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xepbuyugu u na neobxogumu MeXgunnu cvegunenus. M3Becmnu ca

CHLWO 1,2,4-mpua30A0-[1,5-a]1,3,5-mpuasun-2-cymb(maMuqu,
npumcxkaBawu xep6uuugnu cBoiicmBa (U.S. No. 4 605 433), kamo
umugaszoao[1,2-a]Jnupumugun-2-cyadponamugu (U.S. No. 4 731 4406)
u nupaavo[1,S—a]nupUMugun-Z-cyAtponamugu (U.S. No. 4 992 091).

CbIIHOCT HA U3OBPETEHUETO

Aakokcu  cy6emumyupanu 1,2,4-mpuazoao[1,5-¢c]nupumugun-2-
cyaponamugu ¢ popmyaa
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B kosito|

X npegemaBasBa OR, H, CH3, SCH3 uau CF3;

Y npegemaBasBa OR, H, CH3, Cl, Br, F uau CF3; u

Z npcgcmaBasBa OR, H, CH3, CF3, CL Br uau F;

npu ycaoBue, ge Haii-manko equH OT 3aMecTUTEUTE X Y, Z npencrasassa OR
u

A npcegemaBasBa F, ClI, Br, C(O)E, C1-Cq4 xaaoaakua, NOj, CN,
SOR3 uau SOyR3;

B npegemaBasBa H, R, F, Cl, Br, CN, OR3, SR3, NRIR2, ¢enua,

| (beHokcn WK (benwlmopannkag kamo Bceku (l)eHuA (beﬂokcu uau

¢>emmrmopazmkan npurexasa 1o n36op 1 no 3 3aMecTUTeNd, naﬁpazm oT

¢pynama,cvemoswa ce om F, Cl, Br, CN, CF3, NOj u CH3;



D u J-Bceku om msax npegcmaBasBa H uau CH3 npu ycaoBue, uc
nati-maako egun om D u J npegcmaBasBa H;
V npegcmaBasBa H uau C(O)R3
R npegcmaBasBa C1- C3 ankmiosa rpyna
R1 u R2, Bceku om mAax noomgeano, npegcmaBasaBa H uau C1-C4
“aakua;
R3 npegemaBanBa C1-Cq askua uau C1-C4 xanroaakua;
E npcgcmaBasBa ORI yay NRIR2; y
kozamo V npegcmaBasBa H, cvomBemnume ceackocmonancko
npucMauBu coau ca ygo6uu 3a u3noasBane npu konmpoa na
lexkeaana pacmumeanocm; BvoGwe, u  no-cneyuaano B
npucbcmBuemo na mpeBuu kyamypu u cos. Cveguunenusma c
¢opmyaa I, o6uknoBeno cbgbpkawu ce B xepbuuuguu cvecmaBu
3aegno cbe ceackocmonancko npuemauBa go6aBka uau nocumea,
nposBsBam xepSuyugnu cBoiicmBa, kozamo ce npuaazam gupekmno
kvM nekeaanama pacmumeanocm uau Mecmonoaoxenuemo U,
npegu uaAu caeg nonukBanemo Y.
I[TOAPOBHO OINMMCAHUE HA M30BPETEHUETO

Cvegunenussima om nacmoswemo usobpemenue BkalouBam
aankokcu cybcmumyupanu 1,2,4-mpuasoao[1,5-c]nupumugun-2-
cyadponamugu c dopmyaa I, kbgemo A, B,D,J, V, X, Yu Z ca
onucanu no-zope. Besko om me3u cveguuenus cbgbpka none egun
aakokcu 3amecmumea 8 nupuMuguHoBus npbcmen u uma eAekmpou
npuBauvaw, 3amecmumea B egnama uau u B - gBeme-2pa u 6ma
nosuuuu Ha anuaunoBus npvcmen. M3o6pemenuemo cvwo maka
BkalouBa cvegunenusma c $opmyaa I, npu koumo X npegcmaBasBa
Cl, Br uau F, koumo mozam ga 6bgam u3snoasBanu kamo Mekgunhu
Cbegunenus  3a noayvaBanemo mna cvegunenus, kbgemo - X
npegcmaBasBa OR uau SCH3. |

.



Bcuuku 1,2,4-mpuasoao[1,5-c]nupumugun-2-cyadonamugiu
cbeguncnusi , onucanu ¢  Qopmyaa I, ca B o6xBama na
usobpemenuemo, HO cmenenma Ha xepbuyugna akmuBuocm u
wupomama na konmpoaa na naeBeaume Bapupa B 3aBucumocm om
npucbcmBawume 3amecmumeau u 3amoBa ONpegeAeHu cbeguHcHus
ca npegnovumanu. Covegunenuama c ¢opmyaa I, kvgemo naii-
Maako eqgunom X, Yu Z npegcmaBasBam memokcu uau emokcuf[;yna
(R or OR  npegcmaBasiBa memua uau emua) ca o6uknoBeno
npegnoyumanu. CveguHenus c bopmyaa I}B koumo egunusruau u
gBama samecmumeass X u Y npegcmaBasBam memokcu uau erokcurpyna
ca uY4eCcmo no-npegnoyumaHnu, a Cbegunenus, kbgemo X
npegcmaBasnBa Memokcu UAu eTokcmrpynal ca Hall-MHO20 3a
npegnoyumatxe. Cbegmieﬂusl/.npu koumo u gBama 3zamecmumeas X
u Y npegcmaBasBam memokcu uau erokcurpyna ca cpmo nonsikora 3a -
npegnouumane. B gonvanenue, cvegunenus, kvgemo Y u/uau Z
npegcmaBasiBam Bogopog, xaop, Gpom uAU ¢ayop ca nonsikoza 3a
npegnoyumane. Cbegunenus ¢ ¢opmyaa I,umamu nati-maako egun
eaekmpon ‘npu8Auqau1, cy6cmumyenm om 3amecmumeaume A u B 6
Opmo nosuyus Ha aHuAunoBus npvcmen, ca B o6xBama mna
uso6pemenuemo. Te3u, npu koumo A npegcmaBasBa ¢ayop, xaop,
6poM, nHumpo, CO7R1, CONRIR2 yau mpupayopmemua,
npegnovumane. B gonvanenue, mesu cbeguHeHus c dopmyaa I,

ca 3a

kbgemo B npegcmaBasBa Bogopog, dayop, xaop, 6pom, memua,
Memokcu uau MemuAmuo,ca Hali-o6uwio 3a npegnouumane, kakmo u
cbegunenusma, kbgemo J npegcmaBasBa Bogopog. Cvegunenusma,
kvgemo V. npegcmaBasBa Bogopog u  ceackocmonancko
npuemMauBume coau, noayuenu om msx, ca cobwo maka 3a
npegnoyumate. ,
Tepmunvm aakua, kakmo € usnoazBan, BkalouBa wacmu c
npaBa u paskaonena Bepuza. Taka munuunu aakuanu epynu ca



C

Memua, emua, 1-Memuaemua, 1,1-guMemuaemua, nponua, 2-
McmuaAnponua, 1-memuanponua u 6ymua. Tepmunbm xaaoaakua
BkalouBa aakuaoBu Hacmu,uMauu €guH uau MHoxkecmBo xaaozennu
3amMecmumeau, usbpanu nesaBucumo egun om gpye om ¢ayop, xaop
uAu Gpom. Qayopem e  npegnowuman XaAO2€eH, a
mpudayopomemuabm € npegnovyumana C1-C4 xanoaakuaoBa uacm.
Cnucvk na nskou munuunu ¢beguneHuss om usobpemenuemo ¢
gagen B ma6auuya 1.

TABAUILIA 1.
1,2,4-TPI/IA30AO[1,5-C]HI/IPI/IMI/IHI/IHQ—CYA(I)OHAMI/IHI/I

N N—————N A J
Y /”\
Y \ ‘ N SON
z |
v
B D
Qopmyaal
C-e X Y Z \% A B D J Temnepam.  Eaem.
(745
No. monene °C  anaaus
1. OCHj OCHj3 H Cl Cl " H H 211-212 CHN
2. OCHj4 OCH;j; H Cl Cl CHj H 212.213 CHN
3. OCH3, OCH4 Br H Cl Cl - H H  225-226(d) CHN
4. OCH3 OCH3 Br H Cl Ci CH; H  228-2294) CHN
5. OCHj OCH;4 H F F H H 198-199(d) CHN
6. 0C,Hy cl H  50,CH; F H H 3000) CHN



TABAUIIA 1-npogvakenue

1,2,4-TPUUA30AOQ] 15-CINNPUMUINH-2-CYADOHAMMUIM

C-e X Y z Vv A B D J Temnepam.  Eaem.
No. m:rl\caue °C  anaaus
7. OCH;3 H CH3 H  CO,CH,4 F H H  175-178(d) CHN
8. OCH;4 H Cl H F SCH; H H  192.195(d) CHN
9. OCH;, F H H CFj H H H 147-152(d) CHN
10. OC,Hg Ci Ci H CO,CH;  F H H  193-193(d) CHN
11. OC,Hg Cl Cl H Cl Cl H H  238-239(d) CHN
12. OCH3 Cl Ci H F F CH3 H 179-181(d) CHN
13. OCHj H H H NO, CH3 CH3 H 214216(d) CHN
14. OCHj3 H H H OCH3 H H 190-192(d) CHN
15. OCHj3 CHj H H Cl Cl H H  208-209 CHN
16. OCH3  CHjy H H cl Cl  CH3 H 221222 CHN
17. OCH3  CHjy H H F F H H 187-188 CHN
18. 0C3H (i) F H H co,cH, Cl H H 197-198(d) CHN
19. OC,Hq(n) F H H CF3 OCHj3 H H 159-163 CHN
20. OCH;4 Br H H Ci Cl H H  212-213(d) CHN
21. 0C,Hy H Cl H cl cl H H  240-242(d) CHN
22. OC,H, H Cl H F F CHj H  225-226(d) CHN
23. OCH;4 H Br H F F H  207-210(d) CHN
24. OCH; H Br  H  CO,CH, F H 195-197(d) CHN
25. oC,Hg F H H NO, CH3 H  219-220(d) CHN
26. oCHg  CHj H H F F CH3 H 203205 CHN
2. OCHg  CHj H H NO, CH3 H H 225227 CHN
28. OC,H; CHj; H H CO,CH; Cl | H  234-238 CIlIN
29. CH,3 OCH; ClI H Cl Ci H 234-236(d) CHN
30. CH3; OCH3; Cl H Cl Cl CH3 H 231232 CHN
31. CHjy OCHj3 Cl H F F H H  219.220 CHN



TABAWILIA 1-npogvakenue

1,2,4-TPUA30QAQ] 15-CHIMPUMUIAUH-2-CYAQOHAMMU U

C-e X Y Z v A B D ] Temnepam. Eaewm.
No. morllie?c °C  anaaus
32. CH3 OCH3 ClI H NO, CH3 H H 216218 CHN
33, OCH3 OCH; CI H Cl Cl - H H 234.235(d) CHN
34. OCHj4 OCH3 Cl H Cl Cl CH3 H 214.215(d) CHN
3s. OCH3 OCH; CI H F F H H 245.246(d) CHN
36. OC,Hyg F H CO,CH;4 CHj; H H  190-191(d) CHN
37. 0C,H F H H NO, CH3 CH3 H 219-220(d) CHN
38. OC,H F H H CO,CHj4 Ci H H  222-223(d) CHN
39. 0C,Hy | F H H F Cl H H 212.213(d) CIHN
40. oC,H; F H H CFj3 OCH3 H H 212-213d) CHN
41. OCH; H H H F F H H 198-199(d) CHN
42. OCHj3 H H H Ci Cl H  206-207¢(d) CHN
43. OCHj H H H cl Cl  CHz H 215-216(d) CHN
44, OCH3  CHj3 H H  CO,CH4 F H H 175177 CHN
45, OCH3  CHjy H H Cl CH; H H 185235 CHN
46. oc,Hy  CHj H H Cl Cl H H 234.235 CHN
47. oc,Hy  CHj H H  CO,CH; F H H 180185 CHN
48. ocyHg  CHjy H H F F H H 201205 CHN
49, OCH; CH3 C H cl Cl  CH3 H 210211 CHN
50. OCH3 CH3 ¢ H F F H . H 205206 CHN
51. OCH3  CHj3 Ci H cl ci H  240-241 CHN
52. OCH3  CF; H Cl Cl H 221-222 CHN
53. OCHj3 CF; H F F H H  188-189 CHN
54. OCH;  CF; H cl Cl  CH3 H 233.23¢  CHN
55. OCH3 OCH3 CI H CO,CHyg F H H 208-2094) CHN
56. OCH3 OCH; H H  CO,CHy F H H 166-167(d) CHN



TABAUIIA 1-npogvakenue

C-e

X

Y

V4

\Y

1,2,4-TPI/IA30AOI1.5-C]HI/IPI/IMI/IHI/IH-2-CyA(I)OHAMI/I,[II/I

A B D J Temnepam.  Eaenr.
No. m?n%}:e OC  anaaus
57. CH3 OCH; H H F F H H 208209  CHN
58. CHy  OCH; H cl Cl  CH3 H 150152  CHN
59. CH;  OCH,4 H CI C H 169-171 CHN
60. CH3 OCH3 C H  Br H H H 165166  CIIN
61. CH3 OCH3; ¢l H CFy H H H 12130  CHN
62. OCH; CIl  OCH; H of cl H H 229-2304) CHN
63. OCH; €I OCH; H ct Cl  CH3 H 211212  CHN
64. OCH; €I OCH; H F F H H 193194  CHN
65. OCyHs  «l H H cl cl H H 125-126(d) CHN
66. OCyHs I H H cl Cl  CH3 H 212213(d) CHN
67. OCyHs  Cl H H F F H H 219:220(d) CHN
68. 0CyHs  «l H H  CO,CH, H  166-167(d) CIHN
69. OCyHs  Cl H H CF; H 56-157(d) CHN
70. OCyHs H H F CH; H 159160  CHN
71. OCyHs  CI H H  No, CH; CH3 H 237.238d4) CHN
72. OCyHs  F H H ol c H  H  2:4235(4) CHN
73. OC,H;s F H H co,cH, F H H 183-184(d) CHN
74. OCHj,4 Ci H H Cl Cl . H H 205206(d) CHN
75. OCHj; cl H H ci Cl  CH3. H 225-226(d) CHN
76. OCHj; ci H H F F H H 179-180(d) CHN
77. OCHj; ci H H  CO,CH, H 185-186(d) CHN
78. OCHj, cl H H CFs H  189-190(d) CHN
79. OCH;  «l H H F CH; H 164-165(d) CHN
80. OCH;,3 cl H H NO, CH; CH3; H 113-114d) CHN
81. OCH3 Cl H H Co,cH; CH3 H H 148-149(d) CHN



TABAMIIA 1-npogwaxkenue

1,2,4-TPUA3OAQ] 1.5-C]HI/IPI/IMVI.[[I/IH-2-CYA(DOHAMI/ID.]/I

C-e

X

Y

Z

v

A B D J Temnepam. Eaewm.
No. mol;l1ea|;e °C  anaaus
82. OCH; Cl H H Br Br H H  194-195(d) CHN
83. OCH;3 Cl H H NO, H H H  195-196(d) CIIN
84. OCH3 Cl H H CO,N(CHy), F H H 165-166(d) CHN
85s. OCH;3 Cl H H Ci CHj H H  175-176(d) CHN
86. OCH; Cl H H Br H H H  172-174(d) CIIN
817. OCHj;4 Cl H H  co,-i-cgH, F - H H 147-150(d) CIIN
88. OCH3 Cl H H CO,CH; Cl H H  217-218d) CIIN
89. OCH; Cl H H CO,CH;,4 OCH;3 H H 178-179(d) CHN
90. OCH;3 Cl H H CF; OCH;4 H H  177-.178(d) CHN
91. OCH3 Cl H H Cl OCHj3 H H  162-164 CHN
92. OCH;4 Cl H H NO, CHj; H H  205-206(d) CHN
93. OCH;j Cl H H  Co,C,H; Cl H H  191-192(d) CHN
94. OCHj4 Cl H H F F CH3 H 178-179(d) CHN
9s. OCH; Ci H H F H H H  179-180(d) CHN
96. OCHj3 F H H Cl Cl H H  201-202¢d) CHN
97. OCH; F H H F F H H 179-180(d) CHN
98. OCH; F H H CO,CH;3 F H H  180-182 CHN
99. OCHj3 H Cl H Cl Cl H H  229-230 CHN
100. OCHj4 H Cl H Cl Cl CH3 . H  203-205 CHN
101. OCH;4 H Cl H F F H H  216-217 CHN
102. OCH; H Cr H CO,CH; H  185-187 CHN
103. - OCHj3 H Cl H CF3 H H  152-156 CHN
104. OCH; H Cl  H  CO,CHy F H cH; 175-176(d) CHN
105. OCH3 H F H Cl Cl CH3 H  236-237(d) CH:‘J
106. OCHj H F H CO,CH,; F H H  147-148(d) CHN
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TABAULIA 1-npogvakenue
L2,4-TPMA3OAO[1.5-C]I'II/IPI/IMVIIII/IH-2-CYA(DOHAMI/IIII/I

