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(57) 1 MNoxiaHi 1-apuncynedcpoHIn,
apun(mo)kapboHInipraazuHy opmynu

[ | &,

ae L subupatote 3 rpynn, wo Mictute CO, CS abo
SO2:

Ae R 1 R; HesanexHo BUOWPaKOTL 3 Fpynu, Wo mi-
cTuTe H, ranored, ankn (C4-Cg), ranoreHankn (Cy-
Cs), HITpo, UiaHo, kapbokcunbHY | KapboankoKCWNsHY
{C1-Ce) rpyny, 3a ymoBw, WO KonK L osHavae S04, R,
| Rz ogHOYacHo He BogHI,

Ae Rz HezanexHo embuparTe 3 1-3 YneHIs, rpynu, Wwo
MICTUTE H, ranoreH, ankin {C-Cg), rancrexankin (Cy-
Ces), HITpO, ylaHo, kapBokcuneHy abo kKapboankok-
cuneHy (C1-Cq) rpynm,

ae X abo (CHa)n, abo Y-(CH2)n 1, A2 Y o3Hadae O abo
S 1 n 3HaxoguTLCA B IHTepeai 814 1 go 3

2 Cnonyka 3rifHO 3 NyHKTOM 1, B AKIA L o3Hayae SO,
npuHaiMH ofwH 3 Ry 1 R; ranoreH, R:; HesanexHo
BUBUpaloTe 3 ranoredy abo CFs 1 X osHavae (CHs),
ae n=1-3

3 Cnonyka 3rgHo 3 nyHkTom 1, B AKIA L oanaqvae CO
abo CS, R11 R; BofleHs, R o3nauvae 3,4-auxnop | X
osHauae (CH:)q, Ae n=1-3

4 Cnonyka 3rigHo 2 nyHkTom 1, BuBpaHa 3 rpynu, Wwo
MICTWTE 8-6pom-3,4,4a,5,6,7-rekcangpo-2-(4-

nog6eHszeHcynedoHIn)-2H-6eH3[6, 7]ymknorenTa[1,2-
c]nipuA&a3nH, 8-6pom-3,4-giazo-1,2,3,9,10,10a-
rekcarigpo-3-(4-#og6eHzeHcynsgoHIn)deHaHrpeH,
7.8-anbpom-3,4-g1azo-1,2,3,9,10,10a-rekcang po-3-(4-

AoAbeHseHCYNBegOHIM)bEHAHTPEH, 3-(3,4-
awxnopbensoin)-3,4-g1aso-1,2,3,9,10,10a-
rekcarigpocbeHaHTped, 1 2-(3,5-gwadopbeHsoin)-

3,4,4a,5,6,7-rekcangpo-2H-5eH3[6, 7]JuuknarenTal 1, 2-
clnipnaasuH

5 Cnonyka 3rnAaHOo 3 NyHKTOM 1, BUBpaHa 3 rpynu, wo
MICTUTb 2-(3,4-pucbTopmioBenzoin)-3,4,4a,5,8,7-
rekcarigpo-2H-6eH3[6, 7]uvknorenTtal1,2-clnipnaasuH,
2-(3,4-guxnopbensoin)-3,4,4a,5,6, 7-rekcangpo-2H-

GeH3[6, 7lynknorenTal1,2-clmipuaasvy, 3-(3,4-
awdstopGenszoin)-3,.4-g1a30-1,2,3,9,10,10a-
rekcarigpopeHanTper,  32-(3,5-auxnopbenzoin)-3,4-

arazo-1,2,3,9,10,10a-rekcargpoceHaHTpeH, 1 3-(3 4-
awaopbensoin)-3,4-a1aso-9-okca-1,2,3,9,10,10a-
rekcarigpoceHaTpeH

6 Cnonyka 3ngHo 3 nyHkTom 1, BuGpaHa 3 rpyny, wo
MICTUTb 3-(3,4-puxnopBerazoin)-2,4-a1a30-9-Tia-
1,2,3,9,10,10a-rekcanapodeHaHTpeH, 3-(3.4-
awxanopbensoin)-3,4-g1aso-9-okca-1,2,3,9 9a-
TeTparigpodnyopeH, 2-(3,5-gwxnopricbeHsoin)-
3.4,4a,5,6,7-rekcangpo-2H-bens[8, 7luwknorenta[1,2-
cjnipnaasuH, 2-(3,4-audTopTiobensoin)-2,4,4a,5.6,7-
rekcari gpo-2H-6eH3[6, 7]Junknorentall1,2-c)mpnaasur,
2-(3,4-guxnopriobenson)-3,4,4a,5,6,7-rekcangpo-
2H-6eHs[6, 7]ynrnorenTta[1,2-c]mpuaasuH

7 Cnonyka 3ngHo 3 nyHkTom 1, BuGpaHa 3 rpyny, wo
MICTUTE 3-(3,4-gndbTopmioCenzoin}-3.4,4a,3,6,7-
rekcari gpo-2H-6eH3[6, 7]Junknorentall1,2-c)mpnaasur,
3-(3,4-guxnopriobenson)-3,4,4a,5,6,7-rekcangpo-
2H-6ens[6, 7]ynrnorenTa[1,2-c]nipugasuH, 3-(3,5-
awaopriobersony-3,4-giazo-1,2,3,8,10,10a-

rexcar gpodgpeHarTpeH, 3-(3,4-guxnopmioberzoim)-3,4-
Alazo-9-okca-1,2.3 8,10, 10a-rekcangpodeHaHTpeH,
7-xnop-3,4-a1a30-1,2,3,9,10,10a-rekcan gpo-3-(4-
nog6eHzeHcynedoHIN)deHaHTpeH, 7-xnop-3,4-g1aso-
1,2,3,9,10,10a-rekcanapo-3-(2,5-
AnxnopbenzeHcynecoHIN)heHaHTpeH, | 3-(3,4-
awxnopbenzon)-3,4-g1a3c-1,2,3,9,9a-
TeTpanapodnyopeH

8 Cnocib ogepxaHHa cnonyk dopmynu

{13) C2

t1 48989

{19) UA
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ae Ry, Rz, R, L1 X Tak Ak 3a3HaveHo B nyHKT 1, npuy

AKOMY NPOBOASTD
(a) Baaemofito BeH30LWENOANKAHOHIB hopMyny

3 FNIOKCANEROK KUCMNOTO, BIAHOBMEHHS OflepXaHHO-
ro npoAykTy BIAHOBMIOKOMWM areHToM | B3AEMOZIK0
BIAHOBMEHOMO NPOAYKTY 3 MZPA3MHOM, 3 YTEOPEHHAM
UMITTIMHOTC auAnngpazoHy GopMynu

O
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NOBTOPHY B3aEMORI0 LWKMYHOMO AUWMTAPascHyY 3
BIAHOBMICKUUM AreHToM, 3 YTBOPEHHAM LMKMIIHHOMo
Mg pascHy opMynn

R;
I B33EMOJIO LIMKMIYHOTC MNAPAZCHY 3 ALMIIOKYMM
areHToM |, Konu L o3Havae CS,
(6) B3acMOAI® OREPXAHOIO aMIfY 3 pPEearcHToM
N'woica abo P2Ss
9 Cnocid 3ngHO 3 NyHKTOM 8, B AKOMY NEepWwWi
BIJ HOBMIOKYUA areHT — UWHK B OLTOBIA KMCNOTI
10 Cnoci& 3rgHO 3 NyHKTOM 8, B AKOMY Apyruid
BIAHOBMMAKOYHIA areHT BUBMpaloTE 3
nimAanomonapuay 1 Gopany
11 CnociG 3rigHO 3 NYHKTOM 8, B AKOMY aluIMoMnA
areHT subupakTe 3 BeHzocnxnopuay | cynbdoHIN-
xnopugdy
12 Cnocib arigHo 3 NyHKTOM 8, B SIKOMY aUWIoKH1A
areHT o3Hauae GeHseHcynbhoHINXIopna
13 CnociD 3rgHO 3 NYHKTOM 8, B AKOMY aluIMooMniA
areHT osHauae BensoINXNopuy
14 QapmalesTUdHA KOMMOO3WUIA, WO BMILLYe Tepa-
NeBTUUHO eheKTUBHY KIMBKIGTE GMNOMYKW SMJHO 3
nyHkToM 1 B komGiHaY 3 dpapmayeBTMYHO NPUAHAT-
HWM HOCIEM
15 Cnocib nikyeaHHA KoHTpauenuy, MeHonayau, eH-
JOMETPIO3Y, pPaky MOMOYHO! 33M03W, LUWKNOCHH-
XPOHI3all, NepepWBaHHA BAMTHOCTI, CTHMYMIOBAHHS
nonorie 2860 ocTeonocposy, AKWE NoNATae B TOMY, WO
NPU3HAYaTE NALISHTY CNONYKY 3rigHo 3 nyHkTam 1 B
TepaneeTWYHO edrekTVBHIA KINBKOCTI
16 Cnoci® arigHo 3 nyHKTOM 15, B AKOMY KINLKICTb
cnonyku gopieHioe 1-S00mrfkr/geHs

Bigomi AesiKl NoxIgHI CRonyK 3asdBNASMHMX B MyHK-
Tax doopmynu Hanpwknag, 3,4-giaso- 1,2,3,9,10,10a-
rekcangpotpeHanTpen-2-o4 (A 1 3,4,4a,5,6,7-
rekcanapo-2H-8enzo[8, 7JuuknorenTta[1,2-

O

X NH

c]nipuaasuH-2-cH (B) onucaHl Holava and Partyka
2.4,4a,5-Tetpangpo-3H-iHgeHo[1,2-c]nipuaasuun-2-oH
{C) onncannii Toma and Cignarella et al



CuHTes 7-6pom-4-meTwn-1-tetpanoHy (E), cno-
MKW 3raaHol B AKOCTI NOXIZHOMO B UsOMY BUHAXOZ,
3 4-meTun-1-TeTpanony (D), wo Bys onucaHuii (yc-
Ho) Prof R Danheiser va MIT Takox Danheiser

O

Br./AlCI
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OMWCAHI CUHTE3W CMOMyK 3rafaHux B MiTepatypl, Ul
METOLM HANMNPOCTIWI 3 BUKOPWUCTAHWX TYT, B TOMY
yuCnl ANA OfepXaHHA PaHIW HEBIJOMUX CMOMYyK,
BUKOPUCTaHUX B CUHTE3I CIIONYK 4bOro BUHAXORY

el bl T

CH;
D

Tpuranored noxigHI DeH3oUMIKIoankaHoHIB He
Byrnu cnucaHl B NITEpaTypl

3 guranoreHBeH30UMKNOANKaHOHIB BIAOMI TINEKA
8,7-gnddTop- 1 6,7-AWXNOpTETPaNoHY, ane | BoHU By-
Ny opepkaHl HwuM wnaxom Owton, WM and
Brunavs, M Synthetic Communications, 21,981,
(1991)

