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30600 s 06339d30MMH0  ©99350Jdgd0L  BOES 9609369 M356  3OMOWgISL  JAbols
090003065L5 O BTSN MY0530. M9bsFYOMM3Z9 9B93DY3 JOHN—9M® 59O 3MIMIYTo©
B9gds B BHMJLOZMOHO  FoMOIRIIBHIO0  BoMBdIMMMPO0MOO  boTMOgdgdol  dgddbe.
3393900  5Q5396EGHb0oL  53MoadgbGHol 993390  sbowo  (o®mBmgdmgdol  Lobogbols s
0oMT3MWMP0NMH0  M30L939d0L  Fgufogrol  FoTsMMMGdom  SGHMPGos.  2-(1-
0050560 )d96Bodosbmwo  bslosmEgds  BGH0z300Mo s 9bEH0T03MMdIMO
59GH0OMO00,5856mb 303bowo MR MgEgd0L oo 20 UM 3mb396¢Ms300m sMsGMJLoMEmOS.

36MT53MMR0MM0 Imgdggdol oMo B3gdGMoL, 96GH035MBoGMwo s 0bggdzom®o
055350090900 LoHobs50dI™M 565990MOM3g BMmmbM3b69d0L Tglodsdolbo sbowro bodrsEgdgdols
dogdol dobbom  gbbmM309wwgdM0s  2-(1-5005356¢)96)d9bB0TosBMEol, 5(6)-bo@mm-(1-
500505630 ¢)096D0dosBMmEwol  Lobmgbo.  BoGMm  3OmEwIBHol  seEbom  Lbgswslbgs
300mdg0do  F0gdos  5(6)-5006m-2-(1-50356@0w)d9bbodosbmo.  Fglfagerowos
900900 53060l MOH0gMMJIgEgdol  M195d30900  SOMISGHMI 5300 0D s
39MdMbgo35m0  BofoMdgdmsb. LobmgboMgdmos Fgbsdsdolo Joxzol gmdgado ©s S80gGdO.
BMgOHmo BogMHmols 9390 gds oEygbowos of.  wo s  B¥IM-L39JGHOMWo SbsEobols
9mbs3999000.

The Annotation

The growth of viral and infectious diseases is a significant problem in the medicine and
pharmacology. For today one of actual problem is creation of low toxic and highly effective
preparations. Research of adamantane fragment containing new derivatives and synthesis and studies
of their pharmacological properties are actual .

2 - (1 - adamantyl) benzimidazole are characterized antiviral and antimicrobial activity, and in
the living cell the concentration of 20 pM is no toxic. By the search of new preparationa which
characterized a wide range of pharmacological properties and have a antiparasitic and anti
infectious effects, is carried out the synthesis of new 2 - (1 - adamantan)benzimidazole and 5 (6)-
nitro-(1-adamantyl)benzimidazole . By the reduction of nitro product in variety of conditions are
obtained 5 (6)-amino-2-(1- adamantyl)benzimidazole. Studied the reactions of amine’s with aromatic
aldehydes and carboxylic acides. Synthesized Schiff bases and amides. The structure of the obtained
compounds are established by IR, UV, and NMR - Spectral data.
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0Q05956@960L Mool 3Mg3smo@gdo (Amantadine, Amantol, Simmetrel, Mantadix, Rimantadine,
Paramantine,  Protexin, Viregite, Betsovet, Neoride, Bromantane, Kemantane s Ubgs )
boLosmMYO06 sb@ogz060mlmo, 36¢080360mdmwo, 3oGMGH™MJLo3MEO,
3LOgMbgoMHM0INBbMEMGYMEISGHMOMIO s b3S 9JBH0MOMIYO0m. 5dw0gMgdgh mMs60Bdol
96962930396, 96003690 m3zbo  9MAXMOJLGOg6  353096BHOL  9IMEOMH > BODBOIME
900 M3oMmgMd.

505356(3o6099339e0  3693565@JO0L  3MMBOoWsIBHOIMM0O o Bsd3MMborm
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3O 13gJBHOOL PYOH30IE0 5JGH03MdOL Log3mdzgel.

99b39M009/GHMWI©  IYIBOW0s, OMI  5EITBGBOL  BOLRIYPGHOL  Tgyz06s
369356530l IMg3esdo, (33¢0lL 96 bsfowmd®mog sdwogMgdls 36MH9356M15GH0L dOMEMYOME
5dBHoOmMOsL, bdoM Fgdmbggzsdo 99306090l BHMJLOIMOMIL, Moz  s0blbgds  bogMHamol
LO3OEOMO  5390EGOOL  (33XOMWGOOM,  30EOMBMIVIOMOOM S  WO3MBOLIOMIOM,
00MmEMyome 9993656500  BHEMBL3MOGH0MIOOL  bgwliagMguo  306HMdGO0m, 309356030l
9tg390g00L 30:0EMmbyomqdol 9539JE0m, 35050 039bMEMM3MEom ©s bbgs [1-3].