C-e X Y Z \Y A B D J Temnepam.  Eaewm.
No. monene °C  anaaus
107. OCHj; H F H F F H H  220-221(d) CHN
108. OCH;3 H CF3 H Cl Cl | H H  206-207(d) CIHIN
109. OCH3 H Br H F H .CH3 H 176-178 CHN
110. OCH; H Br H COo,cH; CH3; H H  180-181 CHN
111. OC,H;4 H CH; H NO, CHj H H  235-239 CHN
112, OCyH;s H H H ct Cl H H 250252 CHN
113. OCyHg H H H cl CH; H H 222.226 CHN
114, OC,Hg H H H  co,CH; F H H 113am CHN
115. OCHj; H OCH3; H F F CH3 H 227229 CHN
116. OCHj H OCH; H cl cl H H 188-192(d) CHN
117.  OCzHjg H OCH; H F F H H  254-256 CHN
118.  OCzHs H  OCH3 H  CO,CH, F H H  186-188 CHN
119. OCyHg H OCH3 H F OCH;3 H H  195-202 CHN
120. OCyHg F H H  co,-i-cgH, Cl H H  200-202 CHN

Tepmunvm  "ceackocmonancko npueMauBu  coau"  o3nauaBa
¢bcgunenusa, npu koumo kuceaunnusr cyadponaMmugen npomon om
¢beguienuemo ¢ popmyaa I e 3amecmen ¢ fkaTI/-[()H, kolimo cam no
cebe cu nsama xepbuuugno geiicmBue kbm kyamypnume pacmenus,
numo e Bpegen 3a nepconaaa, koiimo =20 npuaaea, Humo 3a
okoanama cpega uau 3a ~nompebumeaume Ha mpemupanama
kyamypa. ITogxogawyu  .karuomu ca HanpuMep me3u, NoAy4€Hu om
aakaanu uau aakaaoszemnu MémaAu7u me3u noAyYeHu om aMOHHi'k u
amuHu. IIpegnowyumanu : kam;Hju ca HampueBu, kaaueBu,
MazHne3ueBu u amonueBu - .kéinonju c dopmyaa
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kbnero Bceku pamukan VOT R’, R® u R” He3aBUCMMO €fuH OT ApYr NpeCTaB/IsBa
Bofopont Wi C,-C,, ankun, C,-C,, tuknoankun wm C,-C,, ankenwiosa rpymna, Bcaka

OT KOMTO € 1o M360p CYyGCTUTYHpaHA C eqHA WIH IOBeyue xuzpoken, C,-C, ankokcen,
C,-C; ankwitno wm dermioBa rpynu, npu yciosue, ue RS, R® u R7 ca NpOCTpaH-
CTBEHO CbBMECTMMH. B fombiinenme Bceku nBa ot pammkasure R’ R® u R"3aegno
Mozam ga npegcmaBasBam aaudpamua gBydpynkuuonaana zpyna,
cbgbpxkawa 1 go 12 Bvaaepoguu amoma u go gBa kucaopoghu uau
cepu amoma. Coau Ha cbeguneHusma ¢ gopmyaa I mozam ga
6bgam noaywenu upes mpemupane na CbeguHeHusa ¢ ¢opmyaa I,
kbgemo V npegcmaBasiBa Bogopog, ¢ Memaaen xugpokcug, makn8
kamo nampueB xugpokcug, kaaueB xugpokcug, Maeznesuch
Xxugpokcug uau amun, makwuB kamo amonsk, mpuMemuaaMu,
xugpokcuemuaaMun, 6ucaAuaamun, - 2-0ymokcuemuaamun,
Mopdoaun, uukaogogeuuaamun uau Genszuaamun. B CAyyaume Ha
usnoaszBane na memaanu xugpookucu, BakHo € ga He ce uznoasBa
20AsM udAuwbk om ocnHoBama, mvii kamo cvegueHusma He ca
cmabuanu B “cuano aakaana cpega. 3a npegnouyumane ca
k0Auqecm8a)6Au3ku go cmexuoMempu4yHume.

Cvegunenuama c¢ ¢opmyaa I, kwvgemo V npegcmaBasBa
BOQopog;MO:aam nati-obwo ga 6bgam noayuenu upes cmecBane na
1,2,4-mpuasoao[1,5-cJnupumugun-2-cyadponua Xaaozenug ¢ popmyaa
I ¢ nogxogswo cy6cmumyupan N-mpuaakuacuAauaanuaun ¢
¢opmyaa III B8 npucvcmBue Ha amun Ha nupugunoBo cveguHeHue,
MEPUUEPEH aMUH uAu guMemua cyadokcugen kamaauzamop. Moxke
ga c€ npuaaza usAauwbk om amun, 3a ga peazupa ¢
xaaozenoBogopognama kuceAuna, noayuena kamo Ou-npogykm.
-Memogbm e anaaozuuen Ha mo3u,onucan nogpo6uo 8 U.S. No. 4
910 306 3a 1,2,4-mpuazoao[1,5-a]nupumugun-2-cyaponamugu.



12

Cy6cmumyenmume X, Y u Z om ¢opmyaa II u A, B, J u D om
¢opmyaa III ca onucanu B pasgeaa, Cbwnocm Ha uzoGpemenuemo.
3amecmumeasm G om ¢opmyaa II e Cl uau Br, a 3amecmumeasm

R' om ¢opmyaa III e no-nucw aakua uau Gen3ua, 3a npegnouyumane
MEMUA. x

Qopmyaa ll
/
N
YOS
Z
Qopmyaa Il
R, SiNH

IoayuaBanemo ce ocmu.ecmBHBa oGukuoBeno ype3 nocmabBsane na
1,2,4-mpua30Ao[1,5-c]nupu1v1uguu-2-cyA¢onquBux XaAO2€HUg ¢
dopmyaa I, N-mpuéAkUACUAuAaHUAuH ¢ dJopmyaa  III,
kamaauzamopem u usnoasBanusr pasmBopumea B8 <c¢bg u
nocaegBauio 3amonasne, 3a ga ce ocvwecmBu peakuusma. Caeg
noaywaBanemo na 3navumeano koauuecmBo om cvegunenuemo ¢
dopmyaa I uau caeg koncyMupanemo na 3snauumeano koauuwecmBo
om cyaponuaoBus xasozenug c¢ ,dopmyaa II ce u3BvpwBa
oxAakgane u noAysenama cMmec konmakmyBa ¢ Bogen peazenm,
Hanp. Boga uau pasmBop, cbgbpkaw, Boga, 3aeguo c gpyau
komnonenmu, makuBa kamo pasmBopumeau, kuceaunu uau ocnoBu,
koumo ne pa3aazam cvegunenusma c ¢opmyaa 1. Bu-npogykmume,
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amunoBu xaaozenoBogopognu coau, NOAy4Y€HU Nnpu npuaazaHe Ha
amunoBu ocnoBu, kamo kamaauzamop, nonskoza ce ymasBam u
Mozam ga 0bgam npemaxnamu upes dunrpysane npegu ga ce
npubaBu Boguus peazenm. B npomuBen cayuaii, pasmBopumeau u
gpyau AemauBu komnonenmu ce npeMaxBam Hali-o6wo upe3
usnapsBane npu nonukeno HaAs2ane, a 6u-npogykmsr coama uau
XxaaoecHoBogopognama kuceauna ce omgeaam upe3 ekcmpakuyus c
Boga. Taka noayuenume cbegunenus ¢ popmyaa I mozam ga 6bgam
npequcmenu upes konBenyuonaanu memogu, makuBa kamo mevHa
Xpomamozpadus, xapmuena xpomamoezpadus, ekcmpakuus c
pasmBopumea u kpucmaauszayus om pazmBopumeau.

Haii-obwo ce u3snoaszBam ekBumoaapnu koauuecmBa om
cbeégunenusima ¢ popmyaa II u III, no moxke ga ce npuaazam u
moezaBa, koeamo egnomo uau gpyeomo € B 3nayumeaen uzauwnvk.
Yecmo e no-gobpe ga ce u3noasBa usauwvk om N-
mpuaakuAcuAuaanuaus.

IToBewemo mepuuepnu amunoBu ochoBu, makuBa kamo
mpuaakuaaMunu, apua guaakuaamunu u nupuguhoBu ocnoBu, kamo
nupugul, nukoaunu u  AymuguHu ce  u3noaszBam kamo
kamaausamopu npu peakuusma. ITupugunem e 3a npegnovyumase.
AMunoBama ocno'Ba'MO)ke ga ce usnoasBa B npubausumeano

ekBumoaapnu koauuecmBa cove ¢begunenusma ¢ ¢opmyaa II uau 8
usauwsk. Ionskoea ce npegnoyuma ga ce npuiAaza 20AsiM usAuwbk.
HuMemua cyadokcug, o6uknoBeno Hali-npegnoyumanusT
kamaauzamop, ce usnoazBa B k0AuqecmBo; no-maako om
ekBumoaapnomo. KoauuecmBa Hag 0.5 moaapen ekBuBaaenm ca
Bpeguu. Ako e Heobxogumo, moxke ga ce usznoasBa pasmBopumea,
kolilmo ne peazupa ¢ peazenmume u B koiimo peazenmume ce
pasmBapsm. ITogxogsawu pasmBopumeAau ca auemonumpua,
gumemuadopmMaMug, moOAyOA u gpyeu .nogobnu. Yecmo e
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npegnoyuman auemonumpua. Peakuuonnama cmec ce samonas npu
gocmambuyio Bucoka meMnepamypa u 3a gocmambuHO Bpeme,3a ga
ce ocbwecmBu peakyuama. Haii-o6wo ce npuaazam memnepamypu

om okoao 100C go okoao 1500C. Temnepamypu om okoao 300C go
okoao 1000C ca 3a npegnoyumane. THnuuHa NPOABIKHTETHOCT Ha

peakuusita e ot okoso 72 h, HO 3a npeanoumurase ot okoso 12 h no

okoao 48 b .. Cowo maka, 3a npegnouumaHe € ga ce
ocbwecmBsBa peakuyusma npu pasz6vupkBane u 8 Cbg,cnabgen c
npucnocobAenus 3a omgeasHe Ha Baazama om cucmemama.

Yecmo e yg-o6no ga ce npﬁzomBu uckanusy N-
mpuaskuacuauaanuaun ¢ ¢opmyaa III om nogxogsuy anuaun u
mpuaakuacuauaoB xaopug u ga ce usnoasBa npgcno npuzomBenust
npogykm gupekmno B npoueca. O6uknoBeno ce go6aBs usauwvk na
mpuaskuacuauaoB xaopug B cycnensus om HampueB iiogug B8
auemonumpua, npu6aBsam ce nogxogswus aHUAUH U MpuemMuAaMuH
u caeg pa3bvpkBane B npogwvakenue na nskoako uaca ce npuGaBs
emep. Cmecma ce ¢urtpysat  u  aemauBume komMnonenmu ce
omgeasm upe3 usnapsBane npu nonukeHno naaszane, npu koemo ce
noayuaBa ymaiika om N-mpuaakuacusuaanuaun, kosmo moxke ga ce

1

usnoasBa gupekmmno. o o

Cvegunenus ¢ dopmyaa I Mozam ga 6bgam NOAyY€HU NO no-
gupekmen nauun, kamo ce no3BoasBa na.cyAcbonuAXAopugume C
dopmyaa II ga peazupam ¢ nogxogsauwo cybcmumyupaHu anuaunu 8
unepmen pasmBopumea, kamo auemonumpua, B npucbcmBuemo Ha
nupugun uAu MemuAnupugun u kamaauszamopuo koauuecmBo om
gumemua cyapokcug. O6uknoBeno peakyusma npomuua go6pe npu
meMnepamypu mMekgy okoao 09C u 609C u ce npoBekga aecno npu
meMnepamypu Ha okoanama cpega. Ha mMoa cyadonuaoB XaAozeHug
Cé npusaza Haili-o6wo ekBumoaapno koauuecmBo uau go 100%

‘usAuwek om cyGcmumyupan aHUAUH U NUPUGUH UAU MEMUANUPUQGUH
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u kamaaumuuno koauuwecmBo om okoao 0.05 go okoao 0.30 mat
om gumemua cya¢okcug. IToayuenomo CbeguHeHue c¢ ¢opmyaa I
MoXe ga 6bge BvacmanoBeno no konBenuyuonaanu memogu.

Cvegunenusma ¢ ¢opmysa I, kvgemo V npegcmaBasBa
Bogopog, a X u/uau Y npegcmaBasBam SCH3 uau OR mozam ga
6bgam noayyenu om cvomBemnomo Cbegunenue ¢ dopmyaa I,
kbgemo X u/uau Y npegcmaBasBam Cl, uypes o6pabomBane c
nogxogsw, nykaeoduaen peazenm,maksB kamo nampueB mMemuaam
uau  nampueB memammuoaam B . mMemanoA. MN3noa3Banume
peakuuonnu ycaoBus ca nogobHu Ha mesu npu cBovp3anume
obMennu peakuuu nHa 2- u 4-xAopnupumMuguHu.

Ipegnouumanu ca neBognu cpegu. AecHo ce nocmuza ceaekmuBuo
3amecmBane na xaopa B8 X no3uuus, mbii kamo mo3su XAOp € MHO020
no-akmuBen om xaopa B Y nosuuus.

Cvegunenus ¢ popmyaa I, kbgemo V npegcmaBasBa C(O)R3,
Moz2am ga 6bgam nOAyY€HU Om CbeguHEHus C dopmyaa I, kvgemo
V npegcmaBasBa Bogopog, upes AUUAUPDaHE CBC CbEgUHEHUE C
¢opmyaama R3C(O)Cl, kamo ce usnoasBam konBenuuonaanu
MEmogu 3a auuAupane na cyadponamugu.

1,2,4-mpua30Ao[1,5—c]nupuMuguy-Z-cy_Acpouu,x XaAozeHugume ¢
bopmyaa Il mozam ga 6bgam noayuenu upes mpemupaHe Ha
Cbegunenusa ¢ ¢opmyaa IV, kwvgemo R" npegcmaBasBa Bogopog,
Gensua uau Cp-Cyq aakua, a X, Y u Z ca onucanu B cbuwinocmma na
usobpemenuemo, ocBen ye X moxe ga ne e SCH3, ¢ xaop BoB
Bogen pazmBop na XA0podopM uau BbB8 Bogen pazmBop na ouemna
kuceauna. UsnoasBanume npouegypu ca gobGpe u3Becmnu u ce
Npusdazam npu onpegeAeHu cbeguHeHUs ¢ ¢opmyaa II, no ¢
pasauynu samecmumeau, nanp. 8 GB No. 951 652.
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)Xs Qopmyaa lVv
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Muoeo om 1,2,4-mpuasoao|1,5-c]nupumMuguuoBume

ceeguncnust ¢ popmyaa IV, koumo ce uznoazBam kamo mekqguinu
cheguticnus npu noayuaBanemo na cwveguucnus ¢ $popmyaa PR
usBeecmuu om nuBomo na mexnukama, kakmo u Mcmogume 3a
MsIXHomo noayuaBane, Taka nanpumcep MHOZ0 -
XugpasuHonupumuguiu , no Xcaanuc cybecmumyupanu 8 2, S u 6
nosuuuu e usBecmno ga peazupam ¢ BuveacpogceH gucyadug u ¢
ankaacn memaaen xugpookuc B aakoxoacn pasmBopumca o
noaywaBanemo na cvegunenus ¢ popmyaa IV, kungemo R
npcycmaBasBa Bogopog. Ilpoucgypume ca gagenu B Australian
Journal of Chemistry, 32, 2713-2726 (1979) u gpyeagce. Ycemo
mMozam ga Obgam npuaazanu mpuaakuaamunu Bmecmo aakaano
memaanus aakokcug. Tasu pcakuus BkalouBa ncoGuknoBeno
npezpynupanc, 1o nosuuuume na cydbecmumyenmume B noayucnomo
cveguicnuce ¢ popmyaa IV mozam ga O0vgam npegBugenu  upes
cpaBnsBane na 3ameccmumeaume om ¢opMyaa V cue 3amccmume.ns

c¢he cbwomo 6ykBeno o3nauenue om popmyaa IV,



17

®Oopmyaa v

Cvegunenus ¢ dopmyaa IV, kvgemo R" npegcmaBasiBa Gensua
uAu (‘Z-Cq aakua mMozam ga 6vbgam noayyenu om cvbomBemnomo
c¢begunenue, kbgemo R" npegcmaBasBa Bogopog upes aakuaupanc
¢ nogxogsiw, askuaupaw, azenm, makoB8 kamo Gcen3uaoB xaopug,
cmuaoB  6Gpomug, nponuaoB Memancyadponam u  nogoGuu.
Pcakuusima oGuknoBeno ce npoBekga npu cmangapmuu ycaoBus
usBecmnu om nuBomo ua mexnukama 3a aakuaupane na
Mcpkanmanu. Haii-o6wo ce npuaaea ocnoBa, makaBa kamo
ankaano memaaen aakokcug uau mepuuepen aMuH. Yecmo ce
npcgnoduma ga ce npoBexkga aakuaupanemo na cuveguucnue ¢
dopmyaa IV, kvgemo R" npegcmaBasBa Bogopog, koemo ¢
noayucno,kakmo € onucano no-zope, 6e3 pezaencpupatnc.