Bigomi Bcl MOHOBpOMTETPANCHM, KpIM 8-Bpom-1-
TeTpanoHy

MoaHa 3 3aABNEHNK CNONYK A2HOMC BUHAXORY HEe
Dyna onwucana

[NpeacTaBNEHWA BUHAXIA CTOCYETRCA CNonyk do-
pMynn |

X F\LORS
R N
R;

i

ae

L ozHavae CO, CS abo S0,

K1 | Rz HezanexHo BuDWpaloTe 3 H, ranorewy,
ankiny (C4-Cg), ranoreHankiny (Cq-Cg), HITPC, LKaHO,
kapbokcwnsHol 1| kapBoankokcunerol (C-Cg) rpynu,
38 yMOBHW, Wo konW L o3Havae SO;, Ry 1 Rz ogHovac-
HO He BOAHI,

K: HesanexHo ogvH, gea abo Tpw HacTYNHI, 3a-
MiLlenl B nobomy nonoxeHH! rpyny H, ranoreH, an-
kin (C1-Cg), ranorerankn (C1-Cs), HITPO, UMaHO, Kap-
BokcuneHa abo kapboankokcunera {C41-Cs),

X o3Havae aupagukan dopmynn (CH), abo Y-
{CH2)n 1, A€ N 3HaxoguThCA B IHTepBan Big 1 go 3.1Y
osHauae O abo S

Y BUNafky UbOMO BMHAXO4Y, SKLO He 3anpono-

CH,
E

HOBaHC |HWE, | KoM BUKOPWCTOBYHOTL pasom abo
OKPEeMO, arnkuy BU3HauvaeTbeH Ak pagikan 3 1-6 aro-
MamMKu BYrMeul, kUi Moxe ByTW posranyXeHud, y
BHUNAZKY NpUHaAMHI 3 aToMiB Byrmeuw abo Heposra-
nyxkeHWW [anored BuaHavacTecA, AK xnop, Gpom,
dTop abo Fog AnKokcW, NepeBslKHO rpyna, NoxigHa
BIf CMMPTY, WO Mae 1-8 aTomIB | ranoreHarnsin BuaHa-
YAETLOA, TAKUM NOHATTAM AK ANKINbHA rpyna, Wo Mae
1-3 aTomu Byrneu, Taka Ak TPUETOPMETUN

Cnonykd AaHoro BMHaxogdy ABNAKTL cobokw He-
CTEPOIAHI TETEPOUUKMIYHI CUCTEMH, ARl MOXYTb BU-
CTYMNaTW B AKOCTI NporectyHy 1fabo aHTINporecTuHy,
AKI NPOSBMNAKTL BUCOKY IN-vITTO CNOPIAHEHICTE [O
MaTOYHOTO, rPyRHOr0 abo KICTKOBOrO MPOrecTWH pe-
LUenmopls, TaKoM, Tak, WO NposBrsalTe BlonorivHy
@KTMBHICTb MNPV BHYTPILWHLOBEHHOMY, MIEWKPHOMY |
opanbHOMY BBEAEHHI $lit peaynsTar, BOHW MOXYTb
DyTh BUKOPWCTAHI AK TEPaneBTUYHI NPENapaTh y 38'A-
3KY 3 KOHTpauenuiers, MeHoMay3oKk, eHAOMETPIA30M,
pakom rpyped, LMKNOCUHXPOHIZALIEI, NepepuBaHHAM
BarTHOCTI, CTUMYNKABaHHAM nonorie abo ocTecnopo-
30M

HanGinewow Mipok, NoAaHWA BUHaxXIg CTOCYETh-
CA Cepll HeCTEePOIAHUX TETEPOLMKNIUHUX NOXIAHMX,
AKTWBHOCTI, WO IMITYE AKTWBHICTE NporecTuHy 1fabo
aHTINPOrecTUHY, WO NPOsBNAKTE BUCOKY AKTUBHICTE
In-vitro Ao maro4Horo, rpyaHora abo KicTkoBOrC Npo-
recTvH peLenTopie

MepeBaxHO CMONYKM AAHOrO BWHaxoay, Takl B
aknx L o3Hauae SO, npuHadmHI ouH 3 Ry | B2 rano-
reH, Rz osHauae ranoreH fabo CF3z | X o3Hauae
(CH2)n, ge n=1-3 |HWoW nepeBzkalovol IPynoK €
CMNONYKW ASHCOTO BMHAXOAY, WO BRIKYAMOTE CrONyKA,
B Akvx L osnavae CO abo CS, Ry 1 Rz BogeHs, R;
o3Hauyae 3 4-auxnopo | X oznavae (CH;)n, ae n=1-3

Cnonykd RaHOro BUHAXORY MoMyTe ByTW ogep-
¥aH! 3a Tarkoto peakyliHow Cxemoro 1

Peakyiiina Cxema 1
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1 H

HE moxHa nobauuTt 3 PeakyiiHol Cxemd 1, npu-
AaTHO 3amiweH BenaoynknoankaHonu (Il nepeteo-
PIOKOTECA B UMKNMH agunngpasorw (1) 3a sigomumn
ANA cneyiancTa METOAaMN, HaNpYKNaa, 3a METO40M
Holava and Partyka (J Med Chem 14, 262, (1971)
B ocHoeHOMY, BIH BHIOYae nepeTeopeHHs || B L[
HEHaGHYEeHY KETOKWCNATY, WwnAxom obpobku rmiokca-
FNOBCK KUCIOTOK | OCHOBO, HECTYNHWM BIAHOBMNEH-
HAM HEHAGWUYEHO! CNOMYKW, LINAXOM HarpIBaHHA 3
LMHKOM B OLTOBIA KUCNOTH | B3ASMOAIE NepeTeope-
HOI KETOKMGMNOTH 3 M PA3NHOM 3 YTBOPEHHSM GNONYKM
1l

3amiweHun uukmivHrA agunngpasod () nepe-
TBOPKOTE B UUKMIYHWA rigpascH (1Y), e3aasmopielo

MpoayKT BUAINANK | OYMLLANK, BUKOPUCTOBYHOHM
TeXHIKY BIAOMY ANA CNeUianicTis B LA ranysi, Hanp-
KNag, BUNHUBaHHAM PEeaKUIBHC! CYMIWI B PO3BEREeHY
KNCNOTY, TaKy AK, HANPWKNaZ, X10PBOgHEBa KUCroTa |
EKCTparyranu CcymMill OpraHiuHWUM PO3YUHHWKOM, Ta-
KAM 8K, METHNeH- xnopug abo etuneyertar OpraH-
HWA Wap KOHUEHTPYBAMNW | 3anMWOoK KpUCTanI3ysany
abo ounwanu xpomarorpadicto Ha cunikaren Gpak-

0
N
/
=N
Ry
X IN“L
R =N
———m—
R;

BIAHOBMNIOOHOMO 8reHTa, Hanphuiag, Takoro ak -
TiRanomorigpuay abo gubopaHy B MAXOAALLOMY PO3-
YMHHUKY, TakoMy €k TerpangpodypaH (TTP) npw
yMoBax, wo 6ynu onucanl J-L Aubagnac, J Elguero,
R Jacquer and R Robert in Bull Chem
Soc France2859,(1972)

B pe3yneTaTl ayMNioOBaHHA LMKNIYHOMO MApasoHy
(V) magxopswe 3amiweHunm BeHzommranogom abo
CYNbhOHINTANoI40M B MIAXOASWOMY PO3HUHHUKY,
Hanpuknag nipuauH abo B OpraHIdHOMY PO3YMHHWKY,
Hanpwknag, TrP abo Tonyon| 3 CCHOBOD, HaNpWKNag,
TPUETUNAMIHOM, YTBOPKETLCA HECTepoIAHe reTepo-
LUEMIYHE noxiaHe ()]

Ui, Wo MICTUNW NPOAYKT KOHUEHTPYBAMNM, | 3anULIoK
KPUCTANIZYBaNW, ofepxyodn BaMaHI cnonyku

AMign ofepxaHl 3a UMM METOAOM MOXYTE GyTu
nepeTeopeH! B Tioamgn (L=CS) peakdiec 3 peareH-
TOoM NT'to1ca abo P2Ss B TONyon!

Jedkl ranoreHBMICHI BUXIAHI CRNONyKW He Gynn
OonucaHl B nrepatypl LI cnonykn moxyTe Byt ope-

PXaH! 33 cxemor, Wo nokasaHo B PeakyldHin Cxemi
2
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Peakinitna Cxema 2 ,
O 0O
. Y
1.2 exsin Y /AIC,
> +
X X X
Y

2.4 exBiB YzfAlCl 3

0 O O
Y Y Y
+ +
X % X X
Y Y Y

K nokaszaHo, AoaasaHHA 1 2 eKBIBANEHTIE ra-
FOrEHYIOYOro areHTa B NPUCYTHOCTI Xopuay ank-
MIHIIQ NPYBCAUTE AC ABOX I30MEPHUX MOHOranoreH-
BeH30UMKNOANKAHOHIB, B SKUX F&NoreH BBOANTLCA B
META NONOMEHHA NC BIAHOWEHH 40 KETO TPYNv
HopasaHHA BINbLL HIX 2 eKBIBANEHTIB ranoreHyo4vo-
ro areHTa B NPUCYTHOCTI XNOPUAY anioMIHIK, NPUBO-
AWTE [o AuranoreHbersouuknoantkaHory abo ¥, go
ABOX I30MEPHWX TpHrancoreH6eH3oLMKNoankaHaHB
Hoparkeso, MOHoranoreHOeH30ankaHoHn  MoXyTh
ByTU ranoreHoBaH!, 3 OAEP¥AHHSM PIZHOMAHITHUX
rancreH NOXIFHUX, WO MAKTE PISHI rANoreH3amIcHW-
KW, TaKl 5K, Hanpuknag 6-BpoM-S-xnop-1-TeTpanoH
abo 5-xnop-7-Aog-1-TeTpanocH

AKTWBHICTb CNOMYK NPEACTABNEHHOIO BUHAX0AY
NPOAEMOHCTROBAHD WMAXOM BUBYEHHS 3B'A3yBaHHA
3 NPOrecTUH peyentopom | B Ex Vivo nporecToHans-
HHX BUNpPOBYBaHHAX

3B'A3yBaHHA 3 NPOrecTUH peLEnTopaMm

BukopuctaHa npousaypa no cyml nogibHa go
T0I1, Wwo Oyna onucana J L McGuire, C D Banso and
A P Shroff B Biochemstry 13, 318 (1974)