B9bL ogM 33€930L MBOYJGHO® 55TsbEH6T99(3390 396D0T0EIBMEdOL gMmBg3z0L
LAOSGIP0d  99ysgds 9909y ImLsBOYOSL:  3bmdowos, MHmI  396B0dosbmEgdo
HoL0sMYO0SD  BOMWMPOMMHO  5dBHOMOMIOL BsGM™ L3gBHMom [4-6].  Too BdBsBY
39406oo 360935653 JO0  BIMOOME  A9dM0Yqbgdosb  89030bsdo, 393HgM0sbsM0sdo
bemRwol dgm@bymdsdo. goblogmm®mgdom Fo0ogngdBHWe 309356M9GHIOL 0939003693056
096080 BME-2-35603505¢Jd0. 350096 bMo,  MmJLodgbEIBMWO,  SWBdIBIBMEO
(Smith Klein, USA), 9999bsbmero, 3963mdlo, garwgdgbosbmero (Belgium), 396d96sbmemo
(Germany), mgbodgbsbmeo (USA). Tomo  To@oo  B5MTo3MEMA0MOHO  9i39JGwIOMds
50blibgds 396MBsToBH WO XFMBOL  293egbom. 0o bsghHml 9B0FJOL  o3MTBOMIOHMBSL,
39MH3PBGHMo  30OMWOoBoLsEIo  FEYMOIEMOSL @ byl MPYMdL  369g356M5EH0L
36Mmby0Mgdmer dmgddggdsl.  53530MMMEsE, 53 XJMBOL 3MY356MOEHIOL  S©IMIBLLM
A905@™M9bwo, gddmomEHMJLoZMOO ©s bb3s 4390©omo Imgargbgdo [4]. 3960ds35@Hweo
X3MIBOL 9933000 WO3MBOWIM0, 30QOMBMOIMOO s F980MHIBMEBHOM3MO 505sbEBOL
RO 3MBMO0m, 9L5dE9d9ge0 046905 50b0dBMO MsmyMmB0mo M30L9dgd0L gerodobotMgds
Q5 dOMMPO0IOHO MZ0LYOGOOL goIxMdGLgdS.

B90Mmo0b08b0sb  godmBobstrg  39ML3gdGHoIEos  33€930 5(6)- o2-(1-
000505630 ¢)096000@sBMgdol  Lobmgboly S BoMTSIMEMYOMOO  5dEOWOMBOL
d9LFogaol J0sMHDMGOO.

506036 dbsBOGOL 53gsMm9dL WOEIMIGHMEmSA0 S©fgMomo gdudgModgb@Hgdo o
B39bo  LsdgEbogmm  xamxnol doghH  ILObMYBYIdMEO  5EsTsbEHBOL  Bogo  Bogmmgdol
B0MEMPOME  5dBHoMOMOsBYIGLHogerol  dmbsgdgoo  [7,8],  93Mgm3g  30MEHWSEYOHO
L3mobobyom (0639M69¢ LobEgdol  3Mmamsdoom__ www.Pharmaexpert.ru/ _passonline/
300900 99093990, HMmdwol dobgzom 5(6)- s 2-(1-5005356¢H0)d96%0d0o-brmergdl
9Jb396039bEGH30  FMbOEMEBYE0s,  FoMOO  SEBSMMOOM,  v0IMIBBge  Fgdgao
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0JBHommdgd0(Pa=0.70-0.92) Antiviral (Influenza, Picornavirus, Adenovirus); Anthelmintic;
Antineoplastic (brain cancer); Antiparkinsonian; Cytostatic;  Nootropic; Neurotrophic factor
enhancer;Nerve growth factor agonist; Glutamate release inhibitor; Urologic disorders treatment,
antibacterial, radio protector s bbgs.

§0obsdgdomg  bsdMM™MIOL 33930l FoBbL  [oMIMogbl  2-(1-5005056¢0n)-

096080 sBME0L BDMA0gOm0 FoMdmgdmeol LobmgBo s Flfogws.

2. @0o@gMsGMeveo dodmbogs

2.1 5053563 0¢d96B0dosbmEgdo: Lobomybo s Mm3zolYdYdOo

30039ws©  2-(1-500535630¢)096H000sBMol  Lobmgbo  gsbbmMEogwgdmwo  odbs
1969 §. Lobogols s mbs93EBHMMdOL oge [9] 50535696 35MDMBTgo35L Jerm®sb3oMmool
Qo mOHNMzgbogbosdobols MO009MHNJI9gd0m 0o60mgddbo-eo N-(1-
50059560 35MdMb0)-0-3960¢9b0sd0bol(1) 3030300  3MEO-BMLBMO T35
900960l obolfMgd0m, JarmOHMBMOIoL  sMgdo.  2-(1-5005056E0)-d96%B0dosBMeol
2300mb3@056MdsT  dgoaobs  96%. s dogmmo bsghmo 2 0-g9-boegbosdobols
3H9gd0m  55356EHob—1-3560MbBo35L90  FoMOWTHoz5L B 3MWO-BMBBMEODgo35L
05650d0LsL MIggy™ 50MRbS.

NH,
©iNH2 NHCOQ N
coCl —— N
TEA - =
NH, N

H

1 2

dbggbagodgmol s JMBIohgzol dog® [10,11], 500056@9635MDdMBIo35L  boG®owol
L30MOHGHBLBOTo  FIMOO  JMEYodsEOL  goBHoMmgdom  FoMdME  0dbs  5@oBebEH6—
39MdMb3z0356  080bmgmgmol  3oMmdwwmMmoo, HMIWOL  MVIdOm  §J3035WgbEHME
650m9bMds  MOHNMFBI60owgbE0sd0bmsb, SOLMWBHMEO BL3oMEHOL sMgdo, Jorgdme 0dbs
Boghmo 2, 72% @59mbogeosbmdoo:

NH,
ROH NH - HCI ©iNH
CN——— - >
HCI ROH
OR

Z

Iz

2




1977 § 3cgsbols o 396s93@™Mgd0L 309M,[12] 9J300memGmO MsbsBsGMOMdOM
50YOMWO  5Q5356FGHBIMDdMBTH35L @S MOHOMBIB0E9b0sdobols  MBogHNdggdom,
Jowowo (bg30L (8 kbari ) 3ommdgdodo, IN HCl-ob s {gwosbo Lb3oMEol sGgdo, 2-(1-
5005956@0)-096%0d0@sBMo domgde 0dbs 48 % 250mbogerosbmdom.

1984 ) 3993530L5 Qo 56553BH™MM900L dog® [13] 2-(1-
5005956&0¢)d96B0d0@sBMEo (2) dogdwe 0gbo 45% 2990b530056Mmd0m
096080 sBME-2-bYBMIH3500,  LUYWRM-XYMBOL,  5©FBGHOOL BSOSO m
Bob533w9000. 695d300L 53969096 Fywosbo s3gEH™Mbo@Mowols blbs®do. 5@sdsbEogol
650035l 009896 5005356396350 MbTz35L 969300  ©939MdMJLOE0MdOL  ABom,
5dmbomdol 39MLMERsG0m, 3903beol Bo@®modol {gswblbs®do.