O6aue, 4-xugpa3unonupumugunume 5 uMauwu Memokcu
3amccmumen Bv8 2 nosuuus ne goBekgam go noayyaBanc na 5-
Mcmokcu 3amMecmenu cbeguHenus c dopmyaa IV (X npegecmaBanBa
Mcmokcu) B 2opuus npouec; Bmecmo moBa ce noayyaBam 5-
xugpokcutvegunenus. 3a ga ce noayvyam 5-memokcu cvegunchus ¢
dopmyaa 1V, Buvsmokno e ga ce npeBvpuam 5-xugpokcu
cveguiicnuama B 5-xaop cvegunenus upes mpemupane ¢ ¢ocopen
okcuxaopug u caeg m‘oBa)sa ga ce noAyyam xkeaanume 5-memokcu
CbCguilCHud, noAyueHume 5-XAOp CbEGUHEHUs Ce mpemupam ¢
nampueB  memuaam B Memanoa. Kozamo ce npuAaza
mpuaakuaamun, makoB kamo mpuemuaaMuld, kamo ocnoBa 8
pcakuusima na cbeguHeHue ¢ ¢opmyaa IV ¢ Bv2aepogen gucyadug u
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OGensuaoB xaopug, neobuknoBenomo npezpynupane, onucano no-
2opc ce ocvwecmBaBa no-6aBuno u o6uknoBeno e Buvimokio ga cc
Bv3cmanoBu Henpez2pynupanomo 1,2,4-mpuaszoal4,3-

¢|nupumugunoBo cvegunenue c ¢opmyaa VI, kamo uckanus
npoygykm.

X
5 s Qopmyaa VI
== 3 '
N N\I(/
|
N
T R =
Y X . N —

Yecmo ce noaywaBam cmecu om cbegunenusima ¢ ¢dopmyaa 1V
u VI. Cvegunenus ¢ popmyaa VI mozam ga 6bgam npeobpasyBanu
4o cvegunenus ¢ popmyaa I'V upes mpemupane ¢ aakaano memaaen
aakokcug. Peakuyusama oGuknoBeno ce npoBekga B aakoxoacn
pasmBopumea u cmecma o6GuknoBeno ce 3azpsBa. Cveguncnus ¢
bopmyaa IV u VI mozam ga Gbgam paszpaHuucHu no mexnus uv
cnekmup 8 200-280 nanomempoBus guanason, kamo cvegunenus ¢
bopmyaa IV ce xapakmepusupam c¢ Bucoka aGcopGuuoina
cnocobnocm nog 250 nanomempa (Buk J. Chem. Soc. 1963, 5642-
5659). Cowo maka cvegurenusma ¢ ¢opmyaa VI umam
cpaBiumeano kpamko Bpeme na 3agbpXkane npu o6pamuo ¢aszoBa
mcuna xpomamozpadus npu Bucoko Haasgzane.

Cowo maka e Bb3moxkno, a B Muozo cAydyau 3a npegnoyumanc
ga cc noayyam cveguneHus ¢ ¢dopmyaa 1V, kwvgemo X
npegcmaBasBa OR, a R" npegcmaBasBa gonycmuma 3amecmBauwia
uacm pasauuna om Bogopog, kamo nvpBo ce noayuaBa Cbeguuex'?me
¢ ¢opmyaa IV uau ¢ dopmyaa VI, kbgemo X npegcmaBasBa C1-Cy4
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aankuamuo, 3a npegnoyumane MEmuAmuo, om cobeguneHue ¢
bopmyaa V, kwvgemo X npegcmaBasaBa Ci1-C4 aakuamuo u
BnocacgemBue aakuamuo ce 3amecmBa ¢ OR, a B cayuaili na
cvcguuenus ¢ dopmyaa VI ce usBvpwBa npeepynupance na
xemepouukbaa. XKeaanama peakuyus moXe ga 6bge ocvbwccmBena
1pe3 mpemupane na cvegunenuemo ¢ popmyaa IV uau VI, kvgemo
X npegcmaBasBa C1-Cy aakuamuo, ¢ aakaano memaacu C1-C3
aakokcug B8 cpcgay cvgbpkawa cvomBemnusi aakoxoa u 8
npucbemBuemo na kap6onua uau uuano cybcmumyupano BunuaoBo
¢vegunenue, koemo moke ga peazupa ¢ C1-C4 aakanmuoau.
[Tocaegnussm cnomenam pcazenm, kolimo BkalouBa cwveguncnus,
kamo guaakuamaaeamu, Memua Bunua kemon, mMemua u cmua
akpuaam u akpuaonumpua npucbcmBa, 3a ga B3zaumogeilicmBa ¢
aakanmuoaa, noayuen kamo cmpanudeH npogykm u ga 2o
omcmpanu om pasmBopa.

[Ipuaazam ce ycaoBus o 0AazonpuamcmBawu  Xkeaanama
pcakuus. M3xognomo cveguuenue c dopmyaa IV u kap6ouua uau
uuano cybecmumyupanomo BunuaoBo cvegunenue ce u3znoa3Bam
obuknoBeno B ekBumoaapnu koauuecmBa. Om gpy2a cmpana,
aakaano McmaanusaT aakokcug ~€e  npuaaza naii-obwo B8
kamaAaumuunu deuqecmBa, Bapupawu om okoao 5 go okoao 30
MOAHU npoucHma om u3XogHOmO cbeguHeHue ¢ popmyaa IV uau
VI. Peakuusma ce npoBekga nali-gobpe npu memnepamypu om
okoao 00C go memnepamypama ua kunene na aakoxoanus
pasmBopumca u 3aBvpwBa caeg okoao 10 mumn. go okoao 4 yvaca.
Keaanuam npogykm ¢ ¢opmyaa IV, kvgemo X npegcmaBasBa OR
mMoke ga Gbge BwvicmanoBen upe3  HeympaAu3lupaHe na
kamaausamopa ¢ kuceauna, makaBa kamo ouemna kuceauna u
omgeasine na pasmBopumeas u aemauBume komnonenmu prcs
usnapsiBane uau upes npubaBsne na Boga u caeg moBa cv6upanc na



20

nepasmBopumume  komnonenmu. ITo-namamuvwno npcuucmBane
Mokc ga cc nocmuene upe3 konBenuyuonaanu cpegemBa, makuBa
kamo paszmBapane 8 memuaen XxAopug uau gpye BogounccmecBacm
pasmBopumea, ckcmpakuus ¢ Boga u omgeasine na pazmBopumcas
4pce3 usnapsBane. Kpaiinume npogykmu ca mBupgu u uccmo ca
cnocobnu ga pekpucmaausupam om pasmBopumeau, makuBa kamo
xekcan u emanoa. _

Cvegunenusma ¢ ¢opmyaa IV, kvgemo R" npcgcmaBasiBa
Ocusua uau C2-C4 aakua, X npegcmaBasBa OR (R e gceunupano
no-zopce), a Y u Z neszaBucumo egun om gpye npegcmaBasiBam OR,
H, CHj3, CF3, Cl, Br uau F ca noBu, ygobnu wMexkgunnu
cbegunenus,

3a cneuuaaucmume B o6aacmma ca oueBugnu u gpyzu Memogu
3a noayuaBane na cveguienusima ¢ ¢opmyau I, [T u IV.

N-mpuaakuacuauaanuaudume ¢ ¢opmyaa I1I ca uzBecmunu om
nuBomo na mexnukama uau Mo2am ga 6bgam noayueuu no Memogu,
gagcenu 8 U.S No. 4 910 306 om anuaunu uzBecmnu om nuBomo na
mexnukama, Bkalouumeano om U.S. No. 4 886 883.

Cy6cmumyupanume  6-  (uau  4-)xugpasunonupumuguiiu,
uznoasBanu kamo usxoghu MamepuaAu uAU Nogxogsauiu Mcmogu 3a
msaxnomo noayuaBane u neobxogumume usxognu mamepuaau 3a
mce3u Memogugca usBecmnu om nuBomo na mexnukama. Haii-o6wo
XugpasulonupumMuguiume ce noaysaBam kamo ce ocmaBs
cybcmumyupan 6- (uau 4-)xasonupuMugun ga B3aumogeiicmBa ¢
usauwbvk om xugpa3un uau ¢ npubAuzumeaHo ekBumoaapuo
koausecmBo xugpasur u ocnoBa, makaBa kamo kaaucB kapGonam
uau nampueB Gukap6onam. Peakuuonnusm memog ¢ anaaozuucn
cve cBvpsanama peakuus 3a BkapBane na amuna-epyna, kosmo ¢
MHo20 goGpe uzBecmna. 'oasima wacm om nuBomo na mexnukama
¢ obobwena B monozpadusima The Pyrimidines om D.J.Brown, om
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ccpusma The Chemistry of Heterocyclic Compounds, pegakmupana
om Weissberger u Taylor.

Busmokno e ga ce usnoazBam 1,2,4-mpuasoao|1,5-
c]nupUMugun~2-cyA¢ouaMuguume ¢begunenus ¢  ¢opmyaa |
gupckmno kamo xepbuuugu, Ho e 3a npegnoyumane ga ce
uznoaszBam B CMEcu » cbgvpkawu xepbuuugno  edpekmuBio
koauvecmBo om Cbegunenuemo, 3aegno c¢ nali-Maako egna
ceackocmonancko npuemauBa gobaBka uau HOCUMCA.
Mogxogswume go6aBku uau mocumeau ne mpabBa ga ca
¢umomokcuunu koM  uennu kyamypu 8 npuaazanume
konnuenmpauuu 3a ceaekmuBen konmpoa na nacBeaumc B8
npucvemBucmo na kyamypnu pacmenus u ne mpsibBa ga pcazupam
¢ Cbegunenuasma c ¢opmyaa [ uau gpyeume komnoncumu na
cvemaBa.  TakuBa cmecu ca npegnasznauenu 3a npuaoXkecuuc
gupckmuo cnpsMo naeBeaume uau msaxnomo Mecmonaxoxgcuuce
uAu Moeam ga ca B8 Bug na konuenmpamu uau dopmyaupoBku,
koumo ga ce paspekgam ¢ Hocumeau uau gobaBku npcgu
npuaazane. Te mozam ga 6bgam mBbpgu, makuBa kamo npaxoBec,
epanyau, Bogno gucnepzupanu e¢panyau uau omokpscMmu npaxoBe
uau - meunocmu, makuBa kamo emyacuonnu konuenmpamu,
pasmBopu, eMyacuu uau cycnensuu.

[Togxogsswu  ceackocmonancku go6aBku u  nocumeau,
uznoasBanu npu noaywaBanemo na xepbuuugnume cMmecu cb2AacHo
u306pemenuem0,ca gobpe wusBecmnu mna cneyuaaucmume B
obaracmma.

Teunu nocumeau, koumo mozam ga 6vgam u3n0AsBanu, ca
Boga, moayoa, kcuaoa, Ha¢ma, pacmumeaHO MacAo, auemor,
MEMUA €muA kemon, uukaoxekcanon, mpuxaopemuaen,
nepxaopemuach, emuaoB auemam, amuaoB auemam, OymuaoB
autmam, nponuaeH 2aukoa monomemuaoB emep u guemuacen
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eaukoa MonomemuaoB emep, MemaHoa, emanoA, U30ONPONANOA,
aMmuAa0B aakoxoa, emuaen zaukoa, nponuAeH 2aukoa, 2Aauucpun u
gpyeu nogobnu. O6uknoBeno ce u3bupa Boga kamo mnocumca 3a
paspckgane na konuenmpamume.

Mogxogswu mBvbpgu nocumeau ca maak, nupodpuaumoBa
eAuna, cuauyueB gByokuc, amanyazutoBazauna, kuseazyp, kpega,
guamomeilina npvem, BapoBuk, kaauueB kapGonam, GenmonumoBa
eaunia, QyaepoBa npvecm, namyunu cemennu o6BuBku, nwenuuno
6pawno, coeBo 6pawno, nemsa, gvpBecno Gpawno, Gpawuo om
opcxoBu uepynku, aAuenus u nogo6uu.

Hecemo e keaameano ga ce cuvBmecmsam egno uau noBeuc
noBvpxnocmno akmuBuu BewecmBa B cvecmaBume  cveaacno
uzobpemenuemo. TakuBa noBbpxnocmno akmuBunu BewecmBa cc
usnoasBam naii-8eue npu mBbpgu u meuynu cwvecmaBu, ocoGeno
makuBa npegBugenu 3a paspekgane ¢ Hocumea npegu ynompcQa.
MoBbpxnocmno akmuBuume  BewecmBa mozam ga  Gwvgam
aH~uonnu, kaYuonnu uau nelionHu no xapékmep u Moz2am ga 6vbgam
npuaazanu kamo emyacuoHHu azenmu, omokpswu azenmu,
cycnchugupawu  azeHmu uAu 332 gpyeu  ueau.  Tunuunu
noBuvpxnocmno akmuBuu BewecmBa ca coau na aakua cyadamu,
makuBa kamo guemaHnoaaMoHueB Aaypua  cyadam;
aankuaapuacyadponamoBu COAU, makuBa kamo kaauuch
gogeuuabensoacyadponam; askuadpenoaaakuaen okcugnu npogykmu,
makuBa kamo nonuadenoa-Cig emokcuaam; aakoxoa-aakuacu
okcugnu gonvanumeanu npogykmu, makuBa kamo mpugecuua
aakoxoa-C16 emokcuaam; canynu, kamo nampueB cmeapam;
aakuanadpmaaencyaponamoBu COAU, kamo nampuch
gubymuanadmaaen cyadponam; guaakuaoBu ecmepu | na
cyapocykuunamoBu  coau, makuBa kamo nampueB gu(2-
cmuaxekcua)cyadocykuunam;  copbumoaoBu  ecmepu, kamo
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copbumoaoB  oacam; kBamepnepnu  amunu, kamo AQYpUA,
mpumemuaamonucB xaopug; noauemuaen zaukoaoBu ccmepu  na
Macmiu kuceaunu, makuBa kamo noauemuaen eaukoaoB cmeapam;
6aokoBu konoaumepu na emuaenoB okuc u nponuaenoB okuc; u
coAU la Mono u guaakua pochamuu ecmepu.

Hpyau 906a8ku706uknoBeno usnoasBanu B8 ceackocmonancku
cncmaBu; Ca anmunenumeau, cvBmecmsaBawu azeumu, cBuvp3Bawu
agcimu, neympaaAusupawu azcumu  u Oydepu, koposuonnu
unxubumopu, ouBemumeau, obe3Mupucumeau, nenempayuonnu
cpegemBa, pasnpvckBawu  azenmu, - npuaenBauwu azenmu,
guctncpaupawu azenmu, cebcmumeau, genpecanmu na moukama na
3aMpb3Bane, anmumukpo6Hu  azemmu u gpyau  nogolGnu.
CvcmaBume cbwo moeam ga BkalouBam gpyau cuBMecmumu
komnonenmu, nanpumep gpyeu xepbuuugu, pacmexXnu pezyaamopu,
$¢ynzuuugu, uncekmuuugu u gpyeu u mozam ga 6vgam 3aeguo ¢
mcunu mopoBe, mBbvpgu nHocumeau 3a mopoBe, makuBa kamo
amotiueB numpam, kap6amug u gpyau.

Konuenmpauusima Ha akmuBnume koMnonenmu 8
xepbuuugnume cvemaBu om moBa uzobpemenue e naii-obwo om
okoao 0.001 go okoao 98% mcaaoBuu. Yecmo ce ynompeGsBam
koriuenmpauuuv om okoao 0.01 go okoao 90% meza08nu. B
cbecmaBu 9 NpegnasnavesHu  3a konuenmpamu, akmuBuusm
komnonenm e nati-o6wo om okoao 5 go okoao 982mca/\anu,

3a npegnouumane om okoao 10 go okoao 9()cha/\08nu,

IIpegu ynompe6a makuBa cvcmaBu ce paspexgam naii-
HCCmMO ¢ uncpmen Hocumea, mak®uB kamo Boga. Pa3spegenume
cvemaBu, o6uknoBeno npuaazanu cnpsiMo naeBeaume uau msxnomo
Mecmonaxoxkgenue, naiti-o6wo cvgbpkam okoao 0.001 go oko;xg 57,
meaaoBuu akmuBen komnonenm, 3a npegnoyumatnc
okoao 0.01 go okoao O.SZ; L



24

Hacmostwiume cvbecmaBu Moeam ga 6bgam npuaazanu cnpsiMo
nacBcaume uau kvM msxsomo Mecmonaxokgenue nocpecgemBom
konBenuuowaanu 3eMHU uau Bv3gywnu npuvckauku u
nyaBepusamopu, upes npu6aBsnemo um kvm Bogama 3a nanosBanc
u u4pe3 gpyeu konBenyuonaanu cpegcmBa, usBecmuu  na
cncuuaaucmume B8 obaacmma.