Matky Hoszo-3enaHgceknx kpornukie (1 5-2 Skr)
posMiWwyeanu B xonogHomy Eydepr & (0 01 M Tpic-
HCI, pH 8 C, 0 001 M EATA, 0 25M uykposn) Martky
nogpICHIBaNY, NPOMUBANK | TOMOIEHI3yBanu B Xo-
nogHomy bydepl A [omoreHaT (2 r BOMOrol TKAHW-
HW/mN Bydepy) LeHTpudyrysanu npu 2000009 npo-
Tarom 1 roguHm npn 4°C  Hagocagkosy pigvHy
BMKOPWCTORYBANM, AIK Npenapar pelentopa

BunpobyBaHHA MO BU3HAYEHHIO KOHKYPEHTHOMo
3B8'A3YBaHHA BUKOHYBanNUW aMilWyBaHHam 3H-R5020 3
npenaparoM peyenTopa | AoAaBaHHAM BIAOMOI K-
NbKOCTI HE3B'A3EHOI Cnonykw QgepxaHdy cymiw BW-
Tpumysanwu npu 4°C nporarom 18 roguH Cnonyku
38'A3aHI 3 peyenTopoM BUAINANK 3 PO3YHHY, BWKO-

PUCTOBYIOUN feKcTpaH 3abapeneHud ByrinnaM | Bu-
3Ha4Yand KINbKICTE 3B'A3aHUX PeLenTopoM |30ToMIB
3MeHweHHA Ha 20% abo 36INbWeHHA NOpIBHAHO 3
KOHTPOMBHWM 3B'A3YBaHHAM I30TONIB, PO3rNAAaNOChH
Sk CYTTEBE

MNoaIbHWA MeTof, MOXe BYTU BUKOPUCTAHWA ANA
BU3HAYEHHs 3B'AsyBanbHUX BNACTWBOCTEA nporec-
THH pPeUenTopa 3 TKaHWH rPyAEH | KIGTOK

Ex Vivo nporectoHansHWiA TecT

BeepeHHsa 3H-TMM|qMHy g T47-D wnmwHawn ©yno
BUKOPUCTAHO NPU BU3HAUYEHHI echeKTUBHOCTI CNOnyK
ona pocty T47-D knimuH Cnonyky AaHOMC BUHAXOAY
KOPMGHI ANA NIKYBAHHA IN YIVO NPOrecTHH MOaynioe-
Mmal Blanorl, npw YMOBI, KONMKM BOHU ASMOHCTPYIOTh
LocTartHO edekTUBHICTE pocTy T47-D wamvH

MNogibHrA meton Moxe OyTh BUKOPWCTaHWK 4na
BU3HAUeHHA edeKTUBHOCTI TECTYEMUX CMnomyKk no
EIQHOWEHHI A0 TESS KICTKOBMX KNITUH NIOAUHK

T47-D (knimvHun rpyaei nioguHu) Gynu ogepsxaHi
3 3aCTOCYBaHHAM CTaHAARTHO! CTEPUNBHAI TEXHIKM
KnmwHw sbepirann B RPMI 1640 y cepegoBuwy nnoe-
noeol Budol cupoeaTin (10%) 1 HeymHy (0 2oafmn)
KRmuHK TPUNGHHIZYBANM | NEpPeHOCUW 3 BUKOPMC-
TaHHAM CTAHJAPTHOI NPOYERYpU

KrimuHy sHocunwn Ha 86 Aobpe BigkaniBpobaHux
nnamisok IHkyGaTopy RPMI 3 cepegoenwenm (deHon,
IHCYMH-BINEHWA, 5% Byrnb obpobnednid nnoaosok
Buuok cupoeatkol npu 37°C B atMocdepl 895%
nosITpd 3% CO MpubnuaHo yepes 48 rogvH, Bu-
Tpauyaeme cepefoBUlLLE JOMNOBHIOBANM CBIKWM pPO3-
UWHOM, LU0 MICTUB TECTYEM! CMONYKWM POUMHEH! B
AMCO (0 1% KiHUeBa KOHUEHTpaulfa), | KTTUHA BK-
TpUMyearnv we npubnusHo 22 roguHn Oogapanu
H-tumguH 1| BuTpUMyBaNy NpubnusHo 4 roguHK

TecTyBaHHA 3aKIHYYBaNy 4OAaBaHHAM Haaww-
Ky HEMIYEHOro TMMIMHY KNITWHU npomusanu, 3BI-
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ABHIOKYK (X BIE TUMIFWHY, TPUNCUHIZYBANW | KOHUe-
HTPYBanKu 3a CTAHZAPTHOK MpoyeAypoto KineKkicTe
3s'azaHoro & AHK "H-TUMIguHy BU3HaYanW MeTogom
paxyBaHHs ¢nonoxie B piguHI JCHOBHUMKM cTaHaap-
Tamp Gynn NpoMerecTod, CUNLHOAIYNA CHHTETHY-
HWA nporectuH | RUASB, ak aHTMNporecTMH TecTy-
EMI  CNONYKW B  OCHOBHOMY  BW3HAuYanu B
KoHUeHTpayisx eig O 1 go 1000HM  AkTUBHICTE CMO-
NyK BAPEXOBYBaNW 3 IX CTUMyNoBaHHA abo 1HNGy-
BaHHA BBEZEHHA TuMIgMHY PesynbTary supaxany,
yepes KCHUSHTRALI TECTYEMMX Cronyk HeobxigHnx
ANA NIABULIEHHA POCTY B 2 pasv A0 KOHTPOMNBHOTO
{SCann), abo uepes KoHUeHTpaulw HecbxigHy ans
iHnGyeaHHa 50% gn npomerectoHy Ha picT (EC30)
SnaveHHA meHw HiX 1000HM posrmmganu sk akTw-
BHI

MeTof MKW IO BUKOPWCTOBYBANWUGCH B onucl, By-
Ny B34T 3 HacTynHux nybnikayin C Chnstensen, D
Gunter, B Saunders and V¥ Malviya, GynecolL
Oncol, 28, 25 (1987), J Puzas, R Dnivdal, G How-
ard and D Baylink, Proc Soc Exp Biol Med, 165,
113 (1981, and | Keydar, L Chen, S Karby, F
Weiss, J Delarea, M Raduy, S Chartcik and H
Brenner, Eur J Cancer 15,658 (1979)
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Tabnuu

Tabnvus 1 nokasye NpUKNagy BUHAXORY 3 MO-
nekynsApHUMKY chopmMynamMm, TemnepaTypamy nnas-
NeHHs, 38'A3yBaNbHUMN BNAacTMBOCTAMM, WO BUpa-
¥EH| Yepes KOHUEHTRAUID CNOMYKN B HAHOMONAX Ha
nmp (x 10° M), wo noTpiBHa AnAa samMiwleHHs S50%
H* miueHoro TUMIAWHY R5020 B YUTO3CNBHOMY NpO-
recTWH peuenTopl 3 MaTen kponuka (MPY{ICsq), 1 3ga-
THICTE pocTy 260 HnbyeanHs R5020, wo HAyKye
picT T47D ndcbkux PYAHWX 3NOAKICHWX KIITOK
(T470) HAKWO B UKW KOMOHUI HIYOMO HE BKa3aHO, TO
cnonyka He NpoXoaKna TECTYBaHHA

Tabnvy 2 v 3 nokasykTe AeKINsKa Npuknagis
BUHAXORY 3 MONEKYNAPHUMK DopMynamMKn, Temne-
pPaTypaMi NNasneHHA | aKTWBHICTIO, WO BUPaXEHE,
vepes cepefgHe 30INbWEHHA POCTY KICTKOBUX KIMWH
npy 5 koHueHTpaysx (CP), aboc AK KOHUeHTpauiq
CMOMyKM B HaHOMonsIx Ha nmp (x10 ° M), wo notpiB-
Ha Ans saMiweHHa S0% I'"* miveHoro BIHINTHOpTEC-
TocTepoHy (BHT) B nporectuH peuenTtopl 3 noack-
kmx kicTok (KMP) (ICs) Hewo B koroHy CP Hivoro
HE BK@32HO, TO CMOMNYKa HE NPOXCANNa TeCTyBaHHA

CynedoHamign

Ne R1 Rg X R3
1 H Br (CH2)3 4|
2 H Br {CH3)= 4-|
3 Br Br {CH3)= 4-|
4 Cl H (CH2)» 4-1
5 Br H (CH2)2 2,5-3uCl

+ nokasye arcHicT, SCag HM (koHUeHTpay|a, wo
CTUMYNIOE 2-KRATHWA POCT MNORIBHAHO 3 KOHTROMb-
HWM)

Ne X Rs CP
3,4-auCl 116

Tabnwuya 1
R,

ne T47D Popmyna Tnn

76 C1gH1sBriN.O:8 180-1
10 C1sH1eBrIN-0:8 197-8
2/4 +337 C1sH1sBraIN20.8 202-3
83 -654 CygH10CIINLO:S 184-6
34 -495 CigHi5ClsN20,3 186-7

— nokasye aHTaroHicT, EC3o HM pazom 3 R5020
IHAYKYIOTE POCT

Tabnuyga 2

AmMIgn

KrP Topmyna Tnn
CigH5CIN- O 154-5
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7 (CH2)s 3,5-AuCl

8 (CH2)a 3,4-auF

9 (CH2)a 3,4-guCl

10 (CH2): 3,4-auF

11 (CH2): 3,5-guCl

12 QCH; 2,4-auClI

13 SCH: 2,4-auClI

14 CH: 3,4-auCl

No X Ra CP
15 {CH2)» 3,4-nnCl 109
16 (CH2)z 3,5-gvF 111
17 (CH2)s 3,4-guCl 115
18 (CH3}2 3.4-pvF