N-5¢0300mgdwmo  2-(1-5005056¢0w)d96%0d0o@sbmeol  Lobmgbo  3oMz9ws
2396bmO3090gdo odbs  G39ba9009M0lL s 3MBIoBgzsL doge [14], LEgdomdg@Howmro
6509bMmd0L  Mm-1396b0wgbosdobols s ©0030bmgogHol ©030MOMJMOHOEOL
MOH009)OHNJI)JO0N d00mgds dbmm  9hom BobBo33wgdmo 1-
(0960000 5BM0n-2)-3-d9mmglo3sMmdMBowssdsb@sbo (3).

MeO

NH HCI COOMe

Bogeonbg (3) dgmowomol  dmJdggdom, 539G JMOHOEOMs s 35MORMM-
doom 090 mdgb  N-Bsboggwgdme  boflo@dgdls  4-6.
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/N @«j@
N N
H I
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4-6
(4) R=CHs; (5) R=CH:CO; (6) R=CH-0H
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LobmgBobodo. 9bG0z300Mlmwo  5J@ogmdol  dJmbg  bogMorgdols 299m3gbols
30Bbom  LObMgHBOMmYOdMWo oym B9BBoToEIBMOL Boffo®dgdo Tgmeg IEAMI>MYMdSTO

Bob533w90Mwo  5©3BsbGH0E0l 96 505356¢)0@5d0bmo 300l XyMBJI0m. X9O
30696M0L  M95J30000  ©OM™mdI6 030bmgmgdl, bmerm Fgdgy 30byolL dgmmpoon [17]
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3396096 000bmgmgMgool  3mbgblsgosl  m-8960w9b0s80bMb  JarmEmzm®mdol
s6qdo:

NH
NH(CH,),CN NH-HCI 2
C,H.OH NH(CH,),—< NHR
OCH, —— >
O HCI 0
N
NH(C HZ)Z%/
N
I
R

o 7.8

7 (R=H), 8 (R=CHa);
Bogmmgool 7 o 8 209mbogerosbmds goygbl 50 s 60 %.
N-(1-5@5856@™0¢)-N-89m0m-m-539600960058060L  303000b53000  dMEEHMEO
JwmOHmngm®mdolb ©s  L3odGoL  s6Mgdo, 313d9-0l 0565md0LsL  00gd96  1-0gmoen-2-(1-
505956@0¢)096000@sBMl (9) 35%-0b godmbogErosbmdoom.

N
S o~y — 410
N
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I CH,
CH,

9

960Hm500 [19] s>0fgMowos bsgemo 2 Lobmgbo, 505356¢b35MdMBTZ5L  Hobagomo
©935M0mJbowoMmgdom - 390Ebwol  bodMoGom,  2obBogzgdme  gma0MmEIse3530,
5dmbomdol  39MLMWRSGHOL  MobomdoLLl, JogdMo  5@oTsbEHBOL  Broogsols
30653060 d9ygobom 39¢9OmEo3wdo, LobmgHBoMmgdm 0gbo 2-(1-
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(2) R=H (9) R=CHs;




1986 §qemls, 3mewmbgewgdols doge [20] 3-R-5000856¢-1-0¢0dds0dgo35b o> 4-R1-1,2-
©05306Md96BMol 9J300mEmHO M9bsx8MMd0m 3bgEgdolsl 180°-byg, 1-2 bondo,
d00gde 0gbs dglsdsdolbo ¥gbBodosbmengdo (10-14) 32_42% a50mbogerosbmdom.

1
CH,COOH R R
©:NH2 Rl
N
NH,

N

N

H

(10) R=R'=H; (11) R=H, R'=Cl.; (12) R=H, R'=Br ; (13) R=H, R'=CH; ; (14) R=0OH, R'=H.
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00399530 (60°C) 30396000bol  ®obomdolsl Jogdmer  0dbs  N-s¢r30@o6mgdol
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9mgd09gd00m  SOLMWGHMEGO  30MH0EObol  vMgdo  doegdme  odbs  bsgdomo 16, 85%
299mb53E056Mdom. JLfogerowos Jowgdo bogMmgdol sbE0d5JGIMOME0 5dGHOWOmMdS
[20].
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5505630 356BdMB0)-0-83960¢9605d060L (1Y) (24,6%), bmem dwogMs@ gsbbsggdmeo
adL. gmgmol sMgdo M9god3os 080bsMgMdL Fbmerm© N N-(1-505356EH 0w 3oMdMbO)-m-
1396096053060l Homdmddboor (1) 95% @s9mbogErosbmdom. Mgodsos Bo@do®gdmer odbs
3939 Im@H9b-d5mBsbol dgomom BgbBmEols @y 10% bo@®momdol GOl  s6gdo,
5906M5dool 1 58mbogew0sbmdsd dgoyobs 85%.

