwunhywywg uhupbqh Gnw-
uwyny puwn ubippnpbipjw| ufubdwyh.

o

[N] RY/N Me, N0

N HN"0 Mo |
Me. EtOH o = N
N
0”7 1 g

Me R =Ph, 2-pmpjy

6



Lwp 1. Mhpwun[3,4-c]yh-
nhnhtp U whpwtn(4,3-b]
whphnhuh dniEynywihts G-
nnigjwdpubipp:

Unununbnuywiywsd whwbpwghtubipp unwgyty tu 3(6)-hhnpopuhwhphnh-
ubiphg' Gpythny Bnwuwyny: Ybpohtubipu bwfu pinpwgyty bu, www uhupbqud
pinpwdwugjuiutipp 14-16 thnfuwgnbignipjuu dbe npubp wwutwwwunhly wybi-
gniyny thlthwqh'uh htivn 17, 18:

I i pwn
R
POCl
N N ™ N

3410R 14-16 R' 1718R
X=CHs, O;n=0,1;R=H, Me R = whi, wphy:

Upfuwwnwiph hwgnpn thnynud 3(6)-whwtipwghunwhphnhutipp pinppwgw-
fuwpryh pinpwuhhnphnh wqnbgnuyejwdp pbipby Gu 19, 20 dhwgnuejniutiinh
unwgdwup, npnup wdhuwgyby Gu' 21, 22 wpquuhpubph wnwywgdwdp: 3(6)-
Mhwbpwghunwhphnhtubph U pinpwgbnwdhnutbiph thnfuwqnbgnieiniupg gnjw-
gy Gu 23, 24 N-wiyh| wdwugjwutipp: <wpy £, Uk, np JGipnugw| whwbpwghun-
whphnhuutipp nhtehopuw|wnh wanbgniejwdp Jepwdyty U opuw|wwnutiph 25,
26, npnup hwonnnipjwdp wdhuwgyb) Gu 27 L 28 dhwgnypniuutiph umwgdwdp

N {
. N K\NJK/CI Il O ONYVR
ot A .
cacaecoa Ry | N CICH,CONR'R’
19,20 R' 17,18 R'
NHR R’ l(coom)2

i (\NJK/N : i

21,22 R' 25,26 R' 27,28 R'
X =CHz, 0;n=0,1; R=H, Me; R' = wiyp|, wph; R>-R” = H, wiyh; R? + R%, R* + R%, R® + R”
= ghyinwiyhy:

3(6)-<hnpopuhwhphnhutiipp  hhduwiht  dhowywjpnud - Eehipinpugbitnunh
Ywd Eehipinppnighpwnh htinn thnfuwgnbithu unwgytp U hwdwwwwnwufuwu O-
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wiypyws wéwugywiubpp 29-31: Cuwn 'H UUN uwblywpubiph ufuunyb) Gu uwle N-
wiypywsé woéwugjwiubph hbwpbp, npnughg huwpwynp £ bnbp wquwnyb
Ybpwpjnipbinugdwu dwuwwwphny: Npng O-wiyhywsé wdwugjwiutp (Gpp m = 1)
Ywihnwh  hhnpopupnp  gpwuwhpunwp ndnyeh  wqnbigniejwdp,  wuwjw
wnwpeeYyny zbqn;_)wg‘ub[hu L{bnwéqtﬁ[ Gu hwdwwwmwuruufu |a|anLUhnh 32, 33

OEt OH
3,4, 10%
m OEt
1

2931 R' R' 32,33 R
(a) CI(CH,)mCOR,, K,CO,/DMF; (b) i. KOH, EtOH, ii. HCI
X =CHy, O;n=0,1; R=H, Me; R' = wyh|, wph; m=1, 3:

Unwgywé wgbimopuh wowugjuiutpp 29-31 uwwnppnidh Ephjwwnp wgnbgnie-
jwdp ghyyb Gu hwdwwwwwufuwu $nipnf2,3-bjwhphnhuubiph wdhunkupbpubph
34-36: <wipy k ugky, np tpp m = 3 ghynwd nbinh sh niubighy:

fahtun[2,3-blyhphnhuutph wdhunkupbpubpp 34-36 uwnwgyb] Gu hwdw-
wwwnwufuwtu 3(6)-pinpwhpphnhuutph 14-16 L Eehpubpyuwwnnwgbunwwmp  thn-
fuwqnbignieiniuphg: Wunthtinl wdhunkupbputpp thnfuwgnbgnyeywu dby nubinyg
hhnpwght hhnpwwnph hGwn upupbtqyt] U hwdwwwwnwufuwu Yuppnhhnpw-
ghnutpp 37-39:

34-36 o

() NaOEt; (b) HSCH,COOEt, NaOE¢; (c) N,H,.H,0
X=CHy, 0;n=0,1; R=H, Me; R' = wilyh, wph; Y =0, S:
YbUuwpwunptu wynhy wdhunwhphnhuutiph, huswbu twl hwdwygywsd $ni-
nn[2,3-blyhphnhutbph uhuptigh hwdwp hwpdwp $niuyghnuw] fudpbp unwuwint
uwywuwwyny hpwannpdybi & Udwyuh wnhwhp L{bpwl'udpr[nnnLd

N
Il II
R A\ -O(CH,)mCOOE R O(CH,)mCONR’R’®
R |
X N NHR'R? N N
1

29-31 R 40-42 R'

m—l m=3 Il
m—\

/l R
N

44 g
X=CHy, O;n=0,1;R=H,Me; R'= wyh|, wphy; R%, R®= H, wiyhy R? + R = ghynwiyp:
8