19 (CH3}2 3,4-gnCl 87
20 {CH2}» 3,5-nuClI 103
21 OCH; 3,4-gnCl
22 CH- 3,4-gnCl

PapmMaleBTHUYHI KOMNO3UYII, WO MICTATE CNOmny-
KW A AHOTO BUHAXOAY B AKOCTI AKTUBHOIO (HIPejIeHTa
B cyMmill 3 fAobpe BlgoMUMU hapMaleBTUUHIUMN
HOCIIMKM, MOXYTE BYyTH OfepXkaH! 13 BUKOPHUCTAHHAM
saraneHONpUAHATOI hapmalesTdHOl TexHIkn Hocl
MOMYTE GyTW B3ATI B LLMROKY cnekTp! hopMm, B 3are-
HHOCTI BI3 DORMK BUKOPWCTAHHA, HANPUKNAA, BHYT-
pILIHBOBEHHe, opanbHe abo napeHTepansHe [pw
OAEepPMaHH KOMMO3WUIA ANA OpankHOTO BWKOPWG-
TaHHA, B AKOCTI papMalesTUIHUX PO3UUHHMKIB MO-
XyTb GYTH BUKOPWUCTEHI Takl AK, Hanpwknag, eofa,
MIKOMI, Macna, CnvupTH, apoMaTn3aTopy, KoHcepBa-
HTH, BAPBHUKK, | IM NOAIBHI, ¥ BUNAAKY OAEPXAHHS
PIAVH ANA OpankbHOro 3acTOCYBaHHA (Takux AK, Ha-
NpUKNag, CYCNEeH3Il, eniKSUPK | PO3YMHKW), HOCII, TaK
AK, KPOXManb, LYKOP, PO3PIAXYBaYl, TPaHyMoHUM
areHTH, 3mMasky, 3B'A3YIOMM, PO3LLENTIHORYN areHTy |
IM NOAIBHI, ¥ BUNaAKY OAepXaHHA TBepAUX peulen-
Typ ANS OpPanbHOMC BUKOPWUCTAHHA (TaKl AK, Hanpw-
Knag, NopoWky, kancyrnu 1 Tabnetkw) Y Bunagry
TESPAUX hapMaLeBTUYHNUX HOCIIB, HARBINBLW Nerkrm
ANA OParbHOrO BUKOPWCTAHHA € TabneTkw | Kancy-
nv Mpu BakanH), TabNeTkn MOXyTe DYTW NOKRWTI
UYKPOM aBo NOKPUTTAM 3 BUKOPUCTAHHAM cTaHaap-
THOI TexHIKW [nA napeHTepanbHOro BUKOPUCTAHHSA,
HOCII 3a3BWyYall BKNIOMAKOTL CTEpWNeHY BORY, OAHEK
MOXYTE BYTW BUKOPUCTAHI | IHWI IHFPefIEHT, HanpW-
K1ag, Ans NokpawaHHA posuvHeHHA abo 3 MeToR
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120 84 CapH1:CILN; D 115-6
48 CaHisFN2O 117-8

123 107 CaoH1:ClN:0 136-7
112 CroHisFaN0 146-7
113 16 CrgH1sClzM:0 141-2
107 36 C1sH14ClN> 04 166-7
50 C1sH1.CIN; 08 145-6

90 C1sH1uClN:0 122-4

Tabnuya 3
Ticamgwn
R,
S
KNP Gopmyna Tnn

233 CagH1aCl:M,S 149-50
CaH1aF2N2S 134-6

32 ConH1aClaN2S 140-1
CigHsFaN-S 170-1

44 3 CigH1sCI1zN2S 110-1
102 C1oH1sClLN:S 162-3

20 C1:H1ClN 08 187-8
05 C1gH14ClN2S 138-40

KOHCepBaUll, IH'EKLIAHI CYCNEeH3Il MOXYTh Takox DyTH
OJEpH¥aH!, ¥ BUNAAKy NPUIHAUESHHA plAKWX dopm,
CYCMEHAYIOYM areHTu | IM NoJIBHI MOXYTh ByTW BU-
KOPWMCTaHI Npy YboMy &apMaueBTUYHI KOMNOo3nLl
NpeACTaBNEHOra BUHAXOAY NPU3HAYEH! ANA BUKOPH-
CTEHHA B WINAX KOHTpauenun | gNg NikyBaHHA MEHO-
naysw, eHgoOMeTpIO3y, paky rpyded, LMKNOCIHXPOHI-
3ayll, nNepepuWBaHHA BarTHOCTI, CTWMYIIOBAHHA
nonerie abo ocTeonoposy, MONIIUEE NMPW3HAYEHHS
ANA NIKYBaHHA eHAOMETPIO3Y, KQHTPauenyil | ocTeo-
NOpo3y, NEepeBaKHO OfWHWYMHMX 403, Hanpuknag,
TabneTcok, kancyn, NOpPOLWEKB | 1M nogGHux, Blg 1 AC
npudnusHo S00Mr/kr/aeHs | nepeea¥Ho BIA NpUBnn-
3Ho 10 po npubnunzHo 100Mr/kr/geHs akTUBHOrO IHr-
penleHTy KiHUeBa posa 3anexwTb BIS BIKY | CTaHY
nayleHTa | YacTKOBO YMOB NPOBEAEHHS MIKYEAHHA

Mpwuenagw

| Oaep#aHHA BXIAHWX | NPOMIKHUX CNOMYK BU-
KOPWUCTAHWX NPW OFfEpPXaHHI CNoNyKk BUHaxoAay

HacTtynHi posguiu A, B 1 B micTaTs onvc ogep-
HEHHA OCHOBHUX BHXIAHMX | NMPOMDKHWX CMOMYK BW-
KOPWCTAaHWX NPW OAEPHaHHI CONyK BUHaxXody

A OpepxaHHa ranobeH30UVKNaHoHIB

B HacTynHux npuknanax, M-BpoMCyKUMHIMIL BU-
KOPWCTOBYEAIM B AKOCTI Bpomytodoro areHta, N-
XNOPCYKUWHIMIA abo XNop BUKOPWMCTOBYBanW AnNs
OAcpXaHHA xnopnoxigHux N-AogcykywHiMIg faBas
Aog noxigH
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ALCI,/Br,
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X

1 -iHganoH (V1) Vila, X=Br, Vllb, Y=Br, Vlic,
X=Y=Br

6-BpoMiHgaH-1-oH  (VIIb) |
{Vlla)

TpeOXropnvA  KPYIMOAOHHWA peaktop  250Mn
obnagHyBanw BogHwm xonogwrsHuikom JIiDixa, me-
XEHIYHOK MILLANKOW | pErynaToOpoOM TUCKY, L0 ofb-
NajHYBaBCH 3aXMCHOK NIAKOK | NPU3HAYaBCA AnA
ocylweHHsa B peaktop nomiwysanu 5e3so0gHWA XNo-
pyg antoMmiHiK (16 6r, 0 125monk) | NpK Nepemiy-
BaHH ABOMA NOPUIAMK NO 3 XBWNUHW fogasany 1-
iHaaHoH (V1) (6 60r, O 05wonk), AKMA nepeg THM
AoBpe posTUpany B NOPOLIOK, B CTyMLl NEeCTUKOM
Mponyckanu Hagnuwox HCI, wo cynpoeogxyeanocs
cnabum posirpisaHHAM | CyMIW WBKAKO 3abapenio-
Banacb B TEMHO-KOPUYHBEOBHMIA KOMIp, ANA FOMOreHI-
sayil cymuwi nepemiwysany 10 XBunu-

Bpom (3 1r, 0 06monk) no kpannam aodaBani
Ao aocbpe nepemuwyemol cymiwi 10 xeunwH [MNicns
TOro, Ak Beck GpPoOM [oAany, POITON HarpiBanu Ha
sogaH Barl go 80°C npotdarom 5 xeunuH Bcee we
rapauy cymiw eunueand Ha 100r nogpibHeHoro
neoay 1 20MN KOHYEHTPOBAaHO! conAHol kucnoTh Lo
cyMiw nepeMiwyeanu 10 xeunuH, goaasanu 100mMn
BOAW | ekcTparysann egipom (2x200mn) OG'egHan

4-Bpomingan-1-oH

7-bpom-I-TeTpanoH (IXa) | 5-6pomM-1-TeTpanoH (IXb)

AICI/Br,

3=

Y

ebIpHl eKkCTpaKTW npomweany sogow (2x100wmn) 1
CYLIMNKU Hafn Be3BOAHWM CyNbdhaTom HATPIK | KOH-
eHTpyBanu ogepxyodn 10 6r uepsoHoro Macna,
KA KPUCTANI3YBANM NpU KIMHATHIA TemMnepaTypl

Ananms npopykty metogom MX-MC nokaszas Ha-
ABHICTE 11 cymiw MoHoGpom 13omepie WMatepian
XpoMaTorpatysand  Ha  CWMIKaren;,  KOMOHKA
(45x10cM) 3 BUKOPWUCTAHHAM H-rekcad/Trd (8 1),
OTPUMYIOHUM PO3RINEH! 130Mepd Po3gineHl 130Mepu
NEePEeRPUCTANIZOBYBAMNM 3 TEKCaHy, OTPUMYOYK 3 8r
6-Cpomingan-1-oxy (Vila) 1 4 Or 4-DpoMiHgaH-1-0HY
(Vllb)

Vila euxig 37 7%, Tnn  108-109°C, cemno-
XOBTI npuamu, K (KBR) 1712em ', 'H AIMP (CDC3) &
270-274 (v, 2H), 308-312 (M, 2H), 735-7 38 (a,
1H), 766-7 70 (a@, 1H), 7 87-7 88 (4, 1H), MC m/z
211, Enem Anan gna CH:BrO C, 5122, H, 334
3HanaeHo C, 5110, H, 325

Vilb Buxig 35 8%, Tnn 90-92°C, CERITNO-MOBTI
npuamu, 1K (KBr) 1709cm ', 'H SIMP (CDCly) & 2 71-
275 (M, 2H), 3 06-3 09 (M, 2H), 7 25-7 30 (pa, 1H),
768-771 (g, 1H), 7 74-7 76 (ga, 1H), MC m/z 211,
Enem Awan pgna CoHBrO C, 5122, H, 334
3HanaeHo C, 5038, H, 324

X

I-Terpanon, (VHI}

Ho 6GeseoagHoro xnopuay anomiHike (16 6r,
0 125monk) Npy eHepriiHOMY NepemMIlyYBaHHI npo-
TAroM 3 XBWUMAWH NO Kpanmam gogasany |-TeTpanoH
{VIII) (7 3r, 005) Bpom (3 71mn, O 0Gmonk) aoaa-
BaNM A0 OHERXaHOIo PO3YMHY npoTarom 10 XBunu-
Mcns aofaeaHHA BpOMY CyMIL HArPIBANK NPCTATOM
5 xsunuvH npu 80°C | BCE WEe Tenny CyMIlL BUMWBANA
e 150r nogpiCHeHoro neogy, wo mictne 20mn 12N
HCI Mocrugyioul an TaKi, AK oNUCaHo B Npuknagl 1,
opepxkytoqm  10,85r kopuunesoro macna Macno
xpomaTorpadoyBanu  Ha  CUMIKaren!,  KOMoOHKa
{45x10cM) 3 BWKOPUCTAHHAM H-rekcan/TMP (8 1)
Posginexi 13oMepn NepekpucTani3oByBani 3 rekca-
HY, OTpuMytoun 4 2r 7-Bpom-1-TeTpanoHy (IXa) 1 4 5

Y
IXa, X=8Br; IXb, Y=Br

r 5-Bpom-1-TeTpanoHy (IXb)