2-(1-50058563H0)096B0dosbmwo  (2) Foegdmer odbs: o) 5dobmsdool 1 o
©0590ol 11 gbgmgdoo 140-170 C-%g, 3139980 96 5 91% sdcmbogeosbmdoo. )
5d0bmsdooll 1 303wobsgoom  3mbg.  9960edgegzols s fywosbo  0BmIM™M30wols
L3oMEOL 9Mgdo 956 % sFMLOZ0bMdOM. ) ™-83960wYbEOsF06OL s 5ETobEb-1-
396Md3Mb3z035L 3bgargdom POCIs  s@gdo 90% s8mbogerosbmdoom.
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BoBoM9dme  0dbs  2-(1-50053563H0)096B000sBMol  BoGMmoMgdol  MgodEos
05603HM0Mgdgo  BoMgzom,  sbsgommdom: 1)  396%B0dosbmeo:  sbmET35:3m-
230635530-1:1,1:2. dogdmer 0dbs dmbmbo@mm3mhmonmd@o 3 (92%). bsgmmo 3 domgdwyero

odbs 3aM9m39 4-Bo@mm-m-g9gbogbosdobols 5005356396 3500Mb351535L0056
WOHP0gONJI9g000 POCl —ob 50930 mmowol 306mdgddo  bdgds 2 dobgzo0.
1ggds 2

HNO3/HZSO4
rOOmt
/ POC|3 NOZ
R-CH= \
_RCHO %
N

\ .
TR

(5) R=2-OH-5-Br-CqHs; (6) R=2-OH-CqHa; (7) R=Ad. (8) R=CH4CO;

5(6)-b0@®m-2-(1-5005356F0)09bb0dosBmeErols ()  srygbom 3000M5H0b-
3000530 s M3 §Yodsom Mgbgl Boggeol mobsmdolsls dgmasbm-erol
06 9mbmeol sM9do. 2s0mygmgzow 0dbs 5(6)-5306m-2-(1-5005056¢¢0)d96%0-8osbmeo (6)
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5 39M0Mb3553500 Bofotdgdmsb (36mdoeo dgmm©o3gdol dobgwgzoom [22, 26].

LobmMgBOMGdMo b5gHMYOOL LEGHMWIBHMS IYHIBOE0S Of. 0. s dIG 13gdMgdoL
9dmbs3gdgdom (sbeMowro 1,2,3)
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gb®ogo 1

603000960930l 1-8 H NMR b3gd@ols dsbaliosmgdagdo

Compound

Chemical shifts, §, ppm, J, Hz)

11

1.71 (6H, m, Ad), 1.93- 1.92 (6H, m, Ad), 2.02 (3H, m, Ad); 4.63 (2H, s, NH,); 6.56
(1H, trd, J=1.6,J=1.2 and J=7.4,)=7.6, Ar), 6.74 (1H, dd, J=1.2, J=8, Ar), 6.92 (1H,
trd, J=1.6,J=1.2, and J=7.8, J=7.4, Ar), 7.01 (1H, dd, J=7.8, J=1.6, Ar ); 8.64 (1H,
s, NH).

1.75-1.66 (12H, m, Ad), 1.89 (12H, m, Ad), 2.03 (6H, m, Ad); 7.41 (2H, m, Ar),
7.17 (2H, m, Ar); 8.99 (2H, s, 2NH).

1.77 (6H, m, Ad), 2.05 (9H, m, Ad); 7.10 (2H, m, Ar), 7.40 (1H, m, Ar), 7.52 (1H,
m, Ar); 12.0 (1H, s, NH).

1.78 (6H, m, Ad), 2.10- 2.08 (9H, m, Ad); 7.75 (1H, d, J=8.8, H7), 8.16 (1H, dd,
J=2, J=8.8, H6), 8.43 (1H, d, J=2, H4); 8.31 (1H, 5, NH).

1.75 (6H, m, Ad), 1.99 (6H, m, Ad), 2.05 (3H, m, Ad); 4.72 (2H, s, NH,); 6.41 (1H,
d,J=7.2, Ar), 6.57(1H, m, Ar), 7.15, 7.13 (1H, m, Ar); 11.39 (1H, s, NH).

1.77 (6H, m, Ad), 2.06 (9H, m, Ad); 6.94 (1H, d, J=8.8, Ar), 7.25 (1H, m, Ar);
7.48-7.43 (1H, m, Ar), 7.52 (1H, dtr, J=2.4, J=8.8, Ar); 7.64-7.56 (1H, m, Ar), 7.89
(1H,d, J)=2.4, Ar) and 7.851 (1H, d, J=2.4, Ar); 8.988 (1H, s, CH=N) and 8.976 (1H,
s, CH=N); 12.21 (1H, s, OH), 12.18 (1H, s, OH); 13.549 (1H, s, NH), 13.458 (1H, s,
NH); Mixture of cis-trans isomers.

1.78 (6H, m, Ad), 2.06 (9H, m, Ad); 6.99-6.95 (2H, m, Ar); 7.26 (1H, dd, J=1.2,
J=8.6, Ar), 7.66-7.37 (4H, m, Ar); 9.00 (1H, s, CH=N); 12.20 (1H, s, OH); 13.47 (1H,
s, NH);

1.76,1.71 (12H, m, Ad), 1.93 (6H, m, Ad), 2.07- 2.03 (12H, m, Ad); 7.26 (1H, d,
J=7.6, Ar), 7.35 (1H, m, Ar), 7.87 (1H, s, H4); 8.99 (1H, s, NHCO); 11.89 (1H, s,
NH);
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gbMoo 2

60300096930 1-8 *C NMR 13gd&H®ol dsbslosmgdwgdo

Compound
Chemical shifts, 6, ppm (J, Hz)

1 27.62 (3C-Ad), 35.99 (3C-Ad), 38.54 (3C— Ad), 40.40 (1C-Ad); 116.04, 116.29,
123.7,125.98, 126.49, 142.84, 175.89 (C=0);

1 27.5 (6C-Ad). 35.9 (6C-Ad), 38.7 (6C-Ad), 40.6 (2C-Ad); 125.03 (2C), 125.3 (2C),
131.05 (2 C-NH), 176.08 (2 C=0)

2 27.6 (3C-Ad), 36.1 (3C-Ad); 37.9 (1C-Ad); 40.7 (3C-Ad ); 106.9, 110.6, 114.4, 120.7,
120.9, 122.6, 144.6.

3 27.31(3C), 35.25 (1C); 35.70 (3C), 39.96 (3C); 114.24, 118.23, 130.90, 137.78,
142.87, 157.98, 165.99.