YcmanoBeno €, ye cveguHenussma ¢ ¢opmyaa I ca noacsnu
xepbuuugu npegu uau caeg nonukBane. Hakou om cvegunciusima
ce usnoazBam 3a ceaekmuBen kommpoa na wupokoaucmuu
pacmciius u na ocmpuua B mpeBnu kyamypu, makuBa kamo
uwapcBuua, nwenuua, evemuk u opus u no-cneyuaano 3a ceaekmuBen
konmpoa wWa wupokoaucmnu naeBeau npu nwenuyama u
uapcBuuama. Jlpyeu Moezam ga ce u3noasBam 3a konmpoa na
wupokoaucmuu naeBeau npu cosma. Ilpumepu 3a konmpoaupatiu
wupokoaucmnu naeBeau ca pasauunu BugoBe Gogua, 2pamodonuc,
penell, gokumconoB naeBea, kagudeno aucmo, oznuue, kyue 2posge.
Yeemo ca konmpoaupanu u nskou mpeBnu naeBeau, makuBa kamo
kuceaa mpceBa u kvama aucuua onawka. Cnewuaaucmume om
obaacmma we ouensm moBa, ue ne Bcuuku cvegunenus
konmpoaupam Bcuuku naeBeau uau ca ceackmuBuu kvm Bcuuku
kyamypu. 5

TepMunbm xepbuuug , usnoasBan myk?0311aqa8a akmuBen
komnounenm, kolimo konmpoaupa uau nogmucka pacmeka na
pacmenusama. Xepbuuugno edekmuBuo uau  konmpoaupawo
Beeemauusma koauwecmBo e makoBa koauuecmBo om akmuBuus
komnonenm, koemo npegusBukBa nogmuckaw epekm u BkalouBa
omkaonenus om ecmecmBenomo pa3Bumue, ynuwoxkaBanec,

- e 82 ®

peeyaupane, nscymasane 3abaBsane na pacmeka u gpyeu nogoGuu.
Tepmunume pacmenus u Bezemauuss BkalouBam 3apakgawu cc

cemena, nosiBsBawu ce pascagu u ycmanoBena pacmumeanocm.
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XcepOuuyugna akmuBunocm ce nposaBaBa om cvegunenusima
¢beaacno nacmosiwemo usobpemenue, kozamo me ce npuaazam
gupckmiio ¢npsamo pacmenuemo uau nezoBomo MecmonaxoXgenue
npu kolimo u ga e eman om nezoBomo pasBumue uau npcgu
nonukBane. [loayyenusm edpekm 3aBucu om Buga na
konmpoaupanomo pacmenue, emana na nez0B8omo pa3Bumuc,
napaMmempume na paspekgane u 2oaeMuHama Ha kankama npu
npwvckane, 20AeMunama na Yacmuuume Ha mBvpgume komnoncnmu,
ycaoBusima mna okoanama cpega no Bpeme mna usnoasBane,
usnoasBanomo cvegunenue, usznoasBanume go6aBku u nocumecau,
Buga mna nouBama u gpyeu nogobnu, a maka cowo om
koausecmBomo na npuaokenuss xumukaa. Te3u u gpyau ¢gakmopu
Mozam ga O6bgam npoMensnu, kakmo e usBecmno om nuBomo ua
mexnukama, 3a ga ce nocmuz2ne ceackmuBno xepbuuugho
gelicmBue. OGuknoBeno ce npegnouyuma ga ce npuaazam
cvegunenuama ¢ ¢opmyaa I caeg nonukBane cnpsmo omuocumeano
MAdgu pacmenus, 3a ga ce nocmuene makcumaaen konmpoa na
wupokoaucmnu naeBeau. Cowo maka ce npegnouuma npuaazancmo
a - cveguncnusima npu makuBa ycaoBus, ye wupokoaucmnume
nacBeau ga ce konmmpoaupam B8 npu%cmqumo Ha nwenuvhu
kyamypu. ?

Caeg nonukBane o6uknoBeno ce npuaazam go3u om okoao
0.001 go okoao 10ke./xekmap; npequ nonukBane oGuknoBeno ce
npuaazam gosu om okoao 0.01 go okoao 10 kz./xekmap.

ITPUMEPU
CaegBawume npumepu ca gagenu, 3a ga ualocmpupam
pasaudHume acnekmu na moBa usob6pemenue u ne mpsbBa ga ce
ciumam 3a o2panuvaBawu o6xBama na npemenyuume.
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YcmanoBeno e, ue npomoHHUAM amoMen MazHumen pe3onanc
u undpavepBenusm cnekmuvp na Besko om NOAyYy€HUmME cbeguHenus
cbomBemcmBam na msxnama cmpykmypa. IIpuaaza ce mcuna
xpomamozpadusi npu Bucoko naaseane (HPLC), kamo ce uznoa3Ba
xpomamozpad na Waters Associates Inc. cnabgen ¢ p Bondapac C-
18 koaona u ce ealoupa ckcmec om Boga u auemonumpua B
cvomnowenue  60-40, cvgbpkawa 0.5% ouemna kuceauna.
KoMnonenmume ce naGalogaBam ¢ uv gemekmop npu 254 nm.
OcvwecmBsiBa ce 2azoBa xpomamozpadus (GLC) c XxpoMamoepad
Hewlett Packard 5830-A, cnaGgen c¢ gemeckmop na monaunna
npoBogumocm u cmvkaena koaona, nanvancna ¢ 5% DC-410 Boupxy
cumo GasChromQ 60x80. Toukume na moneHe ce onpegeasm ¢
kanuasipen anapam 3a onpégeAﬂHe moqkama na monene Thomas-
Hoover.

INTPUMEP 1.
IToayuaBane na
4,5-guxaop-6-memokcu-2-MemuAnupuMuguH
Pa3m80pi cbgbpkaw, 382p. (0.17 moaa) 2-memua-4,5,6-
mpuxaopnupumugun 8 200 ma. MemaHoA,ce oxaakga B acgena
6aust go 10-150C u ce npu6aBs 6aBno, npu pa3bvpkBaune, nampueB
memokcug, nog ¢opmama na 25%-en pazmBop B Memanoa, go
Momenma,B kolimo usxoguusrnupumugun Beue ne ce omkpuBa upes3
GLC anaaus. Ilpu6aBs ce Boga u noayuenama cmec ce ekcmpaxupa
¢ Memuaen xaopug. Caeg npemaxBane ~Ha pasmBopumeas u
gpyeume aemauBu komnonenmu om ekcmpakma upes usnapsBarc
Npu nonuXcuo naaseane ce noayuaBa zazaaBuomo cveguiiciuc nog
¢opmama na 6sa npax ¢ m.m. 77-780C,

ITPYIMEP 2,
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IToayuaBane na 4,6-gudayop-2-MemuamuonupumMugui

Cycnensus om 21.92p. (0.377 mMoaa) kaaueB ¢payopug 8 200ma.
N-Mcmuanupoaugon ce npuzomBsm B peakuyuonna koaGa, 3a ga cc
omgceau BcakakBa Baaza. Kozamo meMnepamypama gocmuzice
2000C,CMecma ce oxaakga go okoao 850C u ce npu6aBsm npu
pa30bpkBane 24.5 2p. (0.126  moaa) 4,6-guxaop-2-
MEmuamuonupumugun. Cmecma ce 3aepsBa npu pa3buvpkBane go
0okoao 1440C npu nonukeno naaszane om okoao 150 MMHg., kamo
6aBuo ce omgeasn pasmBopumeass u 3azaaBuomo cbegunenue upes
gecmuaauus. ToBa npogvakaBa,gokamo B koaGama ocmane M11020
Maako meuynocm. Jlecmuaambm u ymalikama ce cmecBam u
paspexkgam ¢ emep u noayuenama cmec ce ekcmpaxupa ¢ Boga
nskoako nemu. Ioayuenusm emepen pazmBop ce uscywaBa Bupxy
MazliesueB cyadpam u ce konuenmpupa npu nonukeno naaszane go
noayuyaBane na ymaiika. Ocmanaaomo ce gecmuaupa u ¢pakuusima,
kossmo kunu npu okoao 1279C u naasizane 150MMHg?CC cvbupa, 3a
ga ce noayuu 16.1 ep. om 3azaaBuomo cvbeguuenue, kamo Geau
kpucmaau ¢ m.m. 31-320C.

I[TPUMEP 3.
IToayuaBaue na 4,6-gubpom-2-Memuamuonupumugun

Cmec om 20zp. (0.126 moaa) 4,6-guxugpokcu-2-memuamuo-
nupumugun, 150zp. (0.523 moaa) dpocpopen okcubpomug u 600ma.
aucmonumpua ce npuzomBs npu 3azpsBane na-o6pamen xaagnuk u
pasbvpkBane 3a 3 wuvaca. TBwbpgume wacmuuu nvpBonavaano
3anouBam ga ce pa3mBapsm, no caeq moBa 3anouBam ga cc
obpazyBam omnoBo noBeue mBupgu Hacmuuu. AemauBume
Hacmuuu ce npemaxBam upes usnapsBane npu nonukeno HaAs2ane
u ymaiikkama ce paspekga ¢ Memuaen xaopug u caeg moBa
Brnumameano ¢ Boga. Boguusam caolii ce omgeas, a Op2aHuvnusrcAoli
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ce ckempaxupa ¢ Boga nskoako nvmu, uscywaBa ce na maznesucB
cyadpam u ce konuenmpupa npu nonukeno naaseane. Ymaiikama cc
pazmBaps B xekcan u noayuenusm pasmBop ce uscywaBa na(}
MaznesucB cyapam u ce konuenmpupa npu namaaeno naaseaalic, 3a

ga ce noayyam 26.8 ep. om 3az2aaBuomo cveguunenue, kamo Gsua
npax ¢ m.m. §2-840C,

ITPUMEP 4,
[ToayyaBane na 5-xaop-4-memokcu-2-Mmemua-6-xugpasunonupumugun

CmecBam ce 4,5-guxaop-6-memokcu-2-memuanupumugun (21
ep, 0.11 moaa), 25ma. xugpasun xugpam u 25 Ma. Boga u cc
3azpsiBam na o6pamen xaaguuk 3a 25 mun. Caeg moBa cmecma ce
oxaaxkga u ekcmpaxupa ¢ Memuaen xaopug. Ekcmpakmuvm ce
npomuBa ¢ Boga, uscywaBa nagq maz2nesueB cyadam u ce
konuenmpupa npu namaaeno HaAgaaHe. TBvpgama ymaiika ce
ckempaxupa ¢ xekcan u uscywaBa, 3a ga ce noayuam 12.8 2p. (62%
meopemuunu) om 3a2aaBuomo cvegunenue, kamo npaxooGpasiio
05140 mBvpgo BewecmBo ¢ m.m. 158-1590C.

ITo nogoben Ha4uH, npomMmensiiku peakuuonnama

mcMnepamypa,ce noayyaBam caegnume cvbeguuenus:
. T . v

4-6p0M-2—MemuAmuo-6-xugp'asuuonupumuguu, kamo ©0sa npax,
m.m. 153-1540C;

4-Memua-2-memuamuo-6-xugpasunonupuMugut, kamo 6sa npax,
m.m. 136-1370C;

5-xA0p-2-Memuamuo-4-xugpasunonupumugun, kamo 6sa npax, m.m.
154-1550C; u

2-memuamuo-4-xugpasunonupumugus, uepBenukaBokadsB npax,
m.m. 138-1390C,

ITPUMEP 5.
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[ToayyaBane na 4-<1>Ay0p-2-MemUAmuo-6-xugpa3uuonupuMuguu

PasmBop om 15.8 2p. (0.097 Moaa) 4,6-gu-dayop-2-
Mcmuamuonupumugun B 50 MA. emaloa ce npubaBsm GaBuo, ¢
pasbwvpkBane, kvM pazmBop om 11.6 ma. (12.0ep., 0.214 moaa) na
Xugpasun Monoxugpam B 100Ma. emanoa, kamo memMnepamypama
c¢ noggvpka nog 0°C uype3s BobHwhHO oxaakgane. Cmecma cc
ocmaBs ga peazupa npes caegBawume 30 Mun. u acmauBume
BewicemBa ce omgeasm upes usnapsBane npu noHuXeHo naasizaic.
Ymaiikama ce paspekga ¢ emuaoB auemam u noAyuyenusim pazmBop
ce ckempaxupa ¢ Boga, uscywaBa ce nagmaznesueB cyadam u ce
konuenmpupa nog nonukeno naasizane, 3a ga ce noayyam 16.0 ep.
om 3az2aaBiomo cvegunenue, kamo 614 npax ¢ m.m. 153-1540C.

Eacemcnmen anaaus 3a CsH7FN4S:

Wsuucaeno: %C, 34.5; %H, 4.05; %N, 32.2.

Hamepeno: %C, 34.5; %H, 3.94; %N, 32.2.

ITPUMEP 6.
[ToaywaBane na 4-xaop-2-memuamuo-5-memokcu-6-
Xugpa3uHonupuMuguH
MMpueomBs ce cmec om 48.1 zp. (0.21 moaa) 4,6-gu-xaop-2-
Memuamuo-5-memokcunupumugun, 29.5ep. (0.21 wMoaa) kaaueB
kapbonam, 80 Ma. xugpasun Monoxugpam u 80ma. Boga u cc
3aepsBa na obpamen xaaguuk npu pa36wupkBane 3a okoao 30 Mul,
caeg kocmo ce npuaaza meuna xpomamoepadusa npu Bucoko
haaseane (HPLC) u peakuusma usaaekga 3aBwvpwena. Cmecma ce
uscmygsBa u ce ekcmpaxupa c Memuaenxaopug. Ekcmpakmvm ce
uscywaBa HagmazneaueB cyadpam u ce konuenmpupa npu nonukeno
hasaseane. Ymaiikama ce cmecBa ¢ xekcan u mBvpgume wacmuuu ce

omgeasm upe3 ¢uampauyus u uscywaBane, 3a ga ce noayuam 34.7
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2p. om 3azaaBnomo cwvegunenue, kamo yepBenokadsnBo mBuvpgo
BewecmBo ¢ m.m. 118-1190C,

ITPUMEP 7.
[ToayuaBane na 2-6en3UAmuo-8-XAop-7-Memokcu-5-MemUA-1,2,4-
mpuasoa[1,5-cjnupumugun

CmecBam ce S-XAop-4-Memokcu-2-MemuA-6-xugpa3unonupumugun
(I1.32p, 0.060 moaa), 13.7 2p. (0.18 moaa) Bvaaepogen gucyadug,
15.6 2p. (0.072 moaa) HampueB memokcug, kamo 25%-en pasmBop
B mMcmanoa u 250 wma. Memanoa, pas3bvpkBam c¢ec npu
memMnepamypama Ha okoanama cpega 3a okoao 1 yac, cacg moBa
‘¢e 3azpsBa na o6pamen xaaguuk 3a 2 uaca, caeg koemo peakuusima
uszaexkga 3aBvpwena cnopeg HPLC anaaus. [Tpu6aBs ce Gensuaob
xaopug (9.1 ep., 0.072 moaa) npu npogbaXumeAno 3azpaBane na
obpamen xaagnuk u pas6upkBanc. T8vpgomo BewecmBo ce omgens
nesabaBno. IlpuGaBsam ce gonvanumeano wmaaku koauyecmBa
nampueB memokcug u GenzuaoB XAopug, gokamo cnopeg HPLC
anaau3gr npukalowu Gensuaupanemo. Cmecma ce uzcmygsBa u cc
npubaBs 10mMa. ouemna kuceauna. IToayuenama cmec ce gecmuaupa
go okoao 1 aumwp ¢ Boga u ce ekcmaxupa ¢ memuaen Xaopuy.
Ekcmpakmum ce npomMuBa c Boga,‘ uséymaBa C€ Hag mazue3ucB
cyapam u ce konuenmpupa npu nonuXeno Haaseane. Ymaiikama
cAcg usnapsBanemo ce cmpuBa c xekcan, duampupa ce u ce
uscywaBa. Tsa ce pekpucmaausupa om mMemanoa, 3a ga ce noAydam
16.3 2p. (85% meopemuynu) om 3az2aaBnomo cvegunenue, kamo
0s1A npax ¢ m.m. 115-1160C.