IXa euxig 37 2%, Tnn 74-75°C, cBMNO-XOBTI
npuamu, 1K (KBr) 1676cm |, 'H SIMP (CDCls) & 2 08-
218 (m, 2H), 263-267 (1, 2H), 288-293 (1, 2H),
713-718 (g, 1H 7 55-7 58 (gn, 1H), 814-815 (n,
1H), MC m/z 225, Enem AHan ans CyHgBrO C,
5336 H, 403 3nanfeHo C, 5314, H, 3 96

IXb euxig 39 8%, Tnn 45-46°C, cBMNO-XOBTI
npuamu, K (KBr) 1679¢cm ', 'H SIMP (CDCly) & 2 11-
220 (m, 2H), 262-267 (1, 2H), 294-303 (T, 2H),
715721 (gp, TH), 771-774 (gp, 1H), 799-8 02
{na, 1H), MC m/z 225, Enem AHan ana CygHgBrO
C, 5336, H, 403 3nHaigeHo C, 5297, H,394

5,7-Onbpom-1-TeTpanon (IXc), 5,6, 7-ToubpoM-
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1-TeTpanoH (IXd) 1 5,7,8-Tpubpom-1-TeTpancH (IXe)

AlClBr, X

W

1Xc, X=Y=Br, W=Z=H

1Xd, X=Y=W=Br, Z=H, [Xe, X=Y=Z=Br, W=H

EBpom (7 42r, 0 12monb) goaasany no Kpannsm
A0 Cymiwl, Wwo MicTWa GessogHuid xnophng antoMi-
Hwo (166r, 0125mone) 1 1-Tetpanod (VI
{0 O5Monk), Ak 3a3HaueHo B nNpuknaal 1 Buxig Ko-
pu-Heeoro Macna bye 15 Or, SkniA noTIM Nepekpwc-
Tamsyeann [X-MC nokazana cymiw, Wwo micTuna
87% pgwbBpomobaHoro noxigHoro 1 13% cymiun 11
TpubOpoMoBaHnx 13omepie  XpomartorpadysaHHa |
nepekpucTan|sala 3 rakcaHy nasana 7 71

0

AICH/Br,

IXe esuxig 51%, Tnn 60-61°C, cBMNO-XOBTI
npuamu, KK (KBr) 1690cm ', 'H SIMP (CDClg) 2 11-
220 (m, 2H), 2 62-2 66 (a4, 2H), 2 93-2 97 (1, 2H,
J=6 2y}, 7 88 (a, 1H, J=2Tu), 813 (g, 1H, J=2I"y)
MC m/fz 304, Enem Anan gna CH:Br.O €, 39 51,
H, 2 65 3nangeno C, 3941, H, 249

8-Bpom-1-0eHscyCepon  (Xla) 1 6-Cpom-1-
beHacybepoH (XIb)

O

Y

X Xia, X=Br; XIb, Y=Br; XIc, X=Y=Br

MeTofuku, LWE ByNW TYT BUKOPUCTAHI, NORIBHI
A0 THX 33 AKMMW OAepxyBany BpomMTeTpanoHu, cy-
miw Eenscybepony (X) (8 01r, O 05mons), xnopway
anomiHilo (16 6r, 0 125monk) | Gpoma (3 07mn,
0 06mone) gasana 11 871 kopwdHeBoro macna X-
MC nokazana cyMit 11 moHoBpom 130MepIiB, WO
MicTvna 2% awbpom 13omepy

Xla euxg 30%, Tnn 38-38 5°C, BinvAd nopo-
wok, MC mfz 239, EneM Anan ana CnHnBrO C,

O

AIC!/Br,

XI1

BUKopUCTOBYBANU TI X caMl METOAMW, AK | Npw
BpoMyBaHHI TeTpanoHy, cyMiw 8-6pom-1-TeTpanaoHy

5525 H, 4 64 3nanhfneHo C, 5483, H, 462

Xlb euwxig 32%, uucte Macno Teun 101-
105°C/0 12mm pT T, MC m/z 233, Enem Anan ana
CiHBrO C, 5525 H, 464 3nHaipeHo C, 55 32,
H, 4 59

5,6-Onbpom- 1-tetpancH Xlla 1 6,7-aubpom- 1-
TeTpancH Xlb

Br
Y

XMa, Y=Br, X=H
XIHb, X=Br, Y=H

Xl {2r, mMmone), xnopua anaMmiHiko (16 6r,
0 125monk) 1 Bpom (3 07mn, 006mMonk) ganwn 1 87r
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KOPUYHEBOTO MACNA NICHA BIANOBIAHUX A1RA

B OpgepXaHHA YUKNIYHWX a4UnrigpasoHie

3,4-0iazo-1,2 3,9,9a-TeTpangpodnyopeH-2-oH
A1)

BrazaHa cnonyka ogepxaHa 3a MeTOOMKCH, WO
onucaHa Toma, L, Cignarella, G , Banocco, D and
Ronchett, F J Med Chem 33,1581-4, 1990

3,4-Niaz0-1,2,3,9,10 I Oa -
rekcargpodgpeHaHTpeH-2-oH (XIV)

BrazaHa cnonyka ogepxaHa 3a MeTOOMKCH, WO
onucaHa Holava, HM and Partyka, R A J Med
Chem 14,262, (1971)

3,4 43,5,6,7-rekcangpo-2H-

BeH3[B, 7]uuknarenTtal12-c]nipuaaznH-2-oH{XY)

BkasaHa cnonyka ogepiaHa 3a METOAWKCIO, Wo
onwcaHa Holava, HM and Partyka, RA J WMed
Chem 14, 262, (1971)

8-BpomM-3,4-g1azo-1,2,3,9,10,10a-
rexcarigpodpeHaHTpeH-2-oH (XVI)

BkaszaHa cnonyka ofepXaHa B3AacMORIED S-
bpom-1-TeTpanony (IXb) (20mmonbs) 3 rMIOKCHNOBOK
KuenoTor (20MMone), NPOAYKT BILZHOBNKBANK Hag-
AWLWKOM UWHKY B OUTOBIA KMCNOTI | HAAMWLIKOM r1a-
pasvHy 33 yMOBaMW, O BKa3aHI B Holava, HM and
Partyka, RA J Med Chem 14,262, (1971) opep-
HYIOMW BKa3aHy CNOMyKy

7.8-0nbpom-3,4-n1a30-1,2,3,8,10,10a-
rekcangpodreHaHTpeH-2oHXVII)

BkasaHa cnonyka ofepxaHa B3aemoglewo S5,6-
anbpom-1-TeTpanony (Xlla) {(10MmMonk) 3 rmiokcuno-
gota kucroTol (10MMonk), NpoaykT BIAHOBMMKBANN
HAATMWKOM UWHKY B OLTOBIA KMCNOT! | HAANTULLIKOM
rigpasuHy, 9K ekazado B Holava, H M and Partyka,
R A J Med Chem 14,262, (1971), oaepxyroun
BKa3aHy Cnonyky

7-Xrnop-3 4-g1aso
rekcangpodenanTpeH-2oH (XVIII)

Brazana crnonyka ogepwaHa B3acmogiety G-
X¥nop-1-TeTpanony (xra) {(Rosowsky, A
Chaykovsky, M, Yeager, S A etal J Het Chem 8,
809, (1971)) S0MmMonNE 3 MMIOKCUNOBOK KMCMOTOH
50MMONE | OCHOBOI, | NOZaNbLWWM BIGHOBNEHHAM
HAATMWKOM LWHKY B CUTOBIA KMCMOTI | NOAZNbLUOK
oBpobKoe HaAMMLLKOM NAPasuHy, SK BKA3aHO B
Holava, HM and Partyka, RA J Med Chem 14,
262, (1971), opepxyodn BKasaHy CMonyKy

8-bpom-3,4,4a,5,6,7-rekcangpo-2H-
Dens[B, 7]nuknorenTa[1,2-clnipnaaaun-2-on (XIX)

BkaszaHa cnonyka ofepXaHa B3acmofiewy B-
Bpom-1-BeHacybepory Xlb 3 rMIOKCUNOBOKD KUCMO-
TOK, BIAHOBMEHHAM HaAMNMWWKOM LUHKY B OLTOBIA
KWCNoTI | noganswol obpobkole HagnWWKoM rigpa-
31HY, AK BkazaHo B Holava, HM and Partyka, R A
J Med Chem 14,262, (1971), ogepxyoun BrkazaHy
CMONYKy

C OpepxaHHs UMKTIHHWX NAPa3cHIB

3,4-0iazo-1,2 3,9,10,10a-rekcangpodeHaHTpeH
X

3,4-Niazc-1,2,3,9,10,10a-rekcangpodeHaHTpeH-
2-oH (XIV) (2 5r, 12 SMmone) posynHanu B TTO | no
KpannsM gogaeany 1 eksisaneHT NMAANIOMONApY-
ay (21mn, 1M posuud B TI®) Micna 30 xBUNWH nNpw
22°C |, no kpannam gofasany 15% poaund NaQH
KenatwHonoa6HUiA ocag eigcpiNsTpoBYBan PINeT-
PaT cyluny Hag cynbhaToM Mardi, huisTpysand |

1,2,3,910,10a-
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BIAFAHAMMW PO3YMHHUK NI BaKyyMOM, OJepHaHe mMa-
cro, sIK BUXIAHWA MaTeplan, BMKOpWCTOBYBaNMW Ges
NOAANLLIOI CHUCTKH

7-Xnop-3,4-g1azo-1,2,3,8,10,10a-
rekcangpodperanTper (KX

7-Xnop-3,4-q1a30-1,2,3,9,10,10a-
rekcarifpodeHadTper-2-o4  (XVIIl} posuvHANK B
Trd 1 no kpannsam gogaeanu 1 eksBIBanNeHT NMIAA-
nomorigpuay (1M posunn B TM®) Micns 30 xeunwH
npy 22°C, no Kkpannam fAofasany 15% posuduH
NaOH 1 ocag eigdhineTpoeyeany $INETPAT CyWWnW
Hag cynbgarom mardio, dINETRPYBaNM | BIATAHAMNK
POIUVHHWK N4 BAKYYMOM, O4EpXaHe mMacrio, Ak Bu-
XIAHWA MaTepian, BUKopHCToBYBanw De3 noganswol
OUYMNCTKN

8-Bpom-3,4,4a,5,6,7-rekcarigpo-2H-
6en3[6, 7]ywknorental1, 2-clmpuaasuH{XXIl)

8-Bpowm-3,4,4a,5,6,7-rekcangpo-2H-
Denz[B, Vyvknorentall1, 2-clmnipuaasuH-2-oH (XIX) (1r,
3 dMmonk) posduHsanW B TID 1 no kpannawm foaaea-
nn 2 ekeieaneHtTn awbopaHy (1M posuuH B TId)
MicnAa 2 rogud npu 22°C cymiw racuniy 1mn 6M HCI
HedTpanisyeann S0% posund NaOH, noTiM cylwunn
Hag cynbdpaToM MarHio | pINeTpyeany Po34WHHKK
BIArAHAMNMW NIA BAaKYyMOM, OAESPXEHE Macno, BUKO-
pPUCTOBYBaNKU 623 NOL4aNLLUOI OYNCTEN