4 27.67 (3C), 34.60 (1C), 36.14 (3C), 40.85 (3C); 94.64, 110.04,112.44 ,118.11,
128.93, 140.72,143.88.

5
27.59 (3C), 34.96 (1C), 36.03 (3C), 40.65 (3C); 103.52, 109.60, 110.34 (C-Br),
111.19, 115.14, 118.84 (2C), 121.23,133.82,134.80, 141.72, 143.41, 159.22
(C=N), 159.89 (C-OH);

6 27.61 (3C), 34.95 (1C), 36.06 (3C), 40.67 (3C); 113.35, 113.67, 115.37, 116.41,
120.33, 134.90, 137.10, 137.29, 138.97, 144.31, 160.12, 165.05, 165.16 (C=N);
167.95 (C-OH).

7

27.62 (4C), 27.63 (4C), 34.78 (1C), 35.97 (2C), 36.07 (2C), 38.35 (3C), 40.69 (1C),
40.75 (3C), 102.83, 104.49, 120.29, 120.90, 131.45, 152.81, 175.46 ( C=0)
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6030096M930L 1-8 0. s of). L3gdBHMYdOL TobolosMYOEGOO

gb®ogo 3

Compaunds IR spectrum, v, cm-" UV spectrum (CHsOH),
Amax, nm (Abs)

1 1643 (C=0); 2846-2900 (Ad); 3010-3050 (Ar); | _
3270 (N-H); 3378, 3471 (NH,).

1t 1643 (C=0); 2846-2900 (Ad); 3050 (Ar); 3263 (N- | _
H).

2 2854, 2915, 2985 (Ad); 2661-3147 (N-H); 3070 | 281.0 (2.29).
(Ar).

3 1350, 1512 (C-NO,); 2854, 2908, (Ad); 3077 239 (0.63); 314 (0.39);
(Ar);

4 2846, 2908 ( Ad); 3070 (Ar); 3232 (NH); 3309, | 300.0 (2.33).
3417 (NH,).

5 624 (C-Br); 1604 (CH=N); 2854, 2900, (Ad), 3086 | 269.0(1.01); 337 (0.96); 361
(Ar), 3300-3500, 3468 (NH, OH); (0.94); 456 (0.16).

6 1612 (CH=N); 2846, 2908 (Ad); 3008, 3086 (Ar); | 220 (0.64); 238 (0.47); 260
3155-3463 (NH, OH). (0.49); 348 (0.53);

7 1658 (C=0) 2846-2930 (Ad); 3075 ( Ar); 268 (0.34); 290 (0.27).
3193, 3309 (NH);

6 1658 (C=0); 2846, 2901 (Ad); 3085 (Ar); 3232 223 (0.66); 258 (0.26); 291

(NH);

(0.29)
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4. 9db3960896&HMEo bsfogro

0bgmsfoomgmwro  139dBHm9d0  FoIMGOME0s  bgwbshymbg “THERMO NICOLET”,
AVATAR 370 35%9obols bgmdo s 39Jbodermd@oeogbdo. man@®soolngmo B39dEeo -
Specord Agilent 8453 UV/VIS gomsbmendo. tH s BC 306Hm399e-353b0@EHw6m0 6gbmbsblivyeo
139JdBHMo0 - L39gJBHO™IYEHOHDY Bruker-400 s 100 333 Fgbodsdolo. Mgogiool ALZEgEMdSL
5 639M0m5 LOLYRMOZ0L 3MBEHMMEL sbEgbgb FomgzoEsbBy Silufol UV-254 s Silica gel on
TLC PET-foils. @@mdol  $§gddgho@mes  goblobug®mwos  bgubsafymbyg Boetius,
309995060 dmnfiymdomdoon PHMKOS.

N-(1-5005356&0m3s6dmbow)-0-3960¢gbwosdobo (1)

NH

2

AdCOCI —ob dm3%bsgds. 21 g (100 38mero) PCls-ob s 18 g (100 38mer0) 50s356GH0-
1-3563bB3g035L botggzly 60 dgn 5dL. CCls- o 53bgegd9b 1 Lom. Mgodios F08obodgmdls HCI-ol
06@9bLbowmo Asdmygmazom. LsMgsdgom bstggl Fomdo POCI-ob dmiowrgdol dobbom 3-x96
00539096 30-30 de»  CCls @5 osmOmJargdgb  OMEIE0ME 535mMmIJwgdgbg. dmemls
3539096 50 I BLMEMEHWG BIBEDML (56 goghl) s Fo@dmgdboer  AJCOCI-ol
096BMEblbs®l 09969396 90920 M195J300LMZ0L (5sdobEMO0MmIdOLMZ0L).

39000 5). M-89bowgbosdobls (7 @, 64 ddmo) AsbLlbol 400 dg» BL gogMTo
3539096  BH®090wsdobl (7.5 dew, 50 ddmo) s  FMY30Ls s Yobeom Yo303900L
300mdg0do (3gmmdom MdsBgdgh sdLbmMEMEm gogdo (150 d) oblboer AdCOCI (
000909l 9 3 (50 80mr0) 5sd9BEH0E-1-35MBMBToz5Ly0b. a8y BH™3xd96 Mmmsbols
39939653 M5DY. LoMgodzom bocg30 A9AMsd3m Fywosh Fodsdo s gogMbLBIOL s30gd96
29994mx0 ds06M0m. yseblbo®To asdmygmaoe bowgdl BowGHM396. gdwmemdgb 12.33 o N-(1-
50059560 35MdMb0)-m-3960096@0sd0bol  MgMEG  3MOLEIWGIL.  gogMBLBIMOWIBS3
2990mygma39b 0.55 9 3OMm©MI@L, byen 12.88 3 (95%) .. 216-218°C (3goebmaro).
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dgoomEo d) 5.4 3 (30 909meo ) 5@5356¢0w-1-35MG3Mbd5535L ToBgdgb (6 dew, 60
30me00) ®ombodrm®ol s  s3bgwgdgb 50°C-bg 3 Lom. LoMgsdgom botggl  FoMd
00mboEJermMoEl 530egd9b sdL. d96BMEOl ©sds@gdom (3-xgem 30-30 de).  dmerml
3539096 30 g 50bL. 396BMl s s Fo®Bmgdboer AdCOCI-ob ¥96bDMEbLBSOL 0949bgd9b
99900930 ©95d3006M30L (50s336EGHMOWOMYBOLMZOL).