Eaemenmen anaaus 3a C14H13CIN40S:

M3uucaeno : %C, 52.4; %H, 4.08; %N, 17.47.

Hamepeno : %C, 52.3; %H, 4.04; %N, 17.14.
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ITPUMEP 8,

[ToayyaBane na 3-6ensuamuo-7-payop-5-memuamuo-1,2,4-

mpua3oa[4,3-c]nupumugun

[Ipu pa36epkBane ce cmecBam 4-bayop-2-Memuamuo-6-
xugpasunonupumugun (15.0 2p, 0.086 moaa), 15.5 ma. (19.7 2p.,
0.25 Moaa) Bveaepogen gucyadug, 48 ma. (34.82p., 0.344 moaa)
mpucmuaamun u 400MA. emanoa u caeg 15 mun Lo.ce
3a2psBa na obGpamen xaagnuk npu pasbvpkBane 3a 2.5 uaca.
IToayuenama cmec ce uscmygsBa go moMnepamypama na okoanama
cpega, npubaBs ce, npu pasbvpkBane, 16.4 ep. (0.129 Moaa)
GensuaoB xaopug u ce ocmaBs ga peazupa 3a 3 waca. AemauBumc
BcuiecmBa ce omgeasm upes usnapsBane npu HAMAAEHO llaAsizane u
ymaiikama ce pasmBaps B memuaen xaopug. Iloayyenusm pazmBop
ce ckcmpaxupa ¢ Boga, uscywaBa ce na Maznesue8 cyadam u ce
konuenmpupa npu namaaeno naaszane. Ymaiikama ce cmpuBa ¢
xckcan, -cbnmpyﬁa; ce, 3a ga ce noayuam 20.92p. om 3az2aaBuomo
¢beguncnue, kamo Xkvamo-opankeB npax ¢ m.m. 74-770C.
IMpucvemBa u  maako koauwecmBo 2-6enzuamuo-7-payop-5-
Memuamuo-1,2,4-mpua3zoa[1,5-c]nupumu-gun. Cnekmpume nmr u uv
cbomBemcecmBam Ha onpegeaenama cmpykmypa u na
npucbcmBuemo Ha npumecume.

ITo nogobBen nauun ce noayuyaBam caegBawume cveqgunenus,
quumo nmr u uv cnekmpu cvomBemcmBam na onpegeacnume
cmpykmypu: | |
3-6euauAmuo-7-XAop-5-MemUAmuo-1,2,4-mpua30A[4,3-c]nupurwu-
gun, 6aegokbam npax ¢ m.m 131-1320C;
3-6cn3uAmuo-7-MemUA-5-MemUAmuo-1,2,4-mpua30A[4,3-c]nupumu-
guH, 6AegoXbam npax ¢ m.m 138-1390C; ;
3-66113UAmu0-7-6p0M-5-M6muAmu0-1,2,4-mpuaaoA[4,3-c]nupumu-
gun, yepBenokadsB npax ¢ m.m. 125-1270C;
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3-6c113UAmu0-5-MemuAmuo-1,2,4-mpua30A[4,3-c]nupumugun, Osia
npax ¢ m.m 108-1090C; y
3-6c113UAmuo-8-onp-5-MemUAmuo-1,2,4-mpua30A[4,3-c]nupumu—
gun, Buckosno uepBeno Macao cbgbpkauwlo  3navumecano
koauvecmBo 1,5-¢ usomep, kolimo e ¢ m.m. 103-106°C
(nesaBucumo uzoaupan).

ITPUMEP 9.
[ToayuaBane na 2-6en3uamuo-7-gayop-S-memokcu-1,2,4-
mpuasoa[1,5-c]Jnupumugun

25%-en pasmBop na nampue8 memokcug B memanoa (1.9 ma.,
0.0085 moaa) ce npu6aBsm kom 19.9 ep. (0.065 moaa) pazmBop na
3-60113UAmuo-7-q)Ayop-S-MemUAmuo-1,2,4-mpua30A[4,3-
¢[nupumugun, cvgupkaw wmaako koauwecmBo 2-6enzuamuo-7-
qmyop-S-MemUAmuo-l,2,4-mpuaaoA[1,5-c]nupumu-gun u 11.2 ep.
(0.065 wmoaa) guemuaoB wmaseam B 250 Ma. emaiioa npu
mcMnepamypa na okoanama cpega u npu pa3bvpkBane u cc
ocmaBsam ga peazupam 3a okoao 1 uac. Caeg moBa ce npuGaBs
ouemna kuceauna (4ma.) u aemauBume BewecmBa ce omgeasim
upe3 usnapsBane npu noHuXeHo haaseane. Ymatikama ce pasmBaps
B Mcmuaen xaopug u noAy4yeHusim pasmBop ce ekempaxupa ¢ Boga,
uscywaBa ce na wmaesnesueB cyadam u ce konuenmpupa upes
usnapsBane npu nonmkeno Haas2aHe. Vmaukama ce cmpuBa ¢
xekcan, gurrpysa ce u ce uscywaBa, 3a ga ce noayuam 10.7 2p. om
3a2aaBnomo cbegunenue kamo 6sa npax ¢ m.m. 121-1220C.
Cnekmpume nmr u uv cvomBemcmBam na onpegeacHama
cmpvkmypa.

ITo nogoben nawun ce noayyaBam caegBawume cvegunenus,
Yuumo nmr u uv cnekmpu cvomBemcmBam Ha onpegeAacnume
cmpykmypu:
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2-60113uAmuo-7-XA0p-5-Memokcu—1,2,4-mpua30A[1,5-c]nupUMu-gun,
OsiA npax ¢ m.m 121-1220C umaw, coomBemen CHN anaaus;
2-60113UAmuo-7-XAop-5-em0kcu-],2,4-mpua30A[1,5-c]nupumugun,
0s1a npax ¢ m.m 85-860C;
2-6en3UAmuo-7-MemUA-5-Memokcu-1,2,4-mpua30A[1,5-c]nupumu-
gun, 6sA npax ¢ m.m. 93-940C;
2-6cn3UAmu0-7-MemUA-S-emokcu-1,2,4-mpua30A[1,5-c]nupumuguu,
Os1A npax ¢ m.m. 77-780C;
2-6e113UAmuo-5-Memokcu-1,2,4-mpua3o,A[l,5-c]nupumugun, cBemva
ucpBeunokadsB npax ¢ m.m. 96-970C;
2-Gcn:mAmuo-8-XAop-5-Memokcu-1,2,4-mpua30A[l,S-C]nupumugun,
Oacgokvam npax ¢ m.m. 109-1100C (noayuyaBa ce om gpye
usomep);
2-60113uz\mu0-7-x1\0p-5,8-gumemokcu-1,2,4-mpua30A[1,5-c]nupu-
Mugun, cBemva yepBenokadsaB npax ¢ m.m. 94-950C;
2-6cusuzxmuo-S,S-gumemokcu-1,2,4—mpua30A[1,5-c]nupumugun, OsiA
npax ¢ m.m. 118-1190C;
2-60113UAmu0-5-em0kcu-1,2,4-mpua30A[l,5-c]nupumugun, OsiA
npax ¢ m.m. 64-6690C;
2-60nau:xmu0-8-M6muA-5-Memokcq-l,2,4~mpua30A[1,5-c]nupumu-
gui, 6sA npak ¢ m.m. 8§2-840C;
2-60113UAmuo-8-Memu1\-5~emokcu-1,2,4-mpua30A[1,5-c]nupUMugun,
054 npax;
2-6en3UAmuo-7-emUA-5-Memokcu-1,2,4-mpua30A[],5-c]nupUMuguu,
Osia npax ¢ m.m. 76-770C;
2-60113UAmuo—8-XAop-5‘-emokcu-1,2,4-mpua30A[1,5-c]nupumugun,
0s1A npax ¢ m.m. 112-1150C;
2-6(:113u/\muo-8-(1>Ayop-5-Mem0kcu-1,2,4-mpuaaoA[1,5-c]nupumu— .

»

gun, 654 npax ¢ m.m. 113-1150C;
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2-60113UAmu0-7-6p0M-5-Memokcu-1,2,4-mpua30A[1,5-c]nupumu-gun,
ucpBenokadsB npax ¢ m.m. 125-1260C;

2-6€nau/\muo-8—6p0M—5-Memokcu-l,2,4—mpua30A[1,5-c]nupumu-gun,
ucpBenokadsB npax ¢ m.m. 120- 1240(;

2-6en3uamuo-5-memokcu-7- -(mpudayopmemua)l,2,4- -mpuasoa|l,5-

~~ ¢]nupumMugun, 6aegokvam npax ¢ m.m. 113- 1140(C;

2-6cn3uamuo-5-memokcu-8- -(mpudayopmemua)l,2,4- -mpuasoall,5-
c]nupumMugun, uepBenokadaB npax ¢ m.m. 107-1080C;
2-6cn3uamuo-5-emokcu-8-memokcu- 1,2,4-mpuasoa[1,5-c]nupumu-
gun, 644 npax ¢ m.m. 82-840C;
2-60!l3ll/\mUO-7,8-gUXAOp-5-MCmOkCU-1,2,4-mpua3OA[1,5-
¢]nupumugun, kvAam npax ¢ m.m. 116-1180C;
2-66113UAmuo-7,8-gumop-5-emokcu-1,2,4-mpua30A[1,5-
¢]nupumugun, kvAm npax ¢ m.m. 118-1200C;
2-6en3u1\muo-8-6p0M-5,7-gumemokcu-1,2,4-mpua30A[],5-
c¢Jnupumugun, yepBenokadsB npax ¢ m.m. 124-12590C; u
2-6(:}13u1\muo-8-XAop-7-MemuA-5-Memokcu-1,2,4—mpua30A[1,5-
¢]JnupuMugun, 61a npax ¢ m.m. 97-980C;

TIPUMEP 10.
FIOquaBalie Ha 5-xaop-7-memokcu-2- 6eH3UAmuo 1,2,4-
mpuasoa[1,5-cjnupumugun
Ilpu pa3bvpkBane ce cMmecBam 2,4-gumemokcu-6-
Xugpasunonupumugun (48.4 2p., 0.28 moaa), 121.6 ep. (1.6 monaa)
Bveaepogen gucyagug, 145.2 ep. (1.44 moaa) mpuemuaamun u 2 a.
cmaHnoa u caeg 30 Mun. ce 3azpsBam na obpamen xaaghnuk 3a 2
uyaca. IlpubaBs ce 6en3uaoB xaopug (40.4 ep., 0.32 moaa) u
npogbakaBa nazpaBanemo na o6pamen xAagnuk 3a owe 1 yac.
Cmecma ce konuenmpupa npu noHuXeno Haaseane u ymaiikama ce
cmecBa ¢ 800 ma. auemonumpua u 250 Ma. docopen okcuxaopug.
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Cmecma ce 3aepsBa na o6pamen xaagnuk npu pas3GuvpkBanc 3a 3
4aca. Caeg moBa msa ce konuenmpupa Npu HaAMAaAEHO HaAsizalc u
ymalikama ce uscunBa kvM cmec om aeg u Memuaen XAopug.
Opeanuunama ¢asa ce omgeas, durrpysa - ce npe3 cuaukazea u
konuenmpupa npu namaaeno naaszane. Ymaiikama ce ekcmpaxupa
¢ 2opew xekcan u caeg moBa xekcanvbm ce omgeast upcs
usnapsiBane. QPpakuusma ce npewucmBa upe3 HPLC, 3a ga cc
noaysuam  okoao 5 2p. om 3azaaBnomo cbeguiiciiuc,
HepasmBopenusm xekcan ce pasmBaps B zopew Buveacpogen
mcempaxaopug. Caeg duntpysane u usnapsiBane na Buveacpognus
mcmpaxaopug ce noayvaBa macao, koemo ce BmBupgsBa CACY
npubaBsne na maako koauuecmBo auemon. [Toayuyenomo ce cmccBa
¢ npegu moBa uszoaupanus npogykm u omHoBo ce ekcmpaxupa c
zopew, xekcan. ¥Ymaiikama ce uscywaBa, 3a ga ce noayyam 31.2 2zp.
(36% meopemuunu) om 3azaaBnomo cbeguHeHue, kamo
Oaegokbam npax ¢ yucmoma om okoao 952_. [Ipewyucmena
npoba upe3 HPLC uma m.m. 140-1410C.

Eaemenmen anaaus 3a C13H11CIN4OS:

MN3uucaeno : %C, 50.89; %H, 3.61; %N, 18.26.

[Toayueno : %C, 50.00; %H, 3.62; %N, 18.44,

ITo nogoGen Hauun ce noayuaBa CbeguHeHuemo 8-O0pom-5-
XAop-7-Memokcu-2-6eH3UAmuo-1,2,4-mpua30A[1,5-c]nupuMugun,
koemo uma 3agoBoaumeAren eaeMenmen anaAu3 u m.m. 124-1250C.

ITPUMEP 11.
[ToayyaBane na 8-xa0p-2-xa0pcyadonua-7-memokcu-5-memua-1,2,4-
mpuasoa[1,5-c]nupumugun
CMmecBam ce 2-66113u1\mu0-8-XA0p-7-Memokcu-5-MemUA-1,2,4-
mpua3oa[1,5-cJnupumugun (2.0 e2p., 0.0060 Moaa), 50 Ma.
xaopopopm u 50 Ma. Boga u cmecma ce oxaaXkga B aegena Gausi.
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Xaop (4.4 2p, 0.060 moaa) ce npubaBs GaBuo, npu
pa3bvpkBane, kamo ce noggwpka meMmnepamypa nog okoao 100C.
Cmcecma ce pas6upkBa owe 30 mun. u caeg moBa BogHusm caolii ce
OMgeas, a opzaHudnuam caoli ce uscywaBa ¢ nampueB cyadam u ce
kowuenmpupa npu namaaeno naaszane. Ymaikama ce cmpuBa ¢
xekcan, 3a ga ce noayyu mBbpg npogykm, koiimo ce duampupa u
uscywaBa, 3a ga ce noayyam 1.6ep. (90% meopemuqnu) om
3azaaBnomo cvegunenue kamo 6sa npax ¢ m.m. 100-1010C.

[To nogo6en navun ce noayuaBam caegBawmume cveguucnus,
quumo nmr cnekmbp cvomBememBa na onpegeacnume cmpykmypu:
8-XAop-2-XA0pcyA(1>OHUA-5-Memokcu-1,2,4-mpua30A[1,5-

cJnupumugun, 6514 npax ¢ m.m. 122-1240C;
2-x1\opcyA¢onu1\-7-(1)Ayop-5-Mem0kcu—l,2,4-mpua30A[1,5-
¢]nupumMugun, 654 npax ¢ m.m. 106-1070C;
7-XAop—2-XAopcyAQ)onuA-S,8-gumemokcu-1,2,‘4-mpua30A[1,5-
c|nupumugun, 6aegokbam npax ¢ m.m. 132-1330C;
2-xz\opcyAcpouuz\-S-Memokcu-1,2,4-mpua30A[1,5-c]nupUMugun, Gsia
npax ¢ m.m. 128-1290C;
7-XA0p-2-XAopcyA¢011UA-5-Mem0kcu-1,2,4-mpuasoA[1,5-
¢|nupuMugun, 6aegokbam npax ¢ m.m. 136-1370C;
7-x_A0p-2—XAopcyA(1)OHUA-5-emokcu-1,2,4-mpua30A[1,5-c]nupumugun,
Osia npax ¢ m.m. 99-1010C;
2-onpcyAchHuz\-5-Memokcu-7-MemUA-1,2,4-mpua30A[1,5-
cJnupumugun, 6514 npax ¢ m.m. 139-1410C;
2-onpcyA(ponu/\-5-emokcu-7-memm\-1,2,4-mpu330A[1,5-
¢]nupumugun, 6514 npax ¢ m.m. 104-1069C;
2-x1\0pcyAq>0HuA-5—emokcu-1,2,4-mpua30A[1,'5-c]nupumugun, Osia
npax ; x
2-x1\0pcyA¢onu1\-5-Memokcu-8-MemUA-1,2,4-mpuasoA[1,5-
¢]nupumugun, 6aegokbam npax ¢ m.m. 124-1260C;
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2-XA()pcyA(l)OHUA-5-€mOkCU-8-MCmUA-],2,4'-mpU330A[1,5-
¢|nupumugun, 654 npax;

2-xAopcyAq)ouuA-S-Memokcu-7-emuA-1,2,4—mpuaaoA[1,5—
¢|nupumugun, 654 npax ¢ m.m. 101-1030C;

8-XAop-2-xz\opcyA(ponuA-S-emokcu-1,2,4-mpua30A[1,5-c]nupumugun
Os1a npax ¢ m.m. 103-1050C;

2-x/\0pcyA(1)0rmA-5-emokcu-7-(1)Ayop-1,2,4-mpua30A[1,5-
¢|nupumugun, 614 npax ¢ m.m. 80-810C;