8-Bpom-3,4-a1a30-1,2,3,9,10,10a-
rekcarifpodreranTpeH (XXI1)

8-bpom-3 4-a1a30-1,2 3,9,10,10a-
rekcarigpocgpeHanTpeH-2-oH (XVI) (1 Or, 3 6mMmontk)
posdnHANKM B TIP (100Mn) 1 no kpannsM gogabany
2 exkpiBaneHTn gvbopaHy (1M pozuwd B TTP) Mcna
1 roauH npu 22°C cyMIl Harpieany Ha naposlid BaHl
5 xewnuH, racunv 1mn 6M MNCl | HedTRanmizysany
15% pozumn NaQH, noTiM cywwunu Hag cynbdarom
MarHio | pIiNsTpyBand  PO3UMHHWK BIArAHANM nig
BAKYYMOM, OfjepiaHe MAacno, BUKOPUCTOBYBanY bes
NOAANLLIOI CHUCTKH

7.8-Onbpom-3,4-giaso-1,2,3,9,10,10a-
rekcarigpodperadTper (XXIV)

7.8-dnbpom-3,4-g1230-1,2,3,9,10,10a-

rekcarifpodeHaHTpeH-2-0H A )] {0 71r,
1 98mmMons) cycneHgysanu B TId 1 no kpannam npu
22°C popasanw 2 ekBiBanentn gubopany (3 96mn,
1M posuvH 8 TI®) CyMill WBWAKO HarpiBand Ao
45°C [o PO3YUHEHHA TBESpAOro 3aNUWKY | MOTIM
nepemillyBand nNpW KMHATHIA TeMmnepatypl 60 ro-
AuH [acunu 1mn 6M HCI 1 HedTpaniaysann 50%
pozdnH NaOH, noTiv cywnu Hag cynedaToM mar-
HIK0 NI PINETpyBanK PoO3YMHHUEK BIArAHANW Mg Baky-
YMOM, OJEepaHe mMacnc, BUKCpWCTOByBanW Des
NOAANLWOI CYUCTKN

32,4-Miaso-1,2.3 8, 9a-teTparigpodnyopeH (XXV)

3,4-Qiazo-1,2,3,8,9a-rekcangpodnyopeH-2-cH
(XIy (3 5r, 17 Smmonk) posvnHanu B TMD 1 no kpa-
nnAM gopasanW 1 eKelBaneHT RITIAANOMOrApuAY
(1M poaunH B TMP)

Mcna 30 xeunuH npn 22°C, no kpannisaMm foga-
sanu 15% posunH NaOH 1 xxenatwHonog 6HWiA ocag
sigpIneTROBYBann PINsTPaT Ccywwny Hag cynega-
TOM MarHio, INETPYBANW | BIArAHANM PO3YMHHUK
M BaKyyMOM, OfepXAHE MAcNO, K BUXIAHWA mMaTe-
plan, BUKopUcTOBYBANH Bes nogankLol QUUCTKN

3 4-iazo-9-orca-1,2,3 9,10,10a-
TeTpangpodpeHanTpeH[XXYI)
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3,4-Niazo-8-0kca-1,2,3,9,10,10a-
rerkcangpodnycpen-2-oH {15Mmone) ogepxiysanu,
ak onucaHo B (Cignarella, G, Banocco, D, Curzy,
MM, Pmnna, GA, Cazzulan, P, Cassin, M,
Lumachi, B Eur J Med Chem 25(9), 749-55,
(1990)) BsaeMoflelo 3 2 ekplBaneHTamMu aubopaHy

3 4-Niazo-8-1ia-1,2 3,8,10,10a-
TeTparigpodeHaHTpeH (XXVI)

3,4-Niazo-9-na-1,2,3,9,10,10a-
rekcangpogpnycper-2-o4 (1OMMONbL] OfLEPHKYBaM,
AK onucaHo B (MNakao, Tohru, Tanaka, Hiroshi,
Morimoto, Yasuto, Takehara, Shuzo, Demizu,
Kenichi, Tahara, Tetsuya Yakugaku Zasshi, 110(12),
922-31 (1990)) Bsaemogietd 3 2 eKBIBANESHTaMMH
anbopaHy

HacTynHl nPpuKnagy INKRCTRYTL NpeacTasne-
HWA BUHAXIA, | HE CNPSMOBAHI Ha oBMeXeHHa Kop-
AOHIB LEOTO BUHAXOAY

Mpwvknagu

MNpwknag 1 8-Bpom-3,4 4a,5 6,7-rekcangpo-2-
{4-nWopSeHzencynedonin)-2H-
Dens[B, 7luvknorenTa[1,2-clnipngasnd

8-bpom-2,4,4a,5,6,7-rekcargpo-2H-
BeHs[6,7]uuknorenmal1,2-c]Jnipugasus  (XIX) (1 Or,
3 6mwmone) 1 4-AoabenszeHcynbgponimaiopug (1 2r,
3 6mwmone) gogaeani go cymiwn S0Mn guxnopmeTa-
HY 1 50mn mippauHy Cywmiw nepemiwysanv 64 rogu-
HU npU 22°C ao rmuboko YepeoHoro koneopy Cy-
MIW KOHUEHTPYBANMW M4 BaKYYMOM | NIPUAWHOBHHA
po3urH BUNvBany Ha myg | 6M HCI, ekcTparyeanw
AvxnopmMeTaHom OpraHiyHUA WAP KOHUEBHTPYBAmNW
nig BakyyMom | plIETpYBanW Kpisk CUNIKArens 3a
AONOMOro AUXINOpMETaHY, Ofepytodn 1 3r maixe
Binol pe4oBMHK, AKY NEPEKPUCTAMNIZOBYBANM 3 130-
nponaHonAnopodopn, OTPUMYIOHK BINy peqvoBuHY 3
Trnn 180-181°C PospaxoeaHo gng CigHq:BriNO:S
C, 4185, H, 333, N, 514 3naifgeno C, 41 68, H,
327, M,303

Mpwknag 2 8-bpom-3,4-n1a30-1,2,3,8,10,10a-
rexcarigpo-3-(4-logbeHaeHcyneconin)-heHaHTpeH

8-BpomM-3,4-g1azo-1,2,3,9,10,10a-
rekcangpodpenanTped (XXI) (1 0r, 3 77mmone) 1 4-
wopberzerncynetporinxnopug (1 14r, 3 77MMonb)
po3uHAnK 8 100MN nipuauHy Cymill nepeMiwysa-
nv 16 rogwH npwn 22°C go mMubBoKo YepBOHOMO KO-
neopy Cymiw Bunweanwy Ha nig 1 6M HCl 1 excTpary-
BArMM AUXNOPMETAHOM QOpraHiyHuih wap
KOHUeHTPYBanu Nig BakyyMomM | DINETPYBanu Kpiss
CUMIKarenk, eneHT AWXNopMeTaH, ogepxytodn 0 3r
HEQUWLLEHHOI PEYOBHMHM, AKY NepeKpycTani3oeysa-
nn 3 rekcaHy, oTpumytodn O 28r manxe Ginol pevo-
BUHW 3 Tnn 197-188°C

PospaxosaHo gna CigHisBriN.0:8 €, 4076, H,
304, M, 327 3HadMpero C 4059 H, 289, N, 506

Mpwknaa 3 7,8-1ubpom-3,4-a1a30-
1,2,3,9.10,10a-rekcan apo-3-{4-
HogbeHaeHcynsdoHIN)-eHaHTpeH

7.8-On6pom-3,4-giazo-1,2,3,9,10,10a-
rekcangpodpenantped (KVI) (O 7r, 1 9mmone) 1 4-
wopberzerncynetporinxnopug (1 14r, 3 77MMonb)
po3uHAnK 8 100MN nipuauHy Cymill nepeMiwysa-
nw 16 roguH npu 22°C go muboko 4YepBoHOro Komi-
py Cymi sunueann Ha myg | 6M HCI | ekcTparyea-
nu LUXNOPMETAHOM OpraHiyHWiA wap
KOHUeHTPYBanu Nig BakyyMomM | DINETPYBanu Kpiss
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CUNiKarenb, enleHT AUXNOPMETAH, OAepPHKYIoUM
HEOYHLEHY PEYOBUHY, SIKY NepekpHcTanI3OBYBanM 3
rekcaHy, otpuMytodn 01r Binol pevoBuHM 3 Tnn
202-203°C

PospaxoeaHo gna CizsHisBrilN.0:5 C, 35 44,
H, 248, N, 459 3Hafdpero C, 3554, H, 247 N,
461

MNpwenag 4 7-Xnop-3,4-g1a30-1,2,3,9,10,10a-
rekcarifpo-3-(4-doabeHaeHcynbdoH IM)-heHaHTpeH

7-Xnop-3,4-q1a30-1,2,3,9,10,10a-
rekcarigpocgperanTped (XX} (1 1r, 5 OMmone) 1 4-
#opbeHzeHcynbgorxnopwg (1 2r, 3 9Mmonb) pos-
yuHANKM B S0Mn guxnopmetany | S0mn nipnguHy
CymMitt nepemiuyesanu 20 roand npu 22°C ao rmubo-
KO YepBOHOMO KoMbopy CyMIW KOHUSHTPYBaNW nig
BAKYYMOM | NIPMAOHOBWA PO3YWH BWINWBAMNA Ha Mg )
6M HCI ercTparyeanu guxnopmeradHown OpraHiu-
HWA WAaP KOHUEHTPYBANM NIg BAKyyMOM | DINeTpy-
BANW KpI3k GUMIKArenke, erneHT AUXNOpPMEeTaH, ofje-
YoYU K Marxe 6iny PEUOBKHY, Ary
NeRekpPUCTAISOBYBaNW 3 rexcaHy, oTpumyroun 0 5r
Binol peyosuHK 3 Tnn 194-185°C

PospaxoeaHo agna CieHiClINO-8 C, 44 42 H,
331, N, 576 Znadgerno C, 4473, H,324, N, 531

MNpwenag & 7-AKnop-3,4-11230-1,2,3,9 10,10a-
rekcarifpo-3-(2,5-guxnopbeH3eHcyNbOOHIN)-
cbeHaHTpeH