50 9¢» 09bBmerdo goblboer 5 g (46 90m00) M-13960¢gbE0530BL  dsEgdgb 50
9 10% Bo@®modol GHm@ob Fyowblbsdlb s gobmwoom 53039008 ©s 0bGgblomeo
dmM930L 30MHMdYdTo  i3gmmdom ds@gdgb 30 d¢» (29 3dmero) AACOCI-ol sdLMEwEME
096DMbLBIOL. HM3909b 039 MmMObol  (3Hgd3gMmsdMEmsby. dgmMg @Il LoMmgsdaom Batgal
dwosb 303 fysedo. d96DMEbLBsOL 530gdgb godymazo dsdMom. godmygmgow  bowrgdl
ROWEGHM396. ©g0MEmdgb 6.23 3 (85%) N-(1-5005356¢)0¢-35MmdMbow)-tm-5396009b 05306l
(1). wo.t. 216-218°C (dgosbmero)

dgomeo @) 12.2 g (113 39cme0) m-8960096005d0bL goblibogls 250 dg»  sdLMEvYEHO
09bBmerdo 1sgdgb 11.13y (153¢»; 110 ddmero) GHG0gmowsdobl, dmMgzols s yobrwoom
239303990L  306090do {i3gmMmdom 1dsBgdgdb (100 ddmero) AdCOCI -ob 396Bmeblbs®l
(0005939l 19.8 g, 110 38mero  5@5356¢30b-1-3500mbdzo30L956) Fowgdmwl Bgdmo
50f96M0wo 390MPOm. 053 3H™M39090 MmmMsbols 3H9a39MsGMsDy. Lotgodzom bstgal derosb
303 Y580 s B96BMEbLBIOL 53009096 godYmBo  dsdM0m.  godmymazow  bogngdl
BoWEHM5396, M93bs39b fywom byo@®mowme M95J30599. sdMMI6 s VgdMwmdYb 14.19 g
N-(1-5005056 30 35MmdMbOoW)-m-539600gb053060L (1) MMgme 3G0LEgdL (52.5%) w.t. 216-
218°C (9909bme00) (o). 229-231°C). spM9m39, 39mgmazzgb Mgodiool 3Gmagbido Fo@mdmddboe
5650009 30m©dAL  ©O0-[N-(1-5005356E 0 35MdMbo)]-m-3960¢9bosdobols (11) mgm®
300LGHOgdL 6.64 g (24.6 %), .. 280-282°C.

2-(1-50053563H0)d96B0odosbmmo (2).

I=

dgoomEo 5) 5 g (18.5 39mwo) N-(1-505956@ 0w 35MmdMbow)-m-5396009605306L (1)
blbosb 100 3¢ 0BM3IOHMI0ol L3oMEOL Fysewblbo®do (50/50) s 1TsBHdgd 5 de» (54
30me00) 35% 0560055350, 50Gdgb 3 Y. MJoJ300lL ITMIZ3MYdOL Fgdgy LaMgsdom
656930 250559300 Yyobe0sb fyserdo, 58mds39996 5 %  NaOH {goerblbo®oo pH 8-y,
ROWEGHM390, M93bogzgd fywom bgo@®mo-wr® Mg5d30s0®Y. ©IdIMEmdIb 442 g (95%)
399503996 36:mMIAL. wE. T >350°C (JarmOHMmBMEI0).

15



dgoomo  d) (0.9 3 6.2 3dmo) Mm-8960¢gbE0sdobL MTs@gdgb (0.9 g 5 ddmeno)
5Q5356396-1-3560Mb35go35L o o3bggdgb 1 Lo 8 d  POCls -8o.  Ggogdiool
530636900l 999099 LoMgodE0Mm Bo6gz0 2os9J300 Yobmwrosh Fodsdo o 98m8s39096 5 %
Bo@®0mIol  GHMEHoL  Fyowblbo®om. ©gdMmmdgb 117 g (93 %) ot >350°C
(JermOHmnmedo).Ri=0.46

5(6)-6o@®m-2-(1-5005956¢0)d96B0dosbemero (3)

N
H

dgomo ) 135 g (53 90mo)  2-(1-5005356EH0)d9EB0doEIBML  yobmwoom
393039%0L 30HMdgddo blbosH 8 dg» (d=1.35) 3mbi396GHOOMYdIM  JmA0MEITss35d0. IMMg30L
300009030 {j3900Mm0000 do@gd9gb dsbo@MmoMgdge botggl ([0.347 g (5.5 9dmero) 0.45 A
3063, sBm@gog35L, (d=1.35) o 098 g (10 ddmero ) 057 d»  3mb6396GH®oMYdmo
23Ma00©I5535 (d=1.83)]. Lotgogiom botrgal BHm3999b ©sdg Mmmabol G9d3gMo@EwMsby. dgmeg
ML LYSgE0oM BoMgzl Fe0sb YJobmeosh fysardo, 584985399396 10% bsGHGowmdol  &vEob
09oblbostoom.  godmgmgow  Boewgds  Bow@H®megzgb, MgEbsggd  fywom  Bgo@®mowme
9543050007, 5dOHMBI6 s WYdMMdI6 147 o (92%) ggzomgar 3MOLEIEGL. o ¢). 233-235°C
(539®™b0). Ri=0.73 (539¢™b0/CCl4, 1/2).