2-xz\opcyA(pOHUA-S-chyop-S-Memokcu-l.,2,4-mpua30A[1,5~
¢|nupumugun, 614 npax ¢ m.m. 78-800C;

7-6pom-2-xaopcyadponua-5-memokcu-1,2,4-mpuaszoa[1,5-
¢]nupumugun, opankeB npax ¢ m.m. 148-1500C;
8-6p0M-2-XAopcyAc1)0HUA-5-Memokcu-1,2,4-mpua30A[1,5-
¢|nupumugun, cBemaokbam npax ¢ m.m. 130-1320C;
2-XAopcyA(boxlUA-S-Memokcu-7-(mpuc])AyopmemUA)-1,2,4-mpua3o/\
[1,5-c]nupumugun, uepBenokadsB npax ¢ m.m. 8§9-900C:
2-XAopcyA¢0HUA—5-Memokcu-8-(mpu¢AyopMCmuA)-1,2,4-mpua30A
[1,5-c]nupuMugun, kbam npax ¢ m.m. 110-1120C;
2-XAopcyAtbonwA-S-emokcu-8-Memokcu-1,2,4-mpua30A[1,5-
¢]nupumugun, 634 npax ; ‘ , L
2-XAopcyA(ponuz\-7,8-guXAop-5-Memokcu-1,2,4-mpua30A[ 1,5-
¢]nupumugun, kbam npax ¢ m.m. 91-930C;
2-XAopcyA(l)OHUA-?,8-gux1\op-5-emokcu-1,2,4-mpua30A[1,5-
¢]nupumugun, kbam npax ¢ m.m. 89-920C;
2-xaopcyadonua-8-6pom-5,7-gumemokcu-1,2,4-mpuazoa[1,5-
¢jnupumMugun, 634 npax ¢ m.m. 164-1669C; u
2~xlxopcyz\q;ouuzx-S-XAop-S-Memokcu-7-M6mUA-1,2,4-mpua30A[1,5-
¢]nupumugun, 6514 npax ¢ m.m. 110-1110C;

]

ITPUMEP 12,
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[ToayuaBane na 5-XAop-7—Memokcu-2—XAopcyA(p01|UA-1,2,4-
mpua3oa[1,5-c]nupumugun

CmMecBam ce 5-x,xop-7-Memokcu-2-661—13UAmuo-1,2,4-
mpuasoa[1,5-c]nupumugun  (10.0 2p., 0.033 moaa), 200ma.
xaopodopm u 200Ma. Boga u ce oxaaXgam c aegena Gans. Xaop

(10.2 ep., 0.143 Moaa) ce npu6GaBs 6aBuo, npu pasbvpkBane,
maka ye meMnepamypama ocmaBa nog okoao 30C g
pa3dbupkBanemo npogvakaBa 3a okoao 30 mun. Opeanuynama ¢asa
€C omgeasd, uscywaBa ¢ maznesueB cyapam u kdnucnmpupa npu
'1dMaACHO HaAsieane, 3a ga ce noayyam 9.1 2p. (97% meopemuunu)
om 3az2aaBuomo cvegunenue, kamo kxbamo noaymBovpgo BewecmBo.
Maaka nopuus ce npewucmBa upe3 cmpuBane ¢ emep, 3a ga cc
noAyvu 6sA npax ¢ m.m. 79-800C.

[To cvwus navun ce nbquaBa CACGHOMO CbeguHenue:
8-6p0M-S-XAop-7-Memokcu-2-XA0pcyA¢0HUA-1,2,4-mpua30A[ 1,5-
c]nupuMugun, m.m. 164-1660C.

ITPUMEP 13.°
[ToayuyaBane na N-(2,6-gux1\op¢eﬂu1\)-8-XAop-7-Memokcu-5-MemUA-
1,2,4-mpua30A[1,5-lc]nupumugqu-Z-cyAchHamug ,

BesBogen nampueB tiogug (11.7 2p., 0.078 moaa) ce nocmaBs B8
50 MA. cyx auemonumpua u ce npu6aBam, npu pas6vpkBane 8.5 ep.
(0.078 mMoaa) mpumemuacuauaoB xaopug. Kvm moBa ce npuGaBsm
6.32p. (0.039 moaa) 2,6-guxaopanuaun u 7.9 ep. (0.078 moaa)
mpucmuaamun. Cmecma ce pa36upkBa npu memMnepamypa 1a
okoanama cpega 3a 30 mun. u caeg moBa Bhumameano ce omgeasm
acmauBume BewecmBa upes usnapsBane npu namaaeno Haaszane u
ymatikama ce paspexkga c emep u ce guampupa. B mosu pasmBop
uzzaexkga, ye ce cbguvpka N-mpumemuacuaua-2,6- ,unan;;Hmmﬁ c
qucmoma okoao 97% cnopeg GLC anaaus. YmasBanemo 1a
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nepasmBopumMume wacmuuyu ¢ emep ce noBmaps u emcpbum ce
omgeas upes usnapsBane npu naMaseHo naaseane. Ymaiikama ce
cmecBa ¢ 50ma. cyx auemonumpua, 3.92p. (0.013 MoAa) 8-xaop-2-
XA()pcyA(bonluA-7-Mem0kcu-5-MemUA-1,2,4-mpua30A[1,5-

~ ¢|nupumugun u 0.2 ma. (0.003 MoAa) gumemuacyadokcug u cmecma

cc pa3bvpkBa usaa now. IToayuenama cmec ce konuenmpupa npu
nonukeno naasieane u mBvpgama ymaiika ce cmecBa ¢ xekcan u
Boga u ce puampupa. Caeg moBa ymaiikama ce pasmBaps 8 400ma.
MCMUACH — XAOpug u noayvyenusm .pasmBop ce eckcmpaxupa
gBykpamno ¢ Boga, uscywaBa c nampueB cyadpam u $uampupa.
Moayuenomo ce konuenmpupa npu uamaaeno muaasizane u
ymaiikama ce cmecBa ¢ xekcan, uampupa ce u ce udcywaBa, 3a ga
cc  noaywam 3.3ep. (60% meopemuunu) om 3azaaBnomo
cvegunenue, kamo necmabuaen Gaegokbam npax ¢ m.m. 255-
2560C.

Eacmenmen anaaus 3a C17H1(CI3N503S:

M3uucaeno : %C, 36.94; %H, 2.38; %N, 16.57.

[Toayueno : %C, 36.98; %H, 2.41; %N, 16.30.
CaegBawume C”ngllHCHU}I,' kakmo u gpyeume cvegunenus, yuumo
cBolicmBa ca gageHu B maba. I,ce noaywaBam no cvbwus nauun u
umam 3agoBoAumeAHU eAeMeHMHU aHaAu3u U uMam nmr cnekmup,
cvomBemcmBaw, na onpegeaenume cmpykmypu :
N~(2,6-guXA0p¢eHUA)-5-XA0p-7-Memokcu-1,2,4-mpua30A[],5-
c]nupumugun-Z-cy:xdmnamug, 654 npax;
N-(2,6-guxaop-3-memuadenua)-5-xaop-7-memokcu-1,2,4-
mpuasoal1,5-c]nupumugun-2-cyadponamug, m.m. 204-2050C;
N-(2.6-guxaopdenua)-8-6pom-5-xaop-7-memokcu-1,2,4-
mpua3oa[1,5-c]nupumugun-2-cyaponamug, npax; ‘
N-(2,6—gumop-3-MemUAq)enuz\)-8-6p0M-5-XAop-7-Mem0kcu-1,2,4-
mpua30A[l,5-c]nupumugun-2-cyA¢onamug,qepBeHoka¢ﬂB npax; u
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N-(2,6-9uonp-3-MemuA(beHUA)-8-XAop-7-Memokcu—5~MemUA- 1,2,4-
mpuaszoa| 1,5-c]nupumugun-Z-cyAcbouamug, m.m. 231-2320C;

T[IPUMEP 14,
[ToayuaBane na N-(2,6-guXA0p<beHu1\)-5,7-gUMemokcu—1,2,4-
mpuasoA[1,5-c]nupumugun-2-cyA¢ouamug

N-(2,6-guXAop(benuA)-S-XAop-7-Memokcu-1,2,4-mpu330A[1,5-
¢]nupumugun-2-cyaponamug (0.82p., 0.002 moaa) ce cmccBam ¢
25MA. Memanoa u ce npu6aBam npu pa36ovpkBane 1.34 ma. 25%cn
pasmBop na nampueB8 memokcug B memanoa (0.006 Moaa). Cacg 10
mMun. ce npubaBsm 2 MaA. ouemna kuceauna u cMecma  ce
konucnmpupa npu namaaeno naaszane. Ymaiikama ce pasmBaps 8
MCmuAacit xaopug u pasmBopwvm ce ekcmpaxupa ¢ Boga, uscywaBa
cc ¢ nampueB cyapam u konuenmpupa npu HAMaA€HO Haasi2aue.
Ymaiikama ce cmecBa ¢ Bvaaepogen mempaxaopug, duampupa ce u
ce uscywaBa, 3a ga ce noaywam 0.5 ep. om 3azaaBuomo
¢vegunenue, kamo 614 npax ¢ m.m. 211-2120C.

Eaemenmen anaaus 3a C13H11CIaN504S:

MN3uucaeno : %C, 38.62; %H, 2.74; %N, 17.33.

[Toayuyeno : %C, 38.09; %H, 2.82; %N, 17.18. ,
CaegBamume cvegunenus ce noayyaBam no nogo6en navun u umam
3agoBoAaumeAnu eaemMenmHu aHaAusu u nmr cnekmup:
N-(2,6-gUXAop-3—MemuAQ)enuA)-SJ-gumemokcu-1,2,4-mpua30A['1,5-

¢]nupumugun-2-cyadonamug, m.m. 212-2130C;.
N-(2,6-gUXA0p¢e11UA)-8-6p0M-5,7-gumcmokcu-1,2,4-mpua30A[1,5-
c]nupumugun-Z-cymbOuamug, m.m. 212-2130C (dec); u
N-(2,6—9uxz\op-3-MemuA(pquA)-S-ﬁpOM-S,7-gumemokcu~1,2,4-
mpua30A[1,5-c]nupumugun-2¥cyAq>ouamug, m.m. 228-2290C(dec);

ITPUMEP 15.
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IToayyaBane na N-(2,b-guxaopdenua-8-6pom-5-memokcu-1,2,4-
mpua3oa[1,5-c]nupumugun-2-cyadonamug
2,6-guxaopanuaun (1.762p., 10.9 MMOAa), 2-xaopcyadorua-8-Gpom-
S-Mcmokcu-1,2,4-mpua30A[l,5—c]nupumugun (1.5 ep., 4.6 mmoaa) u
30 MA. cyx auemonumpua ce nocmaBsm B 100 MaA.-oBa koaGa,
cnabgena ¢ npucnocoGaenue 3a nogaBane na 2a3 u Maznumna
Ovpkaaka. TIlpu6aBsm ce nupugun (0.74 MaA.,, 9.2 Mmoaa) u
gumemuacyadokcug (0.08 ma., 1.2 Mmoaa) npu pa3bvpkBane c¢
a30m u cmecma ce ocmaBs ga peazupa 3a 1.25 waca. Caeg moBa
acmauBume  BewecmBa ce omgeasm upe3  usnapsBanc npu
HAMAACHO HaAsieane u ymaiikkama ce pasmBaps 8 100 ma. MmemuacH
xaopug. IToAyuenusm pasmBop ce ekcmpaxupa 3 nbmu cx75 Ma. IN
coana kuceauna u egun nvm cbc 100 Mma. Boga, uscywaBa ce c
maznesueB cyadam, Juampupa ce u ce konuenmpupa wupes
usnapaBane npu naMaaeHo haaseane, 3a ga ce noayuu Xwvamo
mBupgo BewecmBo. ToBa mBvpgo BewecmBo ce paspexkga cuve 100
MA. xekcan u caeg egnouacoBo npecmosBane xekcanvm ce omgeasi
upe3 ¢uampupane, a mBvpgomo BewecmBo ce npomuBa ¢ owe
xckcan u ce uscywaBa, 3a ga ce noayuu 1.1 2p. (52% meopemuunu)
om 3azaaBuomo cvegunenue, kamo kbamo mBvpgo BewecmBo ¢

m.m. 192-1960C.
EaemMenmen anaaus 3a C12HgBrCIaN503S:
N3uucaeno : %C, 31.8; %H, 1.78; %N, 15.5.
[Toayueno : %C, 31.7; %H, 1.74; %N, 15.4.

ITPUMEP 16,
Ouenka na xep6uyugnama akmuBuocm caeg nonukBane
IlpegcmaBumeanu cvegunenus c dopmyaa I ce ouensBam, 3a
konmpoa na muokecmBo BugoBe pacmenust. caeg nonukBane. Ipu
me3u  oueHsiBanus mecmBanume pacmenus ce ocmaBsm ga
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M3pacTat 0 BUco4MHA okoso 4 unua (101,6 MM) u cien ToBa ce Hanpbcksar
¢ Bognu pasmBopu sCbgbpkawu uszBecmnu konuenmpauuu om

Cbeguncnusama, kamo ce usnoasBam kouBenuyuonaanu cpcgemBa 3a
nanpwvckBane. CvocmaBume 3a nanpwckBane ce npuzomBsm upes
cMmecBanie na neo6xogumomo koauuecmBo akmuBen komnonenm u
CMyA2amop uau gucnepeupawo cpegcmBo BuB Bogen pasmBop na
aucmon, kamo nocumea, 3a ga ce obpasyBa emyagus uau
cycnensus. Konmpoauu pacmenus ce nanpbckBam no cvwus nauun
¢ nogobnu cwvcmaBu, Hecvbgbpkawu akmuBuus komnonenm. Cacyg

moBa pacmenusma ce omeaexkgam B opankepus npu ycaoBus

-

GAazonpusmcemBawu pacmexka na pacmenusma. JIBe cegmuuu cacy
mpemupanemo ce npocaegsBa uspacmBanemo na pacmenusma u ce
oucnsiBa no ckaaa om 0 go 100, kbgemo 0 o3nauaBa, uec nsma
chekm, a 100 o3nauaBa nwbaHO ynuwoxkaBane. B mo3u mecm 100
ppm npegcmaBasBam okoao 0.25 ka./xekmap. TecmBanume
¢begunenus u BugoBe pacmenus, npuaazanume gosu u noAyyeHume
OMm mo3u mecm pesyamamu ca gagenu B maba. 2.

TABAULIA 2.

AkmuBnocm caeg nonukBane, konmpoa 8 npouenmu

C-nue Jloza Kade-  Penelt AXuM- TIpamo- Ozku- Kagu- Llape- Opus NMuwe- Con Avama

No. PPm  naeBea cooB  ¢donue ve deno Buya nuua vempuia
nacBea Aucmo
1. 7.8 95 100 100 10 90 70 60 90 70 100 90
2 31 100 100 60 75 90 80 0 0 0 90 0
3 250 100 8s 80 80 100 80 . 70 50 20 60 80
4 250 100 80 80 75 100 70 0 0 0 50 0
7 3.9 100 80 88 90 70 87 83 80 40 90 100

9 7.8 - 100 90 100 80 95 0 50 0 90 85
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TABAWIIA 2-npogbakenue

AkmuBnocm caeg nonukBane, konmpoa 8 npoucimu

C-nue  Jloza  Kade- Peneti  JIkum- T[pamo- Oznu- Kagu- Ilape~ Opus ITwe- Cos Kvama

No. Ppm  naeBea conoB ¢onue ue ¢dero Buya nuya ocmpuya
naeBea Aucmo
12 63 80 100 9 8 75 93 0 0 0 75 50
3. 156 100 100 100 100 90 8 70 10 80 90 90
19 63 100 100 90 90 85 , 100 85 85 100 88 88
20 156 50 90 95 90 40 90 80 20 20 40 50
21 156 85 97 85 99 as 99 83 30 0 83 99
23 2.0 75 100 93 99 80 80 0 93 : 85 90
25 3.9 83 100 97 100 50 97 0 0 . 10 90
26 7.8 85 88 88 85 100 90 8 15 40 90 50
28 156 100 100 95 100 80 9 90 90 65 90 100
30 500 100 100 70 9 85 95 0 0 0 85 85
31 1000 85 80 60 70 75 75 0 . 0 10 30
32 500 100 80 90 75 0 50 50 . . .
37 156 90 83 50 88 SO 90 30 15 0 65 75
38 156 40 100 90 88 100 100 9 70 10 0 100
39 156 90 70 90 97 97 99 40 35 10 25 93
40 3.9 100 100 90 100 8 100 90 70 60 85 80
a1 18 95 90 90 100 8 9 20 75 0 90 100
42 31 95 9 90 90 90 98 80 85 S0 90 95
43 16 95 95 75 9 50 85 0 0 0 90 78
4 1.9 100 90 - 88 89 25 85 . 20 45 70 90
45 125 70 100 90 90 100 9 9 85 100 90 95
46 7.8 95 100 100 75 3 75 100 50 75 75 gs
47 3.9 90 100 100 9 85 70 70 100 75 93

48 63 90 100 100 100 100 95 90 100 95 90
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TABAWNLIA 2-npogbakenue

C-nue

No.