7-Xnop-3,4-g1azo-1,2,3,8,10,10a-
rekcarigpocgperanTped (XX (1 0r, 4 77mmane) | 2,5-
amxnoptenseHcynedorinxnopug (1 2r, 4 SmmMone)
poauuHanu B 100mMn mpuawvHy CyMill nepeMillysea-
nn 16 roguH npn 22°C po mMuBoko YepBOHOMD Ko-
neopy Cymiw sunueany Ha mg 1 6M HC| 1 excrpary-
Banu AUXMOPMETAHOM OpraHI4HWA wap
KOHUEHTRYBANW MIA BaKyyMOM | INLTRYBANU KpIskb
CUniKarenk, eNKeHT ANXNOPMETaH, ogepxytoqn 0 Sr
HEOYHLEHHOI PEYOBHMHK, AKY ABIYI NepekpucTaniso-
ByBann 3 rekcadfHuopodopm, oTpumMyroMn O 251
maixe Binol pedoenHn 3 Tnn 186-187°C Pospaxo-
BaHOQ AnNA C13H15C|3N2028 C, 50 31, H, 352, N,
652 3Bnavperno C 5023, H, 345 N,644

Mpweknag 6 3-(3,4-AuxnopbexHsoin)-3,4-a1aso-
1,2,3,8,10,10a-rekcangpodeHaHTpeH

3,4-Oi1azo-1,2,3,9,10,10a-rekcang podeHaHTpeH
XKD {2 67T, 14 3mmone) [ 3.4-
amxnoptensomnxnopng (3 0r) pozynHanm 8 100mn
nipuanHy  CyMmiw nepeMiuysann 16 roguH npw
22°C CyMiw evnveany B AWXNOPMETAH | gBIHI Mpo-
muBanu 2M HCl | nomim cywwnu Hag cynbdatom
HaTpio | DINETpyBann PINBTPAT KOHUEHTPYBANW |
chINETPYBANU KpI3b CUMIKarens, enweHT Auxnopme-
TaH, ogepxytodn 3 71 maixe Binol pevosuHr 3 Tnn
154-5°C

PospaxoeaHo gna CiaHisCLNO C, 63 52, H,
448, N, 7 80 BnaiigeHo C, 6318, H, 430, N, 7 32

Mpwnag 7 3-(3,5-Anxnopbenszoin)-
3,4,48,5,6,7-rekcangpo-2H-
beH3s[B, 7JuuknorenTal1,2-c]mpuaasiH

3,4,4a,5,6,7-lekcarigpo-2H-
BeHrs[6, 7luvknorenta[t,2-cjmpuaaaun  (XV) (20r,
10mmons) 1 3,5-gwaiopbensonxnopuna (2 1r,
10mMmMonNE) PO3YMHANW B 7SmMN AvxnopmetaHy | go-
Aasann Swn TpueTwnamHy Cymiw nepemiwysann
16 roguH npu 22°C | pO3HUHHWK BIFAHANKW N1 BaKy-
YMOM Zanuwok RO3YMHANW B AVXNOPMETaH! | Npe-
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Musanu poasefeHoy HCI, cylinnu Hag cynbhaTom
HaTpIo | GINETPYBANK | XpoMaTtorpadysani Ha ci-
RIKaren|, eneHT AWXNOPMETaH, OREpMyrdn 2 5r
Dinol pevyoBuHw 3 Tnn 113-116°C PoapaxoBaHo
ana CxHiClLNO C, 64 35, H, 4 86, N, 7 50 3Ha-
WpeHo C 6438 H 456, N, 756

Mpwknag 8 2-(3,4-AndpropbeHaom)-
3,4,4a,5,6,7-rexcangpo-2H-
Beus[8, /lunenorenTta[1,2-clnipyaasuH

3,4,4a,5,6,7-lekcangpo-2H-
BeHs[6,7]udknorenTal1,2-clnpugasud  (XV) (2 0r,
10mmMone) 1+ 3,4-gudTopbenzoinxnopug (2 1r,
10MMONb) PO3YUHANK B 75MN ZWUXINOPMETAHY | [O-
Aasany Smn Tpuetunamivy Cymilw nepemiwysany
16 rofwH npn 22°C | po34UHHWK BIGTAHANW MNig BaKy-
YMOM 3annwok Pe3YMHANK B AWXIIOPMETAHI | Npo-
Musanu poasefeHoy HCI, cylinnu Hag cynbhaTom
HaTpIK | PINETPYBanK | XpoMaTorpadysann Ha cu-
RIKaren|, eneHT AWXNOPMETaH, OfepMyrodn 2 8r
Dinol pevyoBuHw 3 Tnn 117-118°C  PoapaxoBaHo
ana CyHqgFaN;O C, 7058, H, £33, N, 8 23 3Hai-
aeHo C, 7059, H, 526, N, 835

Mpwknag 9 3-(3,4-Onxnopbensoin)-
3,4,4a,5,6,7-rexcangpo-2H-
Dens[B,7]nuknorenTa[1,2-clnipngazuH

3,4,4a,5,6,7-lekcangpo-2H-
BeHs[6,7]udknorenTal1,2-clnipugasuH  (XV) (2 24r,
11 2mMmone) 1 3, 4-auxnopbensomnxnopug (2 34r,
11 2Mmonb) posvuHanu B 100Mn guxnopMeTany |
aocgasanu 10mn TpweTwnamiHy CymMiw nepemiwy-
Banu 16 roguH npu 22°C | pO3UMHHKWK BIATAHANW Mg
BaKyyMOM 3anuoK po3vWMHANW B JUXMOPMETaH! |
NpoMWBaNK poasefeHor HC|, cywunn Hayg cynbda-
TOM HATPIO | PINETPYBANY | XpomaTorpacdysanu Ha
CUNIKaren|, enweHT AUXNOPMETaH, ogepxyioud 2 Or
*oBsTo-6n1g01 pevoBuHn 3 Tnn 136-137°C

PospaxosaHo Ana CoHsClM.O C, 64 35, H,
486, N, 750 Snailgero C, 6429 H 480, N,73¢9

MNpwrnag 10

3-(3,4-Ancpropbersain}-3,4-g1azo-
1,2,3,9,10,10a-rexcangpoenantper

3,4-Nia3e-1,2,3,9,10,10a-rekcangpodeHaHTpen
(XY {1 83r, g 82mMmonk) | 3,4-
andpTopBenaomxnopua (1 73r, 8 82Mmonk) posdn-
HANW B 7SMN UXNOPMETAaHY | AoAAaBaNM SMn Tpw-
etunaminy Cymiw nepemwyeanv 16 roguH npw
22°C | po34MHHWUK BIATAHANW Mg BakyymMom 3anun-
LIOK PO3YUHANK B AUXIOPMETaHI | NPOMUBANW pos3-
segeroto HCI cywwnw Hag cynbdatom HaTpuo |
hINETpYBaNK | XpomaTtorpadysan Ha cunikaren|,
enieHT AuxXNnopMeTaH, ofepxyioun 1 4r Binol peJo-
BuHn 3 Tnn  146-147°C PospaxcBaHo gns
CigHigFoMN20O C, 8893, H, 4984, N, 8 58 3HaiaeHo
C,68678 H 472, N879

Mpwknag 11

3-(3,5-Anxnopbenzon)-3,4-giaso-
1,2,3,9,10,10a-rexcangpodpeHaHTpeH

3,4-Nia3e-1,2,3,9,10,10a-rekcangpodeHaHTpeH
(XY (2 e’/r, 14 3MmMone) 1 3,5-
avxnopbersoinxnopua (3 0r) posdnHsann B 250Mn
AvxnopMeTaHy | Aofasank 10Mn TpueTunaMiHy
CyMilW nepemillyBani 1 rofuHy npu 22°C | posyuH-
HUK BIAFaHANK Mg BakyymMom MOBTWA 3anWLIoK
PO3YUHANM B AUXMOPMETAHI | NpOMMBANK po3bege-
Hoto HCI, cywwunn Hag cynsthatom HaTRI | unbT-

48989
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pyBanu | xpomaTorpacbyBanu Ha cunikareni, enoeHT
edip/gvxnopmetad (2 1), ogepxytoun 3 0r Ginoi
pedoBiH 3 Tnn  141-142°C  PospaxoeaHo ans
CigH1sCliN,O C, 6352, H, 4 49 N, 7 84 3HaiaeHo
C,6345H,414, N, 770

MNpuknag 12 3-(3,4-dnxnopbersomn)-3,4-gi1aso-
9-okca-1,2,3,9,10,10a-rekcar gpodpeHaHTpeH

3,4-iazo-9-okca-1,2,3,9,10,10a-
rekcarifpodreHanTped XXV (1 73r, 9 2Mmont) | 3,.4-
nuxnopBensoinxnopna (1 93 posunHsnd B 200mn
AWxnopMeTaHy | gogasanu 150mMn TpueTMnamiHy
CyMiw nepemiwysany 14 roguH npw 22°C | po3uuH-
HUK BIArAHANW NI BakyymMoMm KOBTWA 3anuwok
PO3YVHANK B AWXIOPMETaHI | NPOMUBANKA pO3BEfe-
Hota HCI, cywwnwn Hag cynedbatom HaTpio 1 dineT-
PYBany | XxpoMaTorpadysani Ha CUnIkaren, enenT
LuxnopMeTan, oaepxyroun 1 2r maixe Binol pedo-
BUHU 3 Tnn 166-167°C PospaxosaHo ans
CigH14ClNa: Q> C, 5985, H, 391, N, 775 3nai-
neHo C, 5983 H, 386 N773

MNpwknag 12 3-(3,4-AduxnopbexHsoin)-3,4-a1aso-
9-mia-1,2,3,9,10,10a-rekcarigpoceHaHTpeH

3,4-Qiazo-9-na-1,2,3,9,10,10a-
rekcargpocpenadtper XXVI (1 33r, 8 6mmone) | 3.4-
amxnoptensonxnopng (1 38r, 6 6mmone) pO3YMHA-
nn B 100MNn guxnopmMeTaHy | foaaeany 100mMN Tpwu-
eTunamMiHy CyMiw nepemiwyeany 48 roguH npw
22%C | pO3YMHHVE BIZTEHANW NG BakyyMom HOBTWW
3anyILOK PO3YMHANN B AWXNOPMETAHI | NPOMMUBAMNN
possedeHoo HCI, cywunu Hag cynedbatom HaTpIo |
chineTpysanu | xpomatorpadysanu Ha cunikaren,
entoeHT edip/guxnopmetal (2 1), ogepxkyroun 1 0r
maixe DINol peuycBrHn, AKY NEPEKPUCTaNI3OBYBaNM
3 BeHson-rekcaH, cfeoxyioun 0 84r BINol pevyOBUHN
3Tnn 145-146°C

PospaxoBaHo gna CisHuCLN.OS €, 5885 H,
391, N, 775 Braiigerno C, 5983, H, 386, N,773