Lbnwgnunipiniutbph pupwgpnid nwnwuwuhpyby k, gL hus wqnbigniegyntu
niih Yanught wiypy 2newh Bplwpwgnup yepghtupu dpw: Wuwbu. unwgyws
wgbwopuh U pniyehphjopuh wéwugjwiubipp wwppbp wdhuubph wgnbigniejwdp
ybpwoyb) G hwdwwywwnwufjuwu wdhnubph 40-42: Jbpohuubphu nbwlyghwu
uwwppnudp Ephjwwinh htn pnyshphiopuph wéwugjuiubph nbwpn sh pbipbp hw-
dwwwwwufuwu  wdhunwyhphnhuubpp 44 W $nipn[2,3-blwhphnhutubph  wdh-
unwdhnubph 43 unwgdwup, wjuhtupt' wju nbwpnwd Udwyup whwh yepwiudpw-
ynpnud inbinp sh niubunwd:

2. Dnipn(phtun)[2,3-blyhphnhuubtph wihunkupbtputph hhdwu Yypw
pwnwghly b huqughy| hwdwlwpqbph uhupbqp

dnipn- b phunwhphnhuubph wdhunkupbputpp odwnywd sbu YEUuwpwuw-
Ywt pwpdp  whwhynipjwdp,  uwlywi yhghtw|  $niuilghntiwg  fudptiph wn-
Yujnigjwu wwwnbwnny npwup hwpdwnp uhtuwnnuubp Bu pwnwghyp W huqughly
dhwgniejniuubpht - wugubine hwdwp:  Wuwbu.  hpwgnpddl Gu huswbu
twfuypunwd  unwgqwd whpnn[1,2-alwhphdhnhuutiph (m = 1) 45, 46 L
whphdhnn[1,2-alugbwhuubph (m = 3) 50-52 unp wdwugjwiubph, wjuwbu L unp
htiintipnghywiht hwdwywngbiph® whphnn(1,2-alwhphdhnhuutiph (m = 2) 47-49
unwgnid: Upupbqu  ppwlwuwgdb] £ $nudnpph opuppinphnh  ubipyuyniejwdp
thnfuwgnbgnipjwu dbe nubiny $nipn[2,3-bluyhphnhutubph  wdhuntupbpubpp b
5-7 wunwdwup jwywnwdubpp:
R_ R

R

a, b, c

—_—
POCI,
cHClL, R

53-55 o 34-36 Y
(2) 2-whpnihynG, (b) 2-whwbphnng, (c) 2-wqbwwing
X=CHy, O;n=0,1;R=H, Me; R' = wiyhy, wph; Y =0, S; m=1, 2, 3:
_C7

Ljwp 2. 4-hgnwpnwhi-2,3,9,10,11,12-hbpuw-
hhnnnghlyinwbunw(4’,5Twhphnn[3',2":4,5]%nin-
[3,2-djwhphnn[1,2-alyhphdhnhu-7(1H)-nup dn|b-
Ynywyhu Yunnigwdpp:

wonpry  pwyinud  pnipn(phtiun)[2,3-bluihphnhutitiph wdhuntupbinutinhg
uhtpbquty BU  $nipn(phbun)[3,2-dlwhphdhnhttbn  53-55, Jbnghtbnhg by
hwlwwwwwuluwu  pinpwdwugjuiubpp  59-61:  dnipn(hbun)[3,2-dlwhph-
dhnhutbphg unwgyb Gu bwl N-wyhywsd wowugjwiutp 56-58, huy O-wyhywsd
woéwugjwubiph htwnpbphg Ynpyhu huwpwynp £ tnk wquundb) yepwpynipbinwg-
dwu dhgngny:



59-61 Cl 53-55 o 56-58 o
X =CHz, 0;n=0,1; R=H, Me; R" = wyh|, wph; R? = wyh; Y=0,S:

Lwnwghly $nipn(phbun)wyhphdhnhuttiphg Yaluwpwuwlwl pwpdp wyunh-
Yniejwdp wsph Bu puyty ypohuubphu wdhunwéwugjwiubpp: Unyu wofuwwnwu-
pnud purqwjuyty £ win wéwugjuiutph owppp 62-64: Linpwdwugjwiutiph U ghn-
dhquujniph thnfuwgnbignigniihg unwigyti Bu $nipn(ehtiun)[3,2-dlwhphdhnhu-
7(8)-phnuubip 65, 66, npnup wiyhiyb Bu 2-pinp-N-1,3-phwgn-2-hjugbinwdhnny’
pbpGiny hwdwwwwwufuwu S-wiyh wdwugjwutiph 67, 68 unwgdwup:

R_ R R_ R R_ R

NH,CSNH,
—_—

62-64 NKRR 67,68  SR'
X=CHy, O;n=0,1;Y=0,S; R =H, Me; R' = wiyh, wphy; R?, R®*=H, wiyph; R?> + R¥ =
ghbinwiyhy; R*= wyhy:

Lwwwwly niubuwiny unwuw| wmbnwlwjws whphdhnhuubn, wihghyn- b ht-
wbipnghlin[cJwhphnhtubiph wdhuntuptputipp thnfuwqnbgniejwu dby Gu npyty
ptugnhihgnehnghwtuwwh htn b unwgyb] Gu hwdwwwwmwuluwu ghnnipbhnn
woéwugjwubipp 69-71:

R R R R
X n X )n
NH,
= | | PhCONCS &
1 X, NS ‘ ‘
R N Y COOEt R' N Y
34 w,q,n,¢; 35 w,n,9,0-0; 69-71
36 q,B-n,d,1

X=CHz, 0;n=0,1;R=H, Me; R = wyh, wph; Y =0, S:
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f[dhnnipbhnn  wdwugywiubph 69-71 ghynwip hhnpwght hhnpwwh  waqnb-
gnipjwdp ptiptp £ 9(10)-hhnpwghunwhphnn[3',2':4,5]rehtun($nipn)(3,2-dJwhph-
dhnhu-7(8)-nuubiph  72-74, huYy Ywinwih hhnpopupnh nbwpnd' 9(10)-phnop-
uhwhphnn[3',2":4,5]ehtun($nipn)[3,2-dlyhphdhnhu-7(8)-nuuiph 75, 76 uwnwg-
dwup:

Blutiny wyu hwuquidwuphg, np dnipn(pehbun)(3,2-dlwhphdhnhuttiph 7(8)-
wdhunwdéwugjuiubipp gnigwpbiptp Gu YEuuwpwuwywu pwpép wynpynye)niu,
wwnbbwlunuwlwt  wofuwwwuph opowtwlubpnd  punywjudl £ ybpeohuubiphu
owppp' h hwohy hwdwwwwnwuluwt dbphiehn wdwugjwiubph: Wn bywwnwyny
uhtptiqyusd 9(10)-phnopuhwhphnn(3',2:4,5]ehtun($nipn)[3,2-dlwhphdhnhu-7(8)-
nuubipp 75, 76 wiyhyt| Gu deehynnhnny 77, 78:

R_ R R__ R

7,78 0 79,80 (1 81,82 NR'R’
(a) DMF/KOH, Mel; (b) POCL; (c) HNR?R, EtOH

X =CHy, O; n =0, 1; R = H, Me; R = wiyp;, wphy; R?, R®= H, wiyhy; R? + R®= ghynwiyhy:

huswbu phuphwlwu, wjiuwbu £ YEuuwpwuwywu nbuwuyniuhg htwnwppphp
E unp huqughly dhwgnugjniiubiph uptptiqp: Ujuwbu. 4-wiyhl-7-pinp-9-(dtph-
hin)-2,3-nhhhnpn-1H-ghynwunw(4',5'Twhphnn(3',2":4,5]phtun(3,2-dlwhphdh-
nhuutiph 79, 80 hhdwu ypw upupbqyb Gu hhnpwghunwdwugywiutpp 83, 84:
dbipghttiiphu nbwlyghwt dpguwperyh Ywd npw oppntuptiph htn pwpdp tipb-
pny pbpb £ dhwjt hwdwwwwwufuwu nphwanin[4,3-cjuhphnhuutiph 85 uwnwg-
dwup: hgndtip nphwgnin[1,5-cjlyhphdhnhtutbph 87 uwnwgnud sh uwwnyb|, wyu
unwgyb| £ 85 dhwgnieniuubpp hhduwihu dhowywpnid dowytihu: Ujunthbnl
85 dhwgnipniuttipp hnfuwgnbignigjwu dbe Gu npybp npn2 wnwouwhu wdhu-
ubiph W hhnpwaghtu hhnpwnh hbwn: LHwnyb £ SCHs fudph tnbnwlwinwd, huswtiu
uwl Yhdpnnh  Jbpwiudpwynpnud' pbipbin hwdwwwwnwufuwy  5-wdhunnt-
nuwywwd nmpphwanin[1,5-c]-whphdhnhuutph 86 unwgdwup:

R_ R

N

N
N—1I

(a) N,H,.H,0; (b)CH(OE1),; (c) HCOOH; (d) NH,R!, EtOH; (¢) DMF, K,CO,
X =CHz, 0;n=0,1; R=H, Me; R = wiyh|, wphy; R?=H, wyhi:
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Unp hwdwygywsd wnpphwgniubph unwgdwt twywwnwyny hhnpwghunwéwu-
qun 83q ghyby £ dddpwdtuwduh wanbtignipjwdp: Shghlwphdhwlwu hbuw-
gnunieinutbipp gnyg bu ndb), np unwgywd nphwgnip 88 L' pnipbnwywu yp-
Swynwd, L' nwdnyenu guuynud b phnwyunwdwihu uny: Ujunthbnl dbpohuu
wyhpyby £ dbphy janhnny phu(dbehiehn)wdwugjwih 89 unwgdwdp, npp Epwun-
(. thnfuwgnbgniejwu dbe £ npytip npng wdhuubph htwn' pbpbing S-wdhununb-
nwywywsd wnphwanin[4,3-clyhphdhnhutbph unmwgdwup 90: Sphwqnin[4,3-c]wp-
nhuhnhu-3-phnuh 88 hnfuwqnbgnieiniup dbpopuptehjwdhup htw hwugbgnt |
91 dhwgnipjwu unwgdwup: Uunthtnl dbeh; jnnhnny Jbpohuhu wiyhinwihg
unwgybi| £ 90p dhwgnipintup, nph hhdwu Ypw b hwunhwwlwg upuptigh dhon-

gny hwuwnwwnyb £ ybpohuhu Yunnigywdpn:
Me Me

N—N

Me 90
(a) CS,, Py; (b) DMF, K,CO,, Mel; (¢c) HNRR!, EtOH

R =H; R'= wiyhy; R + R'= ghynwiyhy:

<hnpwghunwéwugjwiubiphg 83q, 84w uwnwgyt| Gu 7(8)-wqhnnehtiun(3,2-d]-
whphdhnhuubip/phtiun|2,3-eJntnpwanin[1,5-cJwhphdhnhuutip 92A/T, 93A/T (w-
ghn/nbwpwgnp), npnup pnipinuwu ypéwynd hwunbu Gu quihu nbwpwgn-
(wihu duny, dhusnbin [ndnyend’ npwbu Gpynt hgndbip dubiph fuwnunipn:

R_ R R_ R

01,931 N 924, 93A N,
X=CHy,n=0,R=H,R' =iBu; X=0,n=1,R=Me R' = [-Pr:

Cwonpn thnynid 7(8)-wghnnehtun[3,2-dlyhphdhnht/phbun|2,3-eJnbnpwgn-
In[1,5-cluihphdhnhup 92A/T, 93A/T thnfuwqnbignipjw dbig £ npdby whpnihnhuh,
2-wdhuntpwunih W dnpnhup hbtiwn: Mhpnhnhuph nbwpnd wbnh £ niubgh)
wghnwjhtu b SMe fudpbiph wbnwwinw, 2-wdhunkpwunh L dnp$njhup nbwpnut®
wghnwiht fudph pwjpwinud NHz fudph wnwowgdwdp' pbpbind 94 dhwgniejwu
unwgdwup: Lwywwwlwihu 95 dhwgnieniup unwgyb) £ wybih dend  wwy-
dwuubtipnud 92-p Epwuninwd dnpdnihup htinn thnfuwgntignypjwu dbe nubijhu:
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(a)uihpnihnhG; (b) YnpdnihG Ywi 2-wihGntpwbng; (c) dUnpdnihG, EtOH