49

50

51

52

53

54

55

56

57

58

59

62

64

65

66

67

68

69

70

71

72

73

74

AkmuBnocm caeg nonukBane, konmpoa B npouciimu

Jloza  Kage- Peneii  J1kum- I'pamo- Ozhuo Kagu- Ilape- Opus Twe- Cos

PPM  naeBea conoB donue ue deno Buya Huya
naeBea Aucmo

16 100 100 60 80 90 70 0 40 0 80
250 100 100 90 8 100 85 80 40 40 70
125 95 100 85 80 100 8 9 60 20 80
250 100 100 100 90 100 100 90 40 70 70
125, 100 90 100 9 100 8 60 20 SO 70
125 95 100 90 80 90 80 50 30 50 80
31 90 90 85 85 75 80 20 70 40 90
16 88 90 88 100 75 65 35 80 S0 90
500 70 40 70 30 30 70 0 0 0 35
250 98 100 30 70 0 70 0 0 0 80
500 95 100 80 70 0 75 0 0 0 25
16 95 95 95 9 20 80 25 0 0 0
500 95 100 95 90 95 90 0 0 15 80
125 90 85 95 80 80 8 0 50 0 70
7.8 88 88 95 100 8 90 55  so 75 gg
16 85 88 75 100 75 9% 10 0 20 86
31 90 100 88 100 9 95 65 35 20 88
7.8 85 100 98 100 85 90 0O 50 20 88
3.9 88 90 as 90 45 85 0 0 0 70
16 88 88 85 9 55 88 0 0 0 85
78 88 100 60 9 85 85 0 10 0 88
1.0 175 100 100 100 0 9 75 35 0 10
15.6 93 90 99 80 95 99 55 80 40 15
1.0 88 90 75 8 30 70 30 0 40 40

AKvama

acmpiiga

0

8§

80

70

50

0

70

20
20

70

70

60

100

40
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TABAUILIA 2-npogvakenue

AkmuBunocm cacg nonukBasie, konmpoa B npoucumu

C-wue  Jloza  Kage-  Penell  [lkum- Tpamo- Oznu. Kagu- Uape- Opus  llwew Con Avama
No. ppm nacBea conoB donue ue detio Buya nuya ocmpuya
nacBea Aucmo
15 7.8 90 95 80 100 75 70 0 0 0 65 0
76 16 100 90 8s 100 90 80 65 75 45 90 88
17 7.8 85 100 90 100 90 ‘ 90 5 70 35 75
78 63 70 100 80 80 85 80 0 40 10 70 85
Q 79 16 80 80 80 0 80 80 0 20 50 50 75
80 63 90 90 80 90 80 80 0 0 0 75 70
81 7.8 90 85 90 80 95 80 0 80 90 60 60
82 16 100 100 100 80 100 90 70 40 60 70 80 .
83 3.9 100 90 65 75 65 70 0 0 0 60 65
84 500 50 70 60 50 70 30 40 25 40 80 20
85 7.8 75 100 80 . 85 75 80 30 0 30 50 70
86 31 90 100 85 85 15 45 25 20 0 75 80
87 16 80 90 80 80 75 80 0 20 0 35 75
88 125 100 90 90 80 100 100 50 85 60 80 85
89 250 100 100 80 80 95 100 75 45 70 70 85§
90 31 90 90 80 90 85 85 60 40 40 75 85
91 3.9 88 90 70 90 80 90 70 75 85 85 90
92 16 88 95 70 100 70 90 0 15 30 88 70
93 63 88 85 98 100 80 98 | 0 90 85 88 100
94 16 80 100 - 80 50 85 88 75 20 40 88 50
95 31 90 95 88 100 0 70 28 40 0 88 90
96 3.9 80 100 85 85 70 80 40 40 15 20 85
97 2.0 80 90 70 85 70 80 20 60 10 35‘ 70

98 7.8 75 85 90 9 80 88 40 70 40 0 95
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TABAWLIA 2-npoguakenue

AkmuBuocm caeg nonukBane, konmpoa 8 npouenmu

C-wue  Jlosa  Kage-  Pened  Jlkum- Ipamo- Oznu. Kagu- Lape- Opus  Ilwe- Cos  Kuamai
No. ppm naecBea conoB $onue ye deno Buuya Huya ocmpuya
naeBea Aucmo

99 31 75 90 95 100 99 100 75 95 60 90

100 16 95 100 70 90 50 85 . 0 0 0 90 70
101 3.9 100 90 100 85 65 . 90 0 60 0 90 100
102 125 90" 95 90 100 100 95 100 90 98 90 100
103 63 90 95 75 90 85 éO .45 95 100 90 95
10§ 15.6 100 90 70 95 70 95 0 0 0 90 75
106 7.8 100 80 95 100 99 97 99 60 50 70 99
107 15.6 100 100 95 100 90 98 20 75 0 90 90

[TPUMEP 17,

Ouenka na xep6uyugnama akmuBuocm npegu nonukBance

[IpegcmaBumeanu cvegunenus c ¢opmyaa I ce ouensBam 3a
konmpoa na mnokecmBo BugoBe pacmenus npegu nonukBane. INpu
me3u  ouensiBanus cemena ce nocakgam B cakcuu cLe
ceackocmonancka nouBa u Begnaaa caeg moBa nouBenama
noBvpxnocm ce nanosBa ¢ onpegeaenu koausecmBa om mecmBanus
xuMukaa, kamo Bogna emyacust uau cycnensus u ce ocmaBsm ga
nonusm. Bognume eMyacuu uau cycnensuu ce npuzomBsam upe3s
cmecBane na neobxogumomo koauuecmBo akmuBen komnonenm
Bv8 Bogen pasmBop nma auemon, kamo Hocumea, cvgbpxkaw 0.1%
mczaoBen noBupxnocmno-akmuBuo BewecmBo. Koumpoanu cakcuu
cc  muanosiBam ¢ nogobna cmec, HecbgbpXkawa akmuQ:nnu;n
komnonenm. Cakcuume ce omaaekgam 8 opanxkepuss npu ycaoBus

7
OaazonpusmcmBawu nonukBanemo u pacmexka. Okoao gBe



47

CCgMuuu cAcg mpemupaHemo mecmbm ce M3BbpmBa no ckaaa om ()
go 100, kvgemo 0 o3nauaBa, ue nama epekm, a 100 o3nauaBa
nvano - ynuwoxkaBane. TecmBanume cveguuenus u BugoBe
pacmchusi, npuAazaHume go3u U NOAYYEHUME OM mo3u mecem
pedyamamu ca gagenu B maba. 3.

TABAUIIA 3.

AkmuBnocm npegu nonukBane, konmpoa B npoucumu

Cveqguncnue Hoza Kyue 2po3sge I'pamodonue Oznuve Kagudcuo
No. Kz/Xekmap Aucmo
1 11 100 90 95 100
2 11 100 100 0 0
29 11 65 90 . 100 0
30 11 90 90 100 100
31 11 90 80 ' 90 80
32 11 60 80 100 100
41 11 100 100 100 100
42 11 100 100 100 100
44 0.14 - 80 _ . 85 95 : 85
46 0.28 - 90 97 65
48 . 0.14 85 80 95 85
49 0.56 - 90 99 80
51 0.28 - 95 - 100 90
53 0.07 - 10 100 90
56 0.14 100 80 80 70
59 11 70 90 20 80
62 0.14 - 80 99 80
64 11 100 98 100 100

66 0.14 65 80 75 90
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TABAMNLIA 3-npogvakenue

AkmuBiocm npequ nonukBane, konmpoa B npoucnmu

Cvegunenue Ho3a Kyue 2pozge Tpamodonue Oznuve Kagudeno
No. Ka/Xekmap Aucmo
67 0.14 85 80 . 95 85
68 0.14 8§ 80 85 80
70 0.28 50 90 75 50
74 0.07 - 100 95 100
. 75 0.14 . 85 90 85
¢ 76 0.14 . 90 99 95
77 0.14 85 80 95 85
78 0.07 - 95 99 95
80 0.56 - 80 70 90
81 0.14 - 100 100 80
82 0.07 - 97 90 99
84 11 90 90 95 75
88 11 90 100 100 98
89 0.28 - 90 99 85
90 11 98 100 100 100
91 0.02 s 70 85 95
93 0.28 90 75 : 90 70
94 0.14 90 75 75 85
96 0.14 85 80 .95 85
97 0.14 100 75 100 85
98 0.07 : 80 80 80 85
99 0.14 95 85 100 85
101 0.14 80 80 100 95

102 11 100 95 100 95
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ITaTeHTHU MpeTeHLHNH

1. 1,2,4-tpuasono[1,5-c] nupumuaus-2-cyndonamua ¢ ¢popmya I

n"L\N
v/'\l/kn/,l\”l” O

B kosro X npeacrasngsa OCH, wm Ocsz; Y u Z, Bceku eguH NOOTAENHO,

‘npencq‘amﬂsa OCH,, OCH;, H, CH,,Cl, Br uiu F; A npencrasissa F, Cl, Br,
C(OE, C,-C, xanoankun, NO,, CN, SOR? unn SO,R? B mpenacrasiassa H, R, F, Cl,
Br, CN, OR?, SR?, NR'R?, penun, ¢penokeu wiu dernntro, kato sceku dpenn, penoken
n peHnnTHO NpUTEXaBa no u3bop 1 1o 3 samecrurens, u30paHu OT rpynaTa, ChbCTOAIIA
ceor F, Cl, Br, CN, CF,, NO, u CH; D un J, Bceku or Tax, npeacrasnssa H win CH,
NpH ycioBue, ue Hait-maiko exus ot D u J npenacrasngasa H; V npeacrasngasa H win
C(O)R% R - C -C,ankur; R' u R?, Bceku or Tax nooraesnuso, npeacrasnssa H wm C-C,
ankwi; R?® - C-Cankun wim C,-Cxanoankun; E - OR' um NR'R?, n korato V
npenacrasassa H, 3a cboTBeTHaTa cenckocronancko npueMansa coJl.

2. CbhepuHeHue cbryacHo npereHuus 1, B kosto V npeacrasigsa BOAOPOA WIH
HEroBaTa CbOTBeTHA cesickocTonancko mpuemanea cod.

3. CpeguHeHHE CbIVIACHO NpeTeHuMs 2, B koaro Y U Z, Bceku eauH NOOTAENHO,
npexacrasasea H, OCH,, Cl, Br wm F.

4. CbenuHeHMe CbIVIaCHO npeTeHuus 2, B kodaTo eavH oT Y M Z mpeacTaBisBa
CH,, OCH,, Cl, F wm Br, a npyrusr - H.

5. Cprenuuenue cbriacHo nperenins 2, B koaro A npexacraeasgsa F, Cl, Br, C(0)E,
CF, unu NO,.

6. CreauHeHue cbriacHo npereHuus 2, B koaro B npeacrasngasa H, CH,, F, Cl,
Br, OCH, wmu SCH,.

7. CbenuHeHue cbrjiacHo mnperenuus 2, B kosto J npexcraBnagaBa H, a D
npencrapiassa H mwiu CH,.

8. CpheauHeHue CbIVIACHO mpeTeHlms 2, B kodTo efuH OoT Y M Z mpeacrapisgBa
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CH,, OCH,, Cl, Br unu F, a npyrusr - H, A npexacrasnssa F, Cl, Br, C(O)E, CF, nau
NO,, B - H, CH,, F, Cl, Br, OCH, w1 SCH,, J - H, u D - H wiu CH,.

9. CpeagnHenue cbriaacHo npereHuus 8, npexacraBassaiio N-(2,6-auxnop-3-
metundenun)-5,7-numerokcu-1,2,4-tpuason [1,5-c] nupumuauu-2-cyadonamun.

10. CpenuHenue chraacHo nperenuus 8, npeacrasiassaiio N-(2-merokcukapOoHus-
6-dayopdenun) -7-xnop-5-merokcu-1,2,4-rpuazon[1,5-c] nnpnmth—Z—cyncbouaMMn.

12. CbeguHEHHE ChIVIACHO NIpeTeHnus 8, npe;xéTaanxBamo N- (2-meTokcnkap6oHm-
6-xn10pdenun)-7-dayop-5-etokcu-1,2,4-tpuazon [1,5-c] nupumuaus-2-cyadonamun.

12. CpepuHeHue cbriacHo nperesuus 8, npexacrasiagBamo N-(2-xjgop-6-
dayopdenunn) -5-erokcu-7-dpnyop-1,2,4-rpuason[1,5-c] nupummuaus-2-cyndonamu.

13. Cveauuenue cbhryiacHo npeteHuus 8, npeacrasnsipauio N- (2,6-guxiopdenin) -
7-dnyop-5-erokcu-1,2,4-rpuaszon[1,5-c] nupuMugua-2-cyaoHaMu.

14. CbenuHeHHe CbIVIACHO NpeTeHud 8, npeacraBisasaiio N-(2,6-gudayopdenmwn) -
8-nyop-S-meroken-1,2,4-Tpuazon[1,5-c]l nupumuaun-2-cyadponamusg.

15. CrenuHeHure cChIyiacHO npeTeHuud 8, npeacrasiassanio N-(2,6-gudnyopdennn) -
8-x10p-5-meTokcu-1,2,4-Tpuason [1,5-c] nmpumuans-2-cynpoHaMug.

16. ChenuHeHue ChIIacHO npeTeHums 8, npeacrasnssamo N-(2-meTokcnkapboru-
6-dbnayopdennn) -8-dbayop-5-merokcu-1,2,4-rpuason[1,5-c] nupumuanu-2-cyndonamus.

17. Xepbuuuaen cbcras, xapakrepusupamy ce ¢ ToBa, Y€ Ce€ CbCTOM OT
ceackocronancko mpuemausa aobaska wam HocuTen M xepObuumano edekTuBHO

kosmuectBo ot 1,2,4-tpuasonofl,5-c] nupumuaun-2-cyadonamug ¢ popmyiaa I

N A J
Y )K
N so‘IN
A v
8 0

B kosro X npexcrasnssa OCH, wm OCH

s Y u Z, Bceku euH MOOTHENHO,

npejcTaB/IsiBa OCH,, OCH,, H, CH,, Cl, Br wm F, A - F, Cl, Br, CO)E, C-C;

2°7s

xanoasnkun, NO,, CN, SOR? win SO,R? B - H, R, F, Cl, Br, CN, OR?, SR? NR'R?,
denunn, dpenokcen nim pennnruo, karo sceku penmn, ¢peHokcu n heHUITHO IPUTEXKABA
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no uabop 1 no 3 3amecturens, usbpanu or rpynara, cecrosiua ce ot F, Cl, Br, CN,
CF,, NO, u CH,, D u J, Bceku ot Tsx, npeactasaasa H wan CH, npu yciosue, ye
nait-manko equn ot D u J npeacrasassa H, V - H wm C(0)R?, R - C -C,ankun, R'n
R?, Bceku ot Tsix nootnesnHo, npeacrasissa H umm C -C ankun, R3 - C,-C ankun i
C,-C xanoankun, E - OR! wm NR'R? u korato V e H, kakro u HeroBatra CbOTBE€THA
cesackocronancko npuemansa cos.

18. CbcTaB cpraacHo npereHuus 17, xapakrepusupam ce ¢ ToBa, ye V
npeacrasassa H wiu cboTBerHara cenckocronancka nmpuemsinsa Coul.

19. CbcraB cpriacHo npeteHums 18, xapakTepp_lsnpam ce ¢ ToBa, ue Y u Z, Bceku
eauH nooraenso, npeacrasassa H, OCH,, Cl, Br um F.

20. CbcraB cbriacHo nperenuus 18, xapakrepusupail ce ¢ ToBa, 4€ €UH OT Y H
Z npeacrasnssa CH,, OCH,, Cl, F wm Br, a npyruar npencrapissa H.

21. CocraB cpracHo nperenuus 18, xapakTepusupail ce ¢ T0Ba, ue A NpeicTaBisBa
F, Cl, Br, C(0)E, CF, unu NO,,.

22. CneraB cbrviacHo npeteHuus 18, xapakrepusupall ce ¢ ToBa, ue B npeacrapissa
H, CH,, F, Cl, Br, OCH, wmu SCH,.

23. CueraB cbrviacHo nperedius 18, xapaktepusupatl ce ¢ ToBa, ue J npeacrasissa
H, a D npencrasngasa H win CH,.

24. CocraB cbryacHo npereHuus 18, xapakTepusupany ce ¢ T0Ba, Ye €4UH OT Y H
Z npepcrasngsa CH,, OCH,, Cl, Br unn F, a npyrusar - H, A npeacrasnasa F, Cl, Br,
C(0)E, CF, wmu No,; B npeacrasassa H, CH,, F, Ci, Br, OCH, wm SCH,, J - H, n
D e H nim CH,.