MNpuknag 14 3-(3,4-dnxnopbersomn)-3,4-gi1aso-
1,2,3,8,9a-TeTpangpodnoypen 3,4-Naszc-1,2,3,9,9a-
TeTpangpodnyopeH (XXV) (1 6r, 9 3mmonk) 1 3 4-
amxnoptensonxnopng (1 95r, 9 3MmMone) pO3YMHA-
nnw 8 100MN guxnopmeTaHy | Agoaasanu 10Mn Tpw-
eTunamMiHy CyMiw nepemiwyeany 16 roguH npw
22°C | po3YMHHWK BIATEHAMKW N BakyymoM MobBTuid
3anyILOK PO3YMHANN B AWXNOPMETAHI | NPOMMUBAMNN
possedeHoo HCI, cywunu Hag cynedbatom HaTpIo |
cbineTpyBaNK | XpoMartorpacdysani Ha cunikaren,
EMoeHT AVXNOPMETEH, oaepxyradn 1 1r maiixe BI-
nol pevoBlHW 3 Thn 122-124°C PoapaxosaHo And
CisHuCLNO C 6260, H, 4 09 N, 812 3naligeHo
C,6250,H,411, N, 7890

MNpwenag 15 2-(3,5-AmnopTiobeHsoin)-
3,4,4a,5,6,7-rekcangpo-2H-6ens[6, 7 JunknorenTa[
1,2-clmpuaasuH

2-(3,5-Anxnopbenacoin)-3,4,4a,5,6,7-rekcarn g po-
2H-6en3[6, 7]ynknorenTal1,2-clnipngasun 3 Mpukna-
ay 7 (122r, 3 27vmone) | neHTacynegiy docdopy
{2 14r, 3 9ymMonk) po3udHAnd B 200MN Tonyony |
Harpieanu 1 roguHy npu 100°C Cymiw oxonogxy-
Banu, INBTPYBAINM KpISk WAP CWNIKArento | NpomMm-
Banu AuxnopmeTaHom @INETpaT BUNApOBanNd fo-
cyxa | 3anMWOK  oyWwianu KOMOHKOBOK
XpoMaTtorpadielo, ernoeHT AUXNOPMETAH, OA4EPKYIO-
uu 1 2r XoBTOI PEYOBUHU, AKY NEPEKPUCTAMNI3OBYBA-
nn 3 edipy, oTpumytoyn Daxany cnonyky (10r) 3
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Tnn 149-150°C
PospaxosaHo gna CxHisCLN.S €, 61 40, H,
466, N, 719 3nakpero C, 6167, H 465 N,706
Mpuknag 16 2-(3,4-OnchTopTiobeHaoin)-
34 4a 5 8,7-rekcangpo-2H-
BeHs[6,7]uvknorenTal1,2-c]nipnaasuH
2-(3,4-Ancpropbersain}-3,4 4a,5,6,7-
rekcamigpo-2H-6en3[6, 7lynknorenTa[1,2-clmpngasnd
3 [Mpuknaay 8 (1 5r, 4 4Ammonk) | neHTacynsdiy ¢o-
cchopy (1 74r, 5 3Mmonk) posunHany B 200mMn Tony-
ony | Harpieanu 1 rogliHy CyMIW oxonopxyeanu,
hINETRYBANKW KPISb WAp chrikareno | NpoMUBani
Avxnopmeradonm PINbBTpaT BANAPKBAaNM Jocyxa |
3aMMLLIOK OYMLLANKN KOMNOHKOBOK Xpomartorpadieto,
enieHT AUXNOpMETaH, ofepkyioud 1 3r XoBTol pe-
HOBWHW, SIKY NEpPerpUCTanI3oByBanu 3 edoipy, oTpw-
Mytoun Baxany cnonyky (0 83r) 3 Tnn 134-136°C
PospaxosaHo ana CyHisFN:S C, 67 40, H,
509, N, 788 Snailgero C, 6128 H 503, N, 794
Mpwknag 17 2-(3,4-AnxnopTmicberaain)-
3,4,4a,5,6,7-rexcangpo-2H-
Dens[B, 7luvknorenTa[1,2-clnipngasnd
2-(3,4-Auxnopbenzoin)-3,4,4a,5,6 7-rekcangpo-
2H-6eHs[B, 7]yuknorenTa[1,2-c]lnippngasuH 3 MNpukna-
ay 9 (15r, 40mmone) | neHTacynedlg docdopy
{2 7r, 6 OMmonk) posvnHany B 150mMn Tonyony | Ha-
rpisany 30 xeunuH npy 100°C Cymilw oxonoaxyea-
nw, pINETRYBaNW KpI3b Wap CHUNIKarento | NROMUBaE-
nw guxnopMetaHom QINLTpaT BUNapoBanH Aocyx@
| 38/WLLCK OYULLLEMN KONOHKOBOK XpomMaTtorpadieto,
enieHT AUXNOpMETaH, ofepkyioud 1 3r XoBTol pe-
HOBWHW, SIKY NEpPerpUCTanI3oByBanu 3 edoipy, oTpw-
mytoumn Baxkany cnonyky {1 Or) 3 Tnn 140-141°C
PoapaxosaHo Ana CoHsCleNeS C, 61 40, H,
466, N, 719 Snailgpero C, 6178 H 469, N, 709
Npwknag 18  3-(3,4-OudotopTiobensoin)-3,4-
alasoc-1,2,3,9,10,10a-rexcangpodeHaHTpeH
3-(3,4-Oncbropberzon)-3,4-g1a3o-
1,2,3,9.10,10a-rexcangpodeHantped 3 [lpuknany
10 (1 0r, 3 08mMonk) | neHTacynbdia dochopy
{2 05r, 4 Smmone) posduranu B 150mMn Tonyony |
HarpiBann 15 roguny CyMmiw oxonoaxysanw, oi-
NbTPYBaNW KpI3b WAR CHIIKArerto | NpomMneany gnx-
nopmetradom QPULTRET BANZPIOBANM Aocyxa | 3a-
AWIWOK OYMULIANU KOMOHKOBOK XpomaTorpadieto,
eneHT AUXNOpPMETaH, ogepxytoud 0 Br MoBTOI pe-
YOBWHW, 3 Tnn 170-171=C
PoapaxosaHo Ana CigHigFaN:S C, €665, H,
471, N, 818 Snailgpero C, 6632 H 476, N,81¢9
Npwenag 19 3-(3,4-OJuxnopriobensoin)-3,4-
alase-1,2,3,9,10,10a-rekcangpodenantper
3-(3,4-Onxnopbenzom)-3,4-g1a3o-
1,2,3,9.10,10a-rexcangpodeHantped 3 [lpuknany
10 (1 06r, 2 85mmonk) 1 neHTacynedia docchopy
{1 17r, 3 83mmoanb) poavmHAny B 150MN Tonyony |
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Harpieanu 1 5 roguHy CyMilw oxonofxyeanu, ¢ine-
TpYBANW KPI3b WAP CUMIKAreno | NPOMUBANW AUXIO-
pMeTaHoM $INeTpaT BUNapKBanW JocyxXa | 3anu-
WOK O4MWENKM  KOMOHKOBOK — XpomaTorpadpieto,
eneHT gnxnopmeTtaH, caepsyroun 0 8r xoeTol pe-
yoeWHW, 3 Tna 110-111°C

PospaxoeaHo gana CiHsC:N.S C, 6080, H,
430, N, 7 46 3ZrnaWgeno C, 8074, H, 411, N, 7 47

Meweknag 20 3-(3,5-HuxnopmioBenzoin)-3,4-
L1aszo-1,2.3 8,10, 10a-rekcanapodeHaHTpeH

3-(3,5-Aunxnopbenacin)-3,4-g1aszo-
1,2,3,9,10,10a-rekcangpodeHantper 3 [puknagy
11 (15r, 4,2mmone) 11 nentacynedig ocdopy
{168r, 4 2Mmone) posuvHAnv B 150Mn Tonyony |
Harpieanu npu 80°C 1 roguHy Cymilw oxonogxysa-
W, pINBTRYBaNKM KpI3b WAP CUMNIKArenw | NpoMy1ea-
v AUXNopMeTaHoM QINBTPAT BUNAPKOBANM JOCYXA
| 3aNUWOK OUULLAMK KOMOHKOBOK XpoMatorpadiero,
ernoeHT AUXIOPMETAH, MepekpUcTan 3oByBanu 3se-
coip/rekcar, ogepkytoud 1 1r XoBTOI peqoBMHM 3
Tnn 162-163°C PoapaxoeaHo Ans CigHqsClLNLS
C, 8080, H, 430, N, 746 3naiigeHo C, 6078, H,
426, N, 722

MNpwenag 21 3-(3,4-OuxnopmioCenzoim)-3,4-
a1aso-9-okca-1,2,3,9,10,10a-rexcarigpodeHaHTpeH

3-(3,4-AuxnopbeHacin)-32,4-a1a30-9-0Kca-
1,2,3,8,10,10a-rekcangpodeHantper 3 [puknagy
12 (06r, 1 66mMmonk) 1 neHTacynbedlg docdopy
(0 96r, 2 1Mmonb) posuuHanu B 100Mn Tonyony |
Harpieany 1 5 roguHn Cymiw oxonogxyeanu, ¢oine-
TPYBAMK KPI3b LUAP CHUMIKareno | NPOMUBAITM AUXIO-
pMeTaHoM $INeTpaT BUNapKBanW JocyxXa | 3anu-
WOK OUWWEANM  KONMOHKOBOK  XpoMaTorpadpieto,
EMnoeHT guxnopmeTaH, ogepxytodn 0 5r xosTal pe-
YoBWHW 3 TN 187-188°C

PospaxoeaHo gna CigH4CLNOS C, 57 30, H,
374, N, 743 Buaiigeno C, 5709, H, 375, N, 7 29

MNpwenag 22 3-(3,4-OuxnopmioCenzoim)-3,4-
n1aszo-1,2.3 8, 9a-teTpargpodhnyopeH

3-(3,4-AuxnopbeHacin)-3,4-a1a30-1,2,3,8,9a-
TeTpangpodnyoped 3 [lMpuwnagy 14 (063r,
1 8mmonb) 1 neHtacynedig  ¢ocdopy (1 05r,
2 3mmone) poadmHaAny B 100mMn Tonyony | HarpiBanm
15 roguHn  Cymiw OXOMogxyeany, INbTRYBaNK
KpIsb LWWap CUNIKArento | NpoMUBanud AWXNopmMmera-
HoM INETpaT BUNApKBaNM AOCYxa | 3arMLWCK
OYMLIanM KOMOHKOBQK XpomaTtorpacieto, eneHT
auxnopMeTaH, ofepxytodn 0 5r koBTQl peyvoBUHK 3
Tnn 138-140°C

PospaxoeaHo gna CisHuCLN:S C, 59 84, H,
391, N, 776 3Zrnaigeno C, 5877, H,397, N, 776
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