9(10)-fdhopundnipn(phtun)[3,2-dlwhphdhnhu-7(8)-nutbipp 75, 76 thnjuwqnb-
gnipjwu dbg Gu npyby 1,2-nhpinptpwuh, 1,3-nhpinpupnwwuh Ywd 1,3-nhpinp-2-
wpnwwunih htiwn: Uygpniupnpbu Ywpbih Ep uywub) ghwgniuht b phwghtwpu
onwyutiph wnnignud whphdhnhth huswtu [a], wyuwtu Ey [6] Ynnh Ypw: Uhugntin
wuowwyby £ dhwju d6Y nbuwyh dhwgnyeinitu, husp nbwyghwih nbghnubtyunpy
(hubnt wwwgnyg & Upryniupnd pupwund £ phwanwihtu 96, 97 Hwd phw-
qhuwhu 98, 99 onwyh Ywnnignd whphdhnhth [b] Ynnh ﬁnuﬁ

(a) CICH,CH,C1, KOH/EtOH; (b) CICH,CHR*CH,CI, KOH/EtOH
X=CHz, 0;n=0,1,Y=0,S; R=H, Me; R" = wyh, wph;; R? = H, OH:

Llwp 3. 4-hgnuypnwhyi-2,3,9,10-inbinpw-
hhnnnghlyinwbuwnw(4',5Twhphnn(3',24,5]-
$nipn[3,2-d|[1,3]phwann(3,2-alwhphuhnhu-
7(1H)-nup dnityntwjhu Yunnigwdpn:

<wnpn. pwjinud 9(10)-hhnpwghtnwhphnn(3',2":4,5]phtun($ninn)[3,2-dlwhph-
dhnhu-7(8)-nuttinp 72-74, \hnfuwqgnbigniyejwu dby Gu npyb| dpouwepyh Ywd ybp-
ohuhu oppntuptiph htw: Ypyhu huwpwynp £ ghydwu Gpynt ninnnieyniu. tnphw-
anwiht onuh Ywnnignud whphuhnhth [a] Yud [5] Ynnh dpw: Uwiwy pun
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ghwlwu nyjwjutiph vdwu nbiwptipnud unwgynid tu gdwjhtu Yuwnnigjwdpny hw-
dwygywsd wphwgniubp: Upryntupnud  upuebqyty Gu  whpphnn[3',2":4,5]hbun-
($nipn)[3,2-d][1,2,4]nphwgnin[4,3-alyhphdhnhu-7(8)-nuubkp 100-102, npnug Yw-
nnigywépubint wwwgnigyby Gu dbeh) jnnhnnd wiyhtind b hwdwwwwnwufuwu
11(12)-dbehiwhnhnn[3',2":4,5]ehbun($ninn)[3,2-d][1,2,4inphwanin(4,3-aluhnhuh-
nhu-7(8)-nuubipp 103-105 unwuwny:

R_ R

o 103-105
(a) CH(OE),; (b) HCOOH; (¢) DMF/K,CO,, Mel
X=CH, 0;n=0,1,Y=0,S;R=H, Me; R" = wyhy, wph;:
C4
cn
f/N“ Ljwp 4. 5-hgqnuypnwh|-2,2,12-inphdbph-1,4-
M\%ms nhhhnpn-2H-whpwun[4",3":4",5 Twhphnn[3',-
o (e 2:4,51pninn[3,2-d|[1,2,4]wphwqnin[4,3-a]luh-
/ Wi phdpnhu-8(12H)-nup  dnGynywiht  Ywnnig-
Jwdpp:

(htiun([2,3-blwhphnhth - wdhuntupbintinp wghiyty tU pinppwgwiuwpRyh
pinp wuhphnphnny 106-108, www upupbqwd wgh; wdwugjwutph W 3-whyn-
(hwdhuh  thnfjuwgnbgnieniuthg  unwgybp  Bu  hwiwwwwwuluwu — wdh-
unwéwugjwutipp 109-111:

R_ R

109-111

N,H,H,Q
R_R A—I

N
A N SN
l/\]{/\@
“NH, =

112-114 O

15117 ¢
X =CHyz, 0;n=0,1; R=H, Me; R = wyh|, wphy:
14



Unwgywé wdhunwdwugjwiutipp ghydby Gu hpnpwghtu hphnpwwnh wanb-
gnipjwdp tpynbnulywwsd phtun[3,2-dlyhphdhnhuubph 112-114, npnug hbunw-
gw ghynwip dpouwpepyh oppntuptph htiwn pbptp £ unp W jnipophuwly hbwnb-
nnghyuyht hwdwywingbiph' phtun(3',2":4,5]uhphdhnn(2,1-A[1,2,4Jwphwaghttbph
wnwowgdwup 115-117, npnug jnipophuwynyeniup Yuwjwunwd £ upwunid, np pwgh
wnwoht tptip hhduwywu ghytiphg, unyuhuy Ybipght tipynt ghyiph hwdwy-
gnipntup hupuht unp htwnbpnghyjwhu hwdwywpg L:

3. 1-Udhun-3-opun-2,7-uwdphphnhuutph upupbtqp

1,3-Hhpnp-2,7-uwdrehphnhuutiph 118 hhdwu Jpw uhupbqyt) Gu 1-wdhun-3-
pinp-2,7-uwehphnhuutp 119: Jdbpohuubphu b 2-dGpyuwwnntpwunih thntuwg-
nbgnueiniuphg  unwgyby Bu 3-[(2-hhnpopuhtrehpehn]-2,7-uwdrhphnhuutn 120:
Ujunthtinnl npwup  Gupwpydty Gu  Udwjup  JbGpwiudpwynpdwup'  pbpbing
Uwwunwywjhu 1-wdhnn 3-opun-2,7- Uwfbphnhqhbhhnh 121 unwgdwun:

N
i I

‘\ S\/\OH
MeYN % Vle ~N % Me PA
e N
118 119 120 € )
n o n
i 7
‘ N OH = o
Me\'/N N ? MeYN N
Me N Me N

o T aers

(a) wihpn{hnh@ fud hipumdliphithdht, Et,N, EtOH;
(b) SHCH,CH,OH, K,CO,, DMF; (¢) NaOH, EtOH
4. Upuptqwué dhwgnipyniuutph unnigwéph b YEuuwpwuwluwu
wlwhynipywt dhol Yuyp

Uhupbtiqwé dhwgnieniuutipp Bupwpyyb) tu YEuuwpwuwlywu hbGwnwgnunni-
pintuubtiph << GUU LOLh «Hinwpwuniypjwu U wwwnhhunninghwjh», «(dntuw-
pwunigjwu U phdhnptpwwhwh», UnGynywiht YEuuwpwunigjwu huunhwnninp
«Pooh YGUuuwpwunigywu W Jhpnuuwpwunyjwu» jwpnpwnnphwubpnd, Uwin-
uhyh Uphuwnnuntih, Mpwhwih 2wpgh U v, Upndjuih wujwu <wjjwywu
whnwlwu Jdwuywlwpdwywu hwdwpuwpwuubpnd n Pegpwnh  YGtuwpw-
Uwlwu hbwmwgnunienuutiph huunhwnnunnud:

«Hnwpwunipjwu W wwwnnhhuwninghwjh» jwpnpwwnnphwynw hpwlwuwgyb)
L 24, 45-52, 62, 63 dhwgniejniuutiph ubjpnuipnwy hwwnynieniuubph nwinuwup-
pniejniu: Cuwn hGnwgnunnieniuubph wipryntuputiph 3(6)-whwbpwghunwhphnhu-
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ubiph wiypywsé wdwugjwiutiph 24 2wppnd hwywgugnuwihu pwnpép wynhynt-
It gnigwpbpt] Gu Ynnwihu nbnwywihsnud wpndwwhy onwy wwpniuwynn
dhwgniejniuutipp, npnup uuwd 25 dg/Yg nbinwswihhg pbipkp Gu Ynpwgnwghu
unwwubiph Ywutuwnpgbdwu:

Mhpnyn[1,2-aluhphdhnhtutinh 45, 46, whphnn{1,2-alwhphdhnhuubph 47-49 U
whphdhnn[1,2-alugbwhuubph 50-52 swppbpnid wnwyb] wpunwhwjndwd ubj-
pnnpnw  hwwnynyeniuubp npulinpyt) Gu 47-49 dhwgnieyniuutiph dnwin, npnug
wlywhynipjwdp ghob U 50-52 dhwgnipniuutipp, www whpnin[1,2-alwhphdh-
nhuutipp: Mwpqyby £, np wynpynigywu ypw Ewlwu wgnbtignieintu niuh ng dhwju
ytipght ghyth dednugniup, wy| bwl whphnhtwih onwyh wbnuluwhsp:

Shynwbuwmw[4',5\whphnn[3',2":4,5]ehtun[3,2-dlyhphdhnhuutph  wdhunw-
dwugjwiubph 62 hwywgugnuwiht wywnhynigjw nwnwuwuhpniejniuubpp gnyg
tu wdby, np Ytipghtuutipu' wuYwfu 4-pn nhpph fudphg (hanupnwhy wd hgnpni-
ehp), gnigwpbipt Gu gpbipt Jhwudwu wywmhynieiniu: hgnfuhunhiwjht gwpph w-
dwugjwiubtpp 63 npulnpb] Gu hwlwgugnwwihu wybh pwpép wynhynie)ni,
pwt ghlyinwbuwnw(cluhphnhtubiph 62 2wpph wéwugjuiubpp: Gpynt Jwppnid £y
hhnpopuhkphjwdhtwiht funwp wwpniwynn dhwgnieniuubpp niubgl) Gu wdb-
Uwgwdp wywhyniejniup, dhusntin onpwih Gplwpwgnudp day CHa fudpny pbipb &
wdbUwpwpép wywnhyniejwup:

«f@niuwpwunigjwu b phdpnpbpwwhwih» jwpnpwwnnphwind hpwlwuwgyb)
Gu $nipn(htiun)[3,2-dlyhphdhnhuubph wdhunwéwugjwutph 63, 64 hwlwni-
nnigpwiht - wywnhynipjwu  nwnwuwuhpnieyniu:  Udbuwpwpdp  wywnpynieintup
gnigwpbiptp £ N-(nGunpwhhnpndnipwu-2-hdbeh)-5-(2-$niphp-1,2,3,4-nbnpw-
hhnpnuwhphuhnin(4',5"4,5]ehbun|2,3-clhanfuhtniht-8-wdhtp, npb - whuhynue-
jwdp qquihnptu gbipwquugh) b hwdtdwwnwywu nbnwdhong nnpunpniphghtht:

fu. Upnjjwup wiudwtu hwjjwywu wbwwywu dwufwjwpdwlywu hwdw]-
uwpwunw  hpwlwuwgywsd hbGunwgnuinyeniuubpp gnyg Gu wyb, np whwb-
pwghunwhphnhtubiph wghyws wéwugjwiutpp 21 odnjwd tu wpnmwhwjnywsd
hwlwpnppnuwiht  hwnynyjwdp, huswbu twb npwug 0.02%-wung 9pwjhu
(nwnyep fupwunwd § gnpbuh, qupnt bW Gghwwwgnpbuh ubpdbph dintuwynieniuu
nL §jdwu Eubipghwu:

Rbigpwnh YEUUWpwWUWYwu hGwnwgnuinigniuubph huunpnnunnd hpwyw-
Uwgyby b ghyinwbunwlclwyhphnhuubph W whpwn[3,4-clwhphnhtubph 2-wh-
wbpwghu-1-h-N-1,3-phwgn|-2-hjwgbunwdhnubph 23, 24, Snipn(ehtun)[3,2-dlwh-
phdhnhuubph N- 56-58 U S-wyh| 67, 68 wdwugjwiutiph hwywpwywmbphwywu L
hwywuulywjhtu hwwnynigyniuubph nwnwiuwuphpnigyniu: <wdbdwnwywu nbnwdh-
ongubtiphu 23, 24 dhwgnieniuutiphg bW’ hwlwpwlwbphwlwu, bW’ hwlwuulywihu
wlwhynipywdp gbpwquitgt GU nhdbehiwhpwuh pwpphg $niphy, ghlinwbunw-
Uwjhu pwpphg pniehy funwp ywpniiwynn wéwugjwiubpp, huy 56-58 U 67, 68
awnptiphg’ nhdbehwhpwuh onwy, hgnwpnwhy b $Euh funwp wwpniwlnn
wdwugjwiubpp: Cun wpryniupubph hwwpwlynbphwywu wynpdngniup L'

16



ghyinwbuwnwlclwhphnhtutiph, " whpwun(3,4-cJyhphnhuutiph wppbipnud wp-
wwhwjnywsd L gpbpt hwjwuwpwswth, huy hwlwuuwiht  wlwpynieginiup
wnwyb| pwpép npulinpyb) £ whpwun[3,4-clyhphnhuubiph wéwugjwiutiph dnw:

Uwnuhyh Uphunnuntih hwdwjuwpwunud hpwywuwgyty tu 82, 86, 90, 91,
97-99 UL 100-105 Jhwgnipjniuutph hwlwdwupbwihu  wynpynyjwu  nwnwd-
Uwuhpnipyniu: Cun wipryniuputiph 82 dhwgnieyniuubiph pwppnud wnwyb) pwpép
wlywhynggnis niukigh Gu - nhdbphiwhpwuh onwy  wwpnwynn  whphnn-
[3',2":4,5]htiun(3,2-dJwhphdhnhu-8-hjwdhun}wpnuwu-2-nip b whphnn[3',2":4,5]-
ehtiun[3,2-dlwhphdhnhu-8-h|]-N,N-nhdtiphfpwu-1,2-nhwdhup: 86, 90, 91, 97-99
L 100-105 dhwgnyeniuubpp gnigwpbpt] Gu hwlwdwupbwihu dhoht wywnp-
Ynipyniu:

Mpwhwih hwdwuwpwunw hpwywuwgyby b 6-opunwhpwun(3,4-cJwhphnhu-
ubph 10 hbwnwgnuineniuutp: Cuwn wpryniupubph dbph; wbnwlwihsny  w-
Swugjwip wybh wpryniwwybin £ Ywufuwpgbnd ppndpnghnutiph wgnpbiqughw,
pwu pdoynipjwu Jbe Yhpwnynn wuwhphup: Ex vivo htinnwgnunnipiniuutipp gnyg
Gu ndb, np wju niup bwb wprnwhwynywsd wunpwwjuhs wanbignieintu:

Uuh «Pooh YtUuuwpwunigjwu U yhpnwuwpwuniyejwt»  [wpnpuwwnnphwjnid
nwnwuwuhpyby £ 32, 33, 37, 38 dhwgnigniuubph hwlwyhpniuwihu wywnp-
Yyneyniup fungbiph wphYjwu dwuwmwfunh (ASFV) nbkd: Upryniupubipp gnyg Gu
wnyb, np 37 dhwgnieniututinh gwnpphg wdbkuwpwpén wlwhynipniu gnigwpbipwsé
$niphy funwp wwpniwwynn wéwugjuip wpgbjwynd E nngpniyhup wynihdbpnudp,
funsunnunnuwd yppnwuwghu Yule-ph Ypluwwwnydwup b yppniuwght uyhwnwynigh
uphuptiqhu:

Wuwhuny, hphduybiny ppwywuwgywsd YEuuwpwuwlwu hbnwgnunnieniu-
ubph Jpw, Jwpbph t thwunb, np wnbwpununigjuu dbe ubpwnjwd hbunb-
pnghYwiht hwdwlwngbipp, npwbu hGnwgnuinyeniuubph wnwplw, dhon Gu
punpjwd U hbwnwqund wyn ninnnieniubipny hGwwgnunnieiniuubpp unyuwbu
htinwulwpwhu Yhubu:

tRruyusnhE3nhLLer

1. Muwpqybi £, np 3(6)-opunwhphnhtiubiph uhtptiqp huwpwynp £ hpwgnndti
dhwnbwlyunnpwihu Gnwuwyny, npu wybih wpryniuwybn b, pwt uwfuyhunwd
Yhpwnynn Gnwihny dbennp:

2. Mppwun[3,4-cluhppnhuubph Gppnpn hgndbiph - hwynuwptpdwdp gnyg £
wpyti, np Guwdhuubph wghinwip b B-nhytwnnuutiph ghyindp pupwuntd Gu ny
ntighnubtywnhy:

3. Lwjwnuwpbpyb &, np Gpyunbnuywwsd wyhwbpwghunwdwugjwiubph gbpw-
Yp2hn dwut odnyws t Yhuuwpwuwlwu wynpyniejwdp, htnbwpwp wyhwb-
pwghuh wéwugjwiubph Yuuwpwuwlwu wynhyniyejwu hhdpp whwbpwaghuh
onwlu k:
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4. Mwnqyti £, np wihghyin- b hwbpnghyn[cjwhphnhuutiph opunwgtitnwdhn-
ubph Ynnwjhu wiypp onpwtu wdfuwduph bpynt wuwndny Gplwpwgubing
Udwjuh whwh yGpwiudpwynpnud inbinh sh niubunid:

5. Cwuwnwwnyty £, np pwnwghyp $nipn(ehtiun)[3,2-dlyhphdhnhutbpnd mphw-
anih, rhwqnih b phwghth onwlutipp Yunnigynid bu whphdhnhuwhts onwlh
[6] Ynnh Ypw' pbpbny gédwiht Yuwnnigwépny dhwgniginiuubiph unwgdwup:

6. Pwgwhwjwnyti &, np hugwghy; htwnbpnghywihu hwdwywpgbp' whphnn[1,2-
alwhphdhnputitpp b whphdhnn(l,2-aluqtwhtubpp  gnigupbipnud Gu - hw-
Ywgugnwwihu pwpdp wywhynieyniu: 3nyg £ wpdty, np ghyiiph pwuwyp
Fwlwu vpwuwynieyniu sniup YEuuwpwuwywu wynpynygiwu hwnpgnid, husp
hwlwunu £ Lhyhuuynt hwdwipdwd Yuunuhu:

7. Mhpwun[3,4-clyhphnhttiph, 3(6)-whwbpwahunwhphnhuttiph, $nipn(2,3-b]-
whphnhuutiph - Ywppnhhnpwghnubiph, - $nipn(ehtiun)[3,2-dluwhphdhnhuutiph
N-, S-wypp b wdhunwéwugjwiubph swppbpnd hwjnuwpbpyt) Gu Yeuuwpw-
twlywu pwpdp wynpynigjwdp odnyjwd dhwgnigyniuubp, npnup  wlyunp-
Ynipjwdp ghpwquugnud Bu hwdbdwwnwlwu ninwdhongubiph W niubu gudn
[EniuwywuntejnLu:

ZEnmmgmnmpniGbbpp ppulwbugyly o 22 ghunippui ndpnkh phhwi-
uwlml wowlgnmpyunlp ' 21AG-1D036 i 20TTWS-1D009 Swélmgpkpn] ghunulul
Jpluwibph ppowlnulakpnid:

ustLuluNUNh@E3UL <hPULUHUL ANYULHULUNKMS3NRLL
ursusnLJtL £ <6SE43UL <runuruunhruLernhy
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AKOMNAH 3JIbMUPA KAPAMNETOBHA

CUHTE3 U BUOJIOTMYECKAA AKTUBHOCTb HOBbIX ®YHKLLUOHAJIbHbIX U
KOHOEHCUPOBAHHbIX MPOU3BOAHbIX ANIMLLUKIIO- U
FETEPOUUKNO[cJNMUPUANHOB
PE3IOME

IvccepTaunoHHasa paboTa, MOCBALLEHA CUHTE3Y U W3YYEHWUHO CBOWCTB HOBbIX
(*)yHKLI,I/IOHaJ'IbeIX n KOH,EI,eHCl/IpOBaHHbIX I'IpOVI3BOJ],HbIX annMuunkno- u”n reTepou,MK—
no[c|nMpuIaMHOB, MPOU3BOAHbIE KOTOPbIX YKE MPOABWANU BbICOKYID GMONOrMyeckyto
aKTUBHOCTb.

CuntesunpoBaHbl bonee 300 HOBbIX BUONOrUYECKN aKTUBHbBIX COEUHEHWIA U 6 HO-
BbIX KOHO,EHCUPOBAHHbIX FETEPOLMKINYECKUX CUCTEM C BbICOKOI CTEMEHbIO YUCTOTI.

Bnepsble ypanocb B cmMecu nupaHonupuanHoB obHapyxutb u B MMP cnekTpax
naeHTudmumposatb 7,7-gumetunnupano|4,3-b|nupuanH-2-oH, KOTOpbI OfHO3HAYHO
Mony4YeH BCTPEYHbIM CUHTE3OM.

PaspabotaH 3athcpeKTUBHbIN OQHOPEaKTOPHbI MeTof, CUMHTE3a  LMKNOMEeHTa-
[c]nupuanH-3-oHoB,  5,6,7,8-TeTpUrngponsoxmHonnH-3-oHoB 1 nupaHo-[3,4-c|-
nMUpUIUH-6-oHOB. [lpenmyLLecTBO 3TOro MeTofia COCTOMUT B TOM, YTO OH MO3BOMAET
n3beaTb HEKOTOPbIX TPYyAOEMKUX paboT M Moyt B 2 pasa COKpaLliaeT BpemA
cuHTE3A.
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YcTaHoBNEHO, YTO B TeTpauuknnyecknx ypo(tunero)[3,2-dlnupummamnHax Tpmaso-
NoBble, TWMA30MOBble M TUA3MHOBbIE KOMbLA aHHENuUpytoTca no pebpy [b] nupumm-
AMHOBOrO LiKNa ¢ 0bpa3oBaHNeM MEHTALUINYECKUX CUCTEM JIMHEWHOTO CTPOEHMA.

MHorve nponssoaHble 3ameLLEHHBIX NUMNepasHoB 061afatoT LLMPOKUM CMEKTPOM
buonoruyeckoit aktTuBHocTU. McxopA u3 3Toro, Obin OCYLLECTBAEH CUHTE3 HOBbIX
MPOU3BOAHbIX 3TOrO Knacca COeAuHeHWn. AMMHO3UPLI TpuumMKkanydeckux (cpypo)-
TWeHo[2,3-b]NupnanHOB He OTIMYanUCb BbICOKON GMONOrMYecKoii akTUBHOCTbIO, HO
CTann MPOMEXYTOYHbIM MOCTOM ANA MEpexofa B TETPaLMKINYECKUE U MeHTaLVK-
nnyeckne NponssodHble. Tak, Ha OCHOBE 3TUX COEAMHEHWIA MonyYeHbl NPOU3BOAHbIE
(dpypo)TveHo[3,2-d|nMpUMUANHOB 1 HOBblE FeTEPOLUKINYECKNE CUCTEMbI: MUPULO-
[1,2-a]nMpuMnauHbl U yHUKanbHble neHTauuknudeckue nupumungol2,1-f][1,2,4]rpua-
3UHbI.