25. CbcTaB cbIacHO npeTeHius 24, xapakrepusupall ce ¢ TOBa, Y€ ChbeJUHEHUETO
e N-(2,6-nuxnop-3-metundenunn) -5,7-numerokeu-1,2,4-rpuason {1,5-cl nupumuaun-2-
cyndgonamMu] WM Herosata cesckocronancko npuemMIHBa COJL.

26. CbcTaB cbrnacHo npeteHims 24, xapakTepusupalll ce € TOBa, Y€ CbeJUHEHUETO
e N-(2-merokcukapBouunn-6-dayopdennn)-T7-xiop-5-merokeu-1,2,4-tpuason[1,5-c]
NUPUMHUH-2-Cy1pOHAMU] WIH HEroBaTa cenckocronancko npueMaMBa ol

27. CbcTaB ChIIacHO nipeTeHIMs 24, xapakTepuaupaiy ce ¢ T0Ba, Y€ CbeAMHEHUETO
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e N-(2-meTtokcukapGonun-6-xnopdenun)-7-dayop-S-erokcu-1,2,4-rpuason(l,5-c]
NUPUMHIMH-2-CyadoHamMua WM HeroBaTa cesjickocTonancko npuemyiusa coJ.

28. CbcTaB cbriiacHO npereHIus 24, xapakrepuaupall ce ¢ T0Ba, Y€ CbeJUHEHUETO
e N-(2-xn0p-6-payopdenun) -5-erokcu-7-pnyop-1,2,4-rpuason 1,5-c] nupumuun-2-
cyagoHaMuA WM HeroBaTa cesnckocronancko npuemymMBa COJL.

29. CbcTaB ChIVIACHO NpeTeHlMs 24, xapakTepuaupall ce ¢ TOBa, Y€ CbEAMHEHUETO
e N-(2,6-puxnopdenunn)-7-payop-5-erokcu-1,2,4-rpuason[1,5-c]nupumunaunn-2-
cyndoHaMuz Uan HeroBaTa cesnckocronancko npuemyiuBa COJL.

30. CbcraB cbriiacHo npeteHiius 24, xapakrepusupali ce ¢ TOBa, Y€ CbeIUHEHHETO
e N-(2,6-gudnyopdennn)-8-pnyop-5-merokcu-1,2,4-rpuason[1,5-c] nupummuaun-2-
cyacdonamup unm HeroBata cenackocronancko nmpuemiauBa cost.

31. CocraB cbriaacHo npeTeHius 24, xapakrepusupaii ce ¢ TOBa, Y€ ChbeJUHEHUETO
e N-(2,6-gudayopdennn)-8-xmop-5S-merokcu-1,2,4-rpuason[1,5-c] nnpumuanu-2-
cysadoHamMuz WM HeroBaTta cesickocronancko nmpuemsiMBa COJ.

32. CbcTaB cbIvIacCHO npeTeHUus 24, xapakTepu3upall] c€ C TOBa, Y€ CbeAMHEHUETO
e N-(2-merokcukapbouunn-6-dayopdenwn)-8-dpayop-5-merokeu-1,2,4-rpuason(1,5-
c] nupumuguH-2-cynoHaMUA WK HeroBata ceackocronancko mpHemymMBa cCOJL.

33. Merox 3a kOHTpOJ Ha HeXeJaHa pacTUTENHOCT, Xapakrepusupauy ce B
fpUjaraHe cnpsaMoO PacTUTEJHOCTTA WM CNPIMO HEHHOTO MECTOHaXxOXJEHHE Ha
xepounuaHo edekTuBHo konmuecTBo ot . 1,2,4-tpuazonfl,5-c]nupuMUaUH-2-

cyadonamug ¢ ¢popmyaa I

) D

B kosro X npeacrasnssa OCH, wiu OC,H,, Y u Z, Bcekn epun nooraenHo,

npencrasassa OCH,, OC,H,, H, CH,, Cl, Br wm F, A npeacrasnssa F, Cl, Br,

C(0)E, C,-C xanoankun, NO,, CN, SOR® w1 SO,R’% B - H, R, F, Cl, Br, CN, OR?,
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SR3, NR'R?, ¢penn, penokcu unu dennntuo, karo sceku dennn, pexokeun u peaunatno
npuTexasa no u3bop 1 1o 3 3amecturens, u3bpauu ot rpynara, cecrosma ce ot F, Cl,
Br, CN, CF,, NO, u CH;; D u J, Bcekn or Tax, npeacrasassa H nim CH, npu
ycJi0Bue, ye Hail-manko exud ot D wm J npencrasassa H; V e H wiu CO)R%: R - C,-C,
ankwt; R! u R?, sceku ot Tax nootaenno, npeacrasiassa H wm C,-C,ankun; R* e C-C,
ankun wm C -C xanoankun; E - OR' wimn NR!R?, u korato V npeacrasnsiBa H uimn
HeropaTa ChbOTBETHA cesickocTonaHcko mpuemiMBa COJIL.

34. Metop chryiacHo npereHius 33, xapakrepusupany ce ¢ ToBa, ye V npeacraBisgsa
BOJIOPOJI MJIM HErOBaTa ChOTBeTHA cenckocronaHckq npueManBa COJL.

35. MeToa cbryiacHo npeteHuus 34, xapakrepusupaly ce ¢ ToBa, 4ye Y U Z Bceku
enuH nooraenno npeacrasassa H, OCH,, Cl, Br wmu F.

36. MeTtop cbriacHo npereHnus 34, xapakrepusupall ce C TOBa, 4€ €UH OT Y M
Z npenacrasassa CH,, OCH,, Cl, F wiu Br, a apyruar - H.

37. MeTog cbriacHo npereHius 34, xapakrepuaupall ce ¢ TOBa, Y€ A NPECTaBisgBa
F, Cl, Br, C(0)E, CF, w NO,.

38. MeTtopa chriacuo npereHuus 34, xapakrepusupall ce ¢ ToBa, ye B npeacrasisgsa
H, CH,, F, Cl, Br, OCH, wm SCH,.

39. Metog cbryiacHo npeteHuus 34, xapakrepuaupalil ce ¢ ToBa, ye J npeacrasisBa
H, a D - H wu CH,.

40. Meton chraacHo npereHuus 34, xapakrepusupaii ce ¢ TOBa, Y€ €IUH OT Y M
Z npencrasnssa CH,, OCH,, Cl, Br wimn F, a apyrusr - H, A npeacrasnsasa F, Cl, Br,
C(0)E, CF, nnu NO,, B - H, CH,, F, Cl, Br, OCH, wnu SCH;; J - H, u D - H w1 CH,.

41. Meropn cbriacHo npereHims 40, xapakrepusupall ce ¢ T0Ba, Y€ CheIHHEHUETO
e N-(2,6-nquxnop-3-merundennn)-5,7-numerokcn-1,2,4-rpuason [1,5-c] nupuMnamH-2-
cyndoHaMua WM Herosata cesickocronancko npuemnusa coil.

42. Meron cpriacHo npereduus 40, xapakrepusupall ce ¢ TOBa, Y€ CheIMHEHHUETO
e N-(2-merokcukapbonun-6-dayopdenwn)-7-xnaop-S-meroken-1,2,4-rpuason[1,5+
c] nupumuanH-2-cyndonamua win Heropata cesackocronancko npueminsa coi.

43. Meropa cbhraacuo nperenuus 40, xapakrepusupail ce ¢ ToBa, 4e CbeIHHEHUETO
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e N-(2-metokcukapbouun-6-xnopdenun)-7-bayop-5-erokcu-1,2,4-rpuason(l,5-
c}nupumuamH-2-cyadoHamMua uiu HeropaTa ceackocronancko npuemanBa cos.

44. Metop cbraacHo nperennus 40, xapakrepusupail ce ¢ ToBa, 4e CbeJUHEHUETO
e N-(2-xs0p-6-dayopdennn)-5-etokcu-7-¢nyop-1,2,4-rpuason {1,5-c] nupumuaun-2-
cysndonamug win Heropata cejackocronancko npuemausa coJ.

45. Merop cbraacho nperenuus 40, xapakrepusupaly ce ¢ ToBa, Ue CbeAMHEHHETO
e N-(2,6-guxnopdennn)-7-dpayop-5-erokcu-1,2,4-rpuason[1,5-c]nupumMuamuna-2-
cyadoHamug Wik HeropaTa cesickocronancko npuemsanBa col.

46. Metop cpriiacHo nperesuus 40, xapaktepusupail ce ¢ ToBa, 4e CbeIMHEHUETO
e N-(2,6-nudayopdenun)-8-dayop-5-merokcu-1 ,é,4—TpMa30n [1,5-c] nupumuguH-2-
cysibonamua M Herosata cesckocronancko mpuemiusa coJl.

47. Metoj cpriacHo nperenuus 40, xapakrepuaupaly ce ¢ TOBa, Y€ CbEAUHEHUETO
e N-(2,6-agudayopdenmnn)-8-xnop-5-merokcu-1,2,4-rpuason[1,5-c] nupumMuanH-2-
cyadonamuy uaM Heroparta cesckocronancko nmpuemamBa coJ.

48. CoctaB cpriacHo npereHuus 40, xapakrepusupall ce ¢ TOBa, ue
crequuenneto € N-(2-merokcukapGoumnn-6-dpayopdennn)-8-dpayop-5-meroken-1,2,4-
tpuason [1,5-c] mupumuanH-2-cydoHaMU WM HeroBarta cesickocTonancko npuemMInBa Cosl.

49. Metop cpraacHo npereduus 33, xapakrepuaupail ce ¢ ToBa, Y€ Cb€JUHEHHETO
ce mpwiara npenud noHuksane.

50. MeTop cpraacHo npereHuud 33, xapakrepusupaly ce ¢ TOBa, Ye Cb€AMHEHUETO
ce nmpuiara cjiej noHuksaHe.

51. Merox 3a kOHTpOs1 Ha HexejlaHa PacTUTENHOCT npu kyiarypure, xapak-
TepU3upall Ce C TOBAa, Ye C€ CbCTOM B IIPWIATaHE CHPSIMO PACTHTETHOCTTA UJIM HEHHOTO
MECTOHAXOXJeHHe Ha cesiekTUBHO U xepOuuuano edekTrHO kommuecTBo ot cenekTHBHO

edpekruBuug 1,2,4-tpuason(1,5-c] nupummuaun-2-cyndonamuy ¢ dopmyna
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B kosto X npeacrasassa OCH, wau OCHg Y u Z, Bceku eaus moorjeinHo,

5
npeacrasassa OCH,, OC,H,, H, CH,, Cl, Br wm F; A npeacrasaasa F, Cl, Br,
C(0)E, C,-C xanoankun, NO,, CN, SOR? unu SO,R* B - H, R, F, Cl, Br, CN, OR?,
SR3, NR'R?, ¢penun, dpenoken wnu pennntuo, karo Bceku dennn, denokcu n dpenunnruo
npurexasna 1o u3bop 1 no 3 3amectutens, u3bpanu ot rpynara, cecrosua ce ot F, Cl,
Br, CN, CF,, NO, u CH;; D u J, Bceku or Tax, npeacrasassa H wim CH, npu
ycaoBue, ue Haii-manko eaud ot D u J npexacrasassa H; V e H wmm C(O)R* R - C-
C,ankun; R' n R?, Bceku or Tsx mootaesnHo, npeacrasassa H wnu C -C ankur; R? -
C,-C,anknn nmu C,-C xanoanken; E - OR! uau NR'R? u koraro V e H uim
HeroeaTa CbOTBeTHa cesckocronancko npuemausa cosl.

52. Merop cpriacHo nperedims 51, xapakrepusupati ce ¢ ToBa, ue V npejicTaBisBa
BOJIOPOJ WJIM HEroBata ChOTBETHa cesickocronancko nmpuemsnsa COJI.

53. Meron chriacHo nperenuus 52, xapakrepusupaly ce ¢ TOBa, 4€ €HH OT Y H
Z npencrasngsa CH,, OCH,, Cl, Br wnu F, a gpyrusat - H; A npencrasngsa F, Cl, Br,
C(OE, CF, wm NO,, B - H, CH,, F, Cl, Br, OCH, wim SCH,;J - H, n D - H wiu CH,.

54. Merox cbriaacHo npereHums 52, xapakTepusupall ce ¢ TOBa, 4e kyni*ypno'ro
pacTeHue e NMUIeHUIA.

55. Metoa cbriacHo npereHuus 52, xapakrepusupaly ce ¢ ToBa, uye kyaTypHOTO
pacreHue e LapeBMla.

56. Merox cbraacHo nperenuus 52, xapakrepuaupaiy ce ¢ ToBa, 4e kKyaATypHOTO
pacTeHue e opus.

57. Meron cwhriacHo npereHuus 52, xapakrepusupall ce ¢ ToBa, 4e KyJaTypHoTo
pacTeHue e cod.

58. MeTox chrnacHo npeteHuus 51, xapaktepusupalu ce ¢ TOBa, 4€ CheJUHEHHETO

ce npuiara ciaej noHuksaHe.

59. Cveaunenue c ¢popmyna

N’)\N—————N
| |
Y \ N /kSH"
y 4
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B kosro X npeacrasnssa OCH,, OC,H, un Cl; Y u Z, Bcekun nooraenHo,
npeacrasassa OCH,, OC H,, H, CH,, Cl, Bruimn F; n R” e 6ensun unu C,-C ankun.

60. CpeauHenue cbriacHo npeteHims 59, B kosto Y u Z, Bcekn BHe3aBUCHUMO €1IHH
or apyr, npeacrasaasa H, OCH,, Cl, Br wm F.

61. CbenuHeHue cbriaacHo npereHuud 59, B kodro eauHudar ot Y ¥ Z npeacTasigsa
CH,, OCH,, Cl, F unnu Br, a xpyrusr - H.

62. CprequHEeHHME ChIVIACHO npeTeHnms 61, npeacTaBasaBanio 2-6eH3unTHO-7-XJ10D-
5-metokcu-1,2,4-rpuason[1,5-c] nMpUMUIMH.

63. CbeHeHNe ChIVIacHO npeTenums 61, npeacrapnssamo 2-6en3mwirio-8-dayop-
5-metokcu-1,2,4-tpuason[1,5-c] nupumuaus.

64. CheuHEHHE ChIVIACHO npeTeHLys 61, npejcrapnssaiio 2-6en3uwntio-7-gayop-
5-erokcu-1,2,4-tpuason[1,5-c] nupuMuauH.

65. CheauHeHue CbIIAacHo npeteHis 61, npeacrapassaio 2-06eH3uaTHO-8-X10p-
5-metokcu-1,2,4-tpuaszon[1,5-c] nupumuaus.

66. CyadoHnn xJIOpUAHO CheauHeHHE ¢ Popmyna

X
|
v ~ N /I\sozm
z

B kosto X mpexacrasassa OCH,, OCH, umu Cl; Y u Z, Bceku nooraesHo,
npeacrasassa OCH,, OC H,, H, CH,, Cl, Br wm F.

67. CbeauHenue cbriacHo npeteHims 66, B koaro Y u Z, Bceku He3aBUCHMO €IUH
ot apyr, npeacrasagsa H, OCH,, Cl, Br uu F.

68. CheauHeHnue cbriiacHo nperenuud 66, B kodaro equHuAT OT Y U Z ripeacrasisBa
CH,, OCH,, Cl, F wu Br, a apyrudr - H.

69. CpepuHenue cbriacHo npereHuus 68, mpexcrasasiBamo J5-xaop-2-
xaopcynadouunn-7-merokcu-1,2,4-rpuazon[1,5-c] nupumuaus.

70. CpeguHeHUEe CbraacHo npetenuusd 68, mpexpcraBasBamo 7-xJop-2-

xsopcyadouwn-5-metokcu-1,2,4-tpuason [1,5-cl nupumuaus.
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71. CheguHeHue ChIIIACHO npeTeHuus 68, npeacrasagsailo 2-xyuopcyadosun-8-
dayop-5-merokcu-1,2,4-tpuason[1,5-c] nupumuany.

72. CheMHEHHE CHIVIACHO MpeTeHLUs 68, npeacTaBadBailo 2-Xa0pcyadoHuiI-3-
erokcu-7-dnayop-1,2,4-tpuason[1,5-c] nupuMuauH.

73. CphequHeHHe CbIVIAacCHO mpeTeHuus 68, mpexacrtasagBamo 8-xao0p-2-

xaopcyadonun-5-merokeu-1,2,4-rpuason[1,5-c] nupuMuIuH.

M3naHue Ha [IaTEHTHOTO BeAOMCTBO Ha PenyGanka Buarapus
1113 Codms, O6ya. "[I-p I'. M. Aumurpos" 52-b

Ekcnepr: {. Kanaposa Pepakrop: A. Cemepaxuena

IMop. 37909 Tupax: 40 FOM
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