dgomeo d) 3,06 3,(20 ddmeo)  4-Bo@BHm-mOMM-8gbowgbosdsbols s 3,6 ( 20
000¢00)5005056@96- 1-35MdMbTgo35L  Botg3zl  5T5BHgdgb 10 dewPOCI3 o s3bgegdgb 4-5
Boomols  gobdogemdsdo.  LoMgodsom  bs6g30L 953039008 8909y  Feosh  gobmwrosh
09oB9. 80 EHM5396 FmEHOL dsdOBY. Mgd300L 3OHMPMIEHL bbosb L3oMEH06 BHMEgdo (5 o
KOH 200 d¢» 0bm36MHm30¢ol b3o6M@Edo). swmgdgb 305303509 15 — 20 foo. 53539096 3-
X960 9@ 9mEMmds §gowl, HomBmddbowo bswgdl Bow@Meggb, M9gsbagzgb bgo@®owrwm®
6954305907. 009996 3,859 005 IMY3005w™M GgOOL 3OHOLEIYOU.
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5(6)-59060m-2-(1-5005356&0e)d96B0dosbmero (4)

N
H

39000 5) 50 I Fgmsbmendo aoblbow 2.69 ¢ (9 ddmero) 5(6)-bo@®m-2-(1-5005856-
G0)096D0d0sBMEl M9bal 60390l 35E90DOEHMMOL M9BsmdOLLL 3 Loy  3bgEgdol s
96930l 3060HMd9gddo 39mmdom »doGHdgb 10 g 30MSBOb30EMSAEL. Lotgodzom Batgal
BoWEHM5396 B0EHMOL Jorowby 6039w0l 35390 BsGHMOMOL dmEowgdol doBbom. gogn-
AOSAL  03mb396GH®0MYdg6 13 ImEmEmdsdg o  2odmsd3o  4oboewosh  Fodsdo.
509909539096 58053000  PH 8-80g. Boewrgdlb BowrEEmegz9b, M9i3-b5396 fywoom bgo@Gowmem
95d3050007, 50MMdYD, gdmdI6 166 g (70%), . t. >310°C. 00 250595300 FoMmoErdo
HCl-om 2ox%96900 39msbmeroo.

dgomo d) 5.35 g (18 3dmo) 5(6)-bo@®m-2-(1-5005356¢H0w)d96B0d0oEsBMl blb0sd
(4) 70 3¢ SOLMEMEHMEO gmobmerdo s  9bgbgb ol 30MOMIOL TMEg3WY-EOEO
09odoom M99l 60390l 35390 BIGHMMOL Mob5MdOLIL MmMebols ¢gddgmo-Gm®msby 24
bon. ImE930L 306Md90Td0. M75d300L FMozMmdOL d9dgy LoMgsdom Batg3l Bow G396
BOWEAHMOL  Joswby 39G90BoGMOOL ImEowgdol dobbom,  MBsHgdo9gb 3oMHMJwm-
H0EOM 2oXIMIOME J0bMEL s 59m369096 MO EY-sdg. FodbLbgl 53mbi39bGHMmO-
09096 s 98999539096 IO gogPom. 250mymaizgb 4.80 g (89%) FoMol, GIgELss
0098539096 5% BoBH®momdol BHMEoL Fyseblibo®om. 00gdgb 2.79 g (60%) dmzMgdobyemm
360LBHWGBL. e.@. > 310°C. R=0.31(sg9GHm™bo /CCl4, 1/2).

5(6)-(2-3000Mmgdls0-5-36(:023896B0 065306 m-2-(1-5005856EHo)-

096%0dosBmmo (5)

HO
CH

e

067 g (2.5 98mo) 5(6)-5906m-2-(1-5005056F0w)d96B0dosbmel s 05 g (2.5
30me00)  5-00HMALOEOE0E0L  5EI30EL o3bgwgdgd 20 g VL. gomsbmerdo 2 L.
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Lo695J30M BoM3L 53039096 s AoFMYMRBIE saMOLGBIH 3OOLEAEHgdL 0,9 3 (82%). et
268-270°C R¢ = 0.66 (s39¢&™bo /CCly, 1/2).

5(6)-(2-3000Mgdls0d96B0w0ghsdobm)-2-(1-5¢05356EH0w)d96B0odosBmemo (6)

TUHO

N
H

dgomo 5) 0.87 ¢ (3.3 3dcmer0) 5(6)-5906m-2-(1-505356¢0¢)d96D0d0sbmeml s 0.357
3 (3 99mero) ~0.53¢  bsEoEoEol 5eg30L 53bgwgd9b 20 dew 53L. gmsbmendo 2 Lo.
53039096, B0 G396 O 25dMYMGBI6 yzomgen 3MoLEBIgdL 0,95 g (81%). we t. 204-
206°C. R +=0.70 (539&™b0o/CCl, 1/2).

dgomo d) 0,5 3(1,672)ddmeo 5(6)-bo@®m-2-(1-505856¢0w)d96%0dosbmeol blibosb 50
A BLMWOFGWE gmobmdo sbEgbgb ol 30MHOMPISL TMg3MEMEO  [godsom,
0m©dogo  dmGgzol  30MHmddo  Re-Ni 353 ooBo@GmOmol  mobomdolol  mmsbol
3993905@MMsBg 3 bo-0. Mgog3o0l AgErgErMmdsly 533009056 Silica gel on TLC-PET folis
30OR0GDY, LoLEYIs 539EH™Bo /CCls 2/1 MBsBIOEMBOM. Mgod300L FM3MYdOL T9d©I
39GOW0bsGHMOmOL  dm30gdol  dobbom  LoMgodgom botgal RO G396 oMol
J500BY. BowG®OGL 59539096 0,240¢(0,200m¢0) LoEroEoEol ser©930EL. 5©MMId9b
3099530350Bg 40-50 for. @25303930L 9999y 39dMOYMBS 430090 BIMOL 3MHOLEIWYBO.
BOWEHM396 s Mgbogzgbh IzoMmgmgbo 39gdusbom. doowgds 0,56y yzomgwo BgGOL
3M0LGHOMgd0.