PaspaboTtaHbl npenapatBHble MeTOAbl CHMHTe3a 1-ammHO-3-0Kco[2,7]HadpTupm-
IovHoB U ¢ypo[2,3-c][2,7]HacbTvpnANHOB.

BbiABneHbI coefMHEHNA C BbIpameHHbIM BUONOrMYECKUM AelicTBUEM.

3,3,8-TpumeTun-6-okconmparo[3,4-cinMpuanH  NpoABAAET  BbIPAKEHHYIO — aH-
TWarperaHTHyl0 aKkTWBHOCTb B MasblX [03ax W ABnAeTcA 6Oonee aKTUBHbIM aHTU-
KOarynaHToM, Yyem aLeTUnCcaiMuunoBas KUCnoTa.

HekoTopble npoussBogHble AM3aMelEHHbIX MUNepasuHoB 0bONnajaloT BbICOKOIA
MpPOTMBOrPMOKOBOM U  aHTUbaKTepWanbHOW aKTUBHOCTbIO, TMPEBOCXOAALLEA aK-
TUBHOCTb CPaBHUTENbHHbIX MpPEenapaToB KeTOKOHasona W amnuuuianuHa, CcooT-
BETCTBEHHO.

MpousBogHble ypo[2,3-b|nupuanH-2-kapbornapasuaos MoKasbiBalOT BbICOKYHO
MPOTVBOBUPYCHYHO aKTUBHOCTb B OTHOLLIEHUU atpPUKAHCKO YyMbl CBUHEIA.

N- n S-ankunbHble npoussopHble ypo(TneHo)[3,2-dNMPUMUANHOB UMELOT MNpo-
TUBOMUKPOOHYIO ~ @KTUBHOCTb, MPEBOCXOAALLYIO  aKTUBHOCTb  CPaBHUTENbHHOIO
npenaparta amnuuuiInHa.

Bbicokoil npoTuBocymopomHOil akTMBHOCTbIO Bbifenanuce nupupo[3',2':4,5]-
dypo[3,2-d|nupupol[1,2-alnupummanHel.

AmunonpousBogHblie nupugo[3',2":4,5]cypo(TueHo)[3,2-d|nupuMmManMHOB  MoKa-
3blBalOT BbICOKYIO MPOTMBOPAKOBYIO aKTMBHOCTb, MPEBbILLAOLLLYIO aKTUBHOCTb W3-
BECTHOrO IeKapCTBEHHOrO CPEACTBa OKCOpPYyOULMHa.

HAKOBYAN ELMIRA KARAPET
SYNTHESIS AND BIOLOGICAL ACTIVITY OF NEW FUNCTIONAL AND
CONDENSED DERIVATIVES OF ALICYCLO- AND HETEROCYCLO[c]PYRIDINES
SUMMARY

The dissertation is devoted to the synthesis and study of the properties of new
functional and fused derivatives of alicyclo[c]- and heterocyclo[c|pyridines,
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derivatives of which have already shown high biological activity.

More than 300 new biologically active compounds and 6 new condensed
heterocyclic systems have been synthesized with high purity.

For the first time it was succeeded to detect 7,7-dimethylpyrano[4,3-b]pyridine in
the reaction mixture of pyranopyridines and to identify it in the 'H NMR spectrum. It
should be noted, that 7,7-dimethylpyrano[4,3-b]pyridine was unambiguously obtained
by counter synthesis.

An efficient one-pot method for the synthesis of cyclopenta|c]pyridine-3-ones,
5,6,7,8-tetrhyrdoisoquinoline-3-ones  and  pyrano[3,4-c]pyridine-6-ones  was
developed. The advantage of this method is that it avoids some laborious work and
reduces the synthesis time by almost 2 times.

It has been established that in tetracyclic furo(thieno)[3,2-d|pyrimidines the
condensation of triazolo, thiazolo and thiazino rings takes place on the [b] side of the
pyrimidine ring with the formation of linear pentacylic systems.

Many derivatives of substituted piperazines have a wide spectrum of biological
activity. Based on this, the synthesis of new derivatives of this class of compounds
was carried out. Amino esters of ftricyclic (furo)thieno[2,3-b]pyridines were not
distinguished by high biological activity, but became an intermediate bridge for the
transition into tetracyclic and pentacyclic derivatives. Thus, based on these
compounds, derivatives of (furo)thieno[3,2-d]pyrimidines and new heterocyclic
systems: pyrido[1,2-a]pyrimidines and pyrido[2,1-f|[1,2,4]triazines were obtained.

Preparative methods for the synthesis of 1-amino-3-oxo-2,7-naphthyridines and
furo[2,3-c][2,7]naphthyridines was developed.

Compounds with a pronounced biological effect have been identified.

3,3,8-Trimethyl-6-oxopyrano[3,4-c]pyridine exhibits pronounced antiplatelet
activity in small doses and appeared to be more active anticoagulant than
acetylsalicylic acid.

Some derivatives of disubstituted piperazines possess high antifungal and
antibacterial activity, exceeding the activity of the reference drugs ketoconazole and
ampicillin, respectively.

Derivatives of furo[2,3-b]pyridine-2-carbohydrazides show high antiviral activity
against African swine fever.

N- and S-alkyl derivatives of furo(thieno)[3,2-d]pyrimidines showed higher
antimicrobial activity than the reference drug ampicillin.

Pyrido[3',2":4,5]furo[3,2-d|pyrido[1,2-a]pyrimidines were distinguished by high
anticonvulsant activity.

Amino derivatives of pyrido[3',2":4,5]furo(thieno)[3,2-d]pyrimidines showed high
anticancer activity, exceeding that of the known drug doxorubicin.

(7) f/, !
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