5(6)-(1-500535630em)53060-2(1-50056@0¢)d96b0dosbmeo (7)

|ci

H
c—N
@\7"\‘
N
H

AdCOCIl-0l gog®blibs®o 3Bs@gds HBgdmo sefigMowo dgmmeom. 0.47 o (1.8 ddmero)
5(6)-5906m-2-(1-5005356¢0¢)d96B0d0sBmel 40 I 5dL. gog®mdo Mds@gdgb 0,18 ¢ (0,25
0w, 18 ddmeo) TEA s 89903030 dmM930L 3060Mm0gddo Mmmobol $gddgeo-@@sby

——————————————
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0390md00 3539096 Fobslfo® dmIBsgdee AACOCI-ob gog®mblibo®l (dmdBogdwyels 0.32
3 (1.8 33m00) 505356GH0-1-3500mbz035L396). BHM39096 ©o-09. LoMgodgom bstgal Ferosb
303 Pgoedo, gogMblbo®l 5309096 go8ymao dsdGom. godmymazow bosergdl oW E®ms39b,
M93be396 6goBHMIWNH (9530509, 9dOMdID. gdMmdgb 0,56 g (73,7%) Jdmomgmc™
360LEIgdL. >310° C (JmOmym®do). R t=0.58 (539&™bo/CCly, 1/2).

5(6)-539¢930bmx3960m-2-(1-5¢005356@0¢)d96B0dosBmemo (8)

0
I
N
H

1 g (3.345 33mo0) 5(6)-5o@®HM-2-(1-5005056¢0¢)d96B0dosBmEl  blboss 50 v
SOLMMMBHMO  JOOWSEIGHOGH0 Qo obgbgb Aol 30MOMYPOL  IMg3MOEIO
09odsom.Re-Ni  35GooBs@GMOOL  3obsmdolsl mmabol  $Hgddgmo@dndsbg 3 bosomol
296353@0M0d530. IMMHg30L 30MM090T0.6 75300l ALZEIE ML 53300gd0sb Silica gel on TLC-
PET folis go®330@s%g, LobGgds 9000wsag@edol 3g&mmegobo 2/1. 695J300ol ©sdmagzhgdol
3990092 39390BoGMMOL dm30¢qd0L doBbom Labgodzom b3l BowGHEME396 BowEHMOL
Jo65@BY. BowGHOOAL 595309 0,2 d. Fo530W0MmGOI 5396BL, 90gd96 0,5 Lo-ol
3960530 M0530. 453039006 9999 FoMdmgdboer boegdb BowEHMoz96, MgEboggb Fywom s
9990099 39JUsboo. 58MMdI6 s WIBMMdYE 0,29 g (60%) FMPIOOH™ BgMOL JOOLESWIDL.
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©s13336900:

150535¢05360M LMol oMo bsfowo FaliMrmewgdmeos. JoMgdwro d9w9gagd0L

9d0bg300m dgbodegdgeos 99990 ©o33BdOL 4o39mgdos:

1.

LobMYHBOMYPdIM0s  2-(1-505856EH0W)d96B0ToEsBMEO: ) M-539b0gbosdobol
5Q5356-3M0oMgdom ©s Jo®gdIo 30Ol (30300Bs300m 3MbE. FoMmoEdo35L0
@5 Jywosbo 0Bm3OH™M3owol L3oOEGHOL s6M9do; 0)  ™-g3960¢960sdobols o
505356396 3500Mbgo35L  bsrg30L POCI3-ob 6980 ©@mOgdom, Fo0owo
298053 056mdom (85%).

BoBIMGOMos  2-(1-5005356@0)096H0d0sBMmwol  BodMomgds  sbo@MmoMgdgwro
Bo69300 896080 IBMWO: SBMEHTs035: {MP0M©I535-1:1,1:2 Msbsgsmdom. dowy-
005 5(6)-60@MM-2-(1-505356EH0w)d96%080@sBMmE0. 25dmbogwosbmds (92%).

65h39bgd0s,  Gmd  5(6)-boEH®m-2-(1-505356@0w)d96b0dosbmemo  Fomowo
300b53w0-56Md0m  Joowgds  4-bo@Mmm-m-53960gb0sdobols s 56 ES6-1-
396MdMbz35L MO0-9MmJdggdom POCI3-ob sGgdo mmgdoo.

5(6)-58060-2-(1-5005356&0¢0)096H000sBMmwo domgdwer odbs dgledsdolbo bo@emm-
36 19dEHoL 50P960m: v) Img3EmEO (igoedsom Re-Ni-ob 3s@oswsobo@memol
0565mdoLOLL,  MMamO3 L3oOEOL,  oby  geowdEgGHIGHOL  v69do; 0)
3000M5b0b30MsEHom Re-Ni-ob  156smdobol dgmsbmerdo.

d9LFogaomos LObmygHBOMGIMWOo 5d0obol Mgo309d0 SOMI>EHE SEYI30©JOMI6 o
396-0mb35535m5  63HoMdgdm56.0009d0s  Fgbodsdolo Foxzol  wydggdo:  5(6)-(2-
3MHmJLod6-BowoEhsdobm-,  5(6)-(2-30mdbo-5-3"MadIEBo0EYbsTobm-2-(1-
5005956@0¢)096D0-0005BMgdo s 530©Yd0:  5(6)-539G930bM-2-(1-505T5bEH0w)-
096D0d0sBM0; 5(6)-505356FM05306M-2-(1-5005356E0)d96D0dosbmero.

LobmgBoMGdMwo BogHmgdol of). s Mo. L3gdGMJOoL TmMLs399900 TguodsToLMdS0S
Bogmmg00oL  LEAHOMIGHIMLMSD. Bo@IMYGOME0s sMgMN3g DBMA0gMmO Bogm0gMHgdol
096-39JAHOIO 2odM3Zg3d